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1. — sz (1) s B Bs & R liE o5, LR EE T s TP IR IAE IR,

Np-R>-CN (1)
M2 (1) o NpRoR i) B BRI 253, , RO - R T 50 ~ 3 b 3
IR

15 2@ (4) B BRI G P 0 BR, AR EAE T, I8 5K (2) B & iR ¥s
BRI INGAFAE T R ALK& PR I b A3 218 5 3) b &4, 43 2@ =X (3) B
NI E VK AR G AT H A

Np-CO-R'  (2)

A (2) H L Np ST SCHIF , RS BR JR50 ~ A e 3

Np—R°-C (=X) -NR’R*  (3)

(1), Np IR 5 573 5 SR IR S X3 S8 Ji 1 BB i 7, RPRIR 4% 1 ik 7 b R ]

FARE T AR T BT R 1B S 720~ 3 e B a2 AR 1 RORIR o] B & T T RROER

Np-R°-COOH ~ (4)

ik (4) W, Np AITR® 5 Bk & SCARTA] 5

WIR2 P RN IR2BHH AT — D IR,

55’?&%

TR 2 IR 1 15 201 Bk i@ X (4) Fros B R R & PR Is 75 ZAE AL A E T AER
GIRESAIEE %iﬁc?ﬂfiﬁ” It — 2 5 A R BT 49 21 =X (5) jik_ﬁ 6) Frste &4,
15 21938 =0 6) 8o (6) Fraiib &5 MoK S M 4S 2 Brid i@t (D) s gt &
MR,

Np—R°-CONHz ~ (5)

i# =R (5) H, Np IR 5 FT IR & XCAHIA]

Np—R°-CONHOH (6)

SGIEaY <6>EP,Np$nR5'5ﬁu A SCHE 5

WIR2

ﬁﬁﬁ‘ RIS 2 Bk U (4) Fﬁﬂlﬁ%Eﬁi%’\%ﬁﬁ%%&@%%ﬂﬁﬁ?Eﬁ
GRS %iﬂc LA R i =0 (7) B B4 E 400 e B 45 21 B i@ =X (D) B B A& 01
/giﬁa

ROSOR”  (7)

(7)) L RORIR™S H A Hh R R R 7 VR A VRS S R FE S 5o 2R

2 AR YEBUR ZE R 1Tl B 1 A & W) il 3& 071, HRRIEAE T, Bk 28 SR 2B T ik 20 3%
2B-18 0 R2B-2,

SLUR2B-1:

ﬁﬁﬁ?ﬁk_ﬁ (4) FETEﬁfﬂa%/—*%wﬁﬁﬁ%f{m Jﬁf?fﬁmﬁ FHFE80°C ~
180°C N 5tk LL K prid i@ =X (7) B A &Y I i 45 2 pr ik @ =X (D Bros g &4
[P0 BR s

HIRIB-2:

¥ Frid i@ X (4 Frs BRI G x4 28— FLIE I FIAR 48 75 2L AL TR &
T A5 20 B O JFORFL 5244 B iR 18 28 (7) B B9 A6 & W) AN EE G WL FRIR G 1 A5 20 1 SO T
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F24E80°C ~180°C I e b 1f 45 2 fir it il 2 (1) Fro B 1L S0 B,
3. — Mz (1) Pros B IE A& W i 07 %, LA 4 T i 0 JR2ABD BR2B A AL —
B,

Np-R°-CN (1)

bk (1) o, NpZeom A B A BUARIE A 253 , RO B I 1501 ~ 30 T e 3
DR

/v

(ESE] i\i<4) P KRR & WA 48 75 ZEAE AL R AE T 2B ML 5 5 e A4 71 B B 5
2 5 WA I BT 45 28 2 (5) jZL_ﬁ (6) s B4-& 4, 45 2 A (5) B
(6) B~ B4 &40 -5 B /K570 B B2 T 45 21 prid 18 28 (D) Fros B IS E Y 2 5%,

Np—R°-COOH ~ (4)

i@ (4) H, NpFIR 5 RiTA & AR

Np-R°-CONHz ~ (5)

@z (5) H, NpFIR 5 AiA & AR

Np-R°-CONHOH ~ (6)

L_:EQ(ES)EP Np IR 5 717 2 SCHH A 5

IR

1%@% (4) Fﬁﬁﬁﬁiaﬁa%/\%w&ﬁﬁﬁf TEAFAEAE N AEA LA A 5 AR L A
(D) FrsBIeE Y I BTS2 ks = (D B a2 5%,

Np—R°-COOH ~ (4)

i@ (4) 1, NpFIR 5 RiA & AR

ROSOR”  (7)

A (7) L RORIR™ S H A s R R fUR 7 R AL VRS S R FE S xR

4 ARYEBCREL R 3Pk B 546 & Wi li& 7732, AR EAE T, P IR2BA R IR P IR 2B-1 8%
HIRIB-2,

L IRIB-1

Rk @ = (4) FﬁTEﬁfaﬁa%/\%w&ﬂﬁgﬂm Jﬁf?fﬁ*ﬂ/ﬁﬂtlﬂﬁ%o T~
180°C N 5tk LL K prid @ =X (7) B A &Y I i 15 2 prid @ =X (D Bros st &9
ok ¢

HIRIB-2:

s Frid i@ =X (4 Frs BRI G« xR 28— WLV FIAR 48 75 2L AL VR &
T 75 20 B RO JFUORFL 524 BT iR 18 =X (7) Brs B A6 G W) AN 28 G WL FRIR 6 T 15 20 1Y O T
EL27E80°C ~180°C T e MM 1% 2 Frikid = (1) Frs G -& Y 2 5% .

5.—MuEal (4) FisRR SR HE 7%, HAREAE T 8 2 (2) Bt &4
TR 77 L AL INAMEAE N R A4 R DR I N A 2@ X (3) Fro A &4, #4321 8
X Q) BRI a YK g e gk A,

Np-CO-R! (2)

I (2) 1, NpRan 1] B BURIE A 253 , R FRIR B IR T 501 ~ 31 e 3

Np -R°-C(=X) -NR’R* (3)

(D) A, Np 5 RTIR ORI, X3RN AR 73U R T RO AR SR 1301~ 3H0 W J i
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ROFIR' 2% B A7 7R n] BA R T AR T 50 IR T I B R 150 ~ 3 b st sl AU 7
ROFIR R B84 1T J 3R

Np—R°-COOH (4)

iR (4) H, Np IR 5 HT IR 7 SCARTA] .

6 . R4 AR L R 5 BTk R R AL & W1 )3 5 v, FURFAEAE T, 75 Frid /K 5 A dd st /K
FERAS B I B 5 8 15 7 e fidy, 76 BT IR v R A7 AR 8 v 711) 5 B3 {8 3 v i v A4S 21 1)
SN =) 5 T R A

73850 (4) Bt R BRACE D), FARREAE T R & =80 001 BE /R % ~ 1 BE IR % , 4 &
H98EEIR % LA I,

Np—R°-COOH (4)

A (@) H L ROFR IR JE T H0 ~ 3 e 3 , Np KR il B BRI 253
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FERBULESYNFIERE

F AR Tt

[0001] A BH#S S A R 2 P2 it AR 245 A 2 1 o 1) 6 s P DR S 6 s FH R TR0 A
EESE A AiE2-% £ (2-Naphthylacetonitrile) Hfili& 7%,

[0002]  gk— 20 Hh, A B R AR A KR B 05 B TR AL & Y0 80 & R JEOR) & s A 1)
A L BAE S Pl i R 25 A2z i 59 A R JEORE A Rl B R TR AR I 5 7 I 3R
BRAY & W A1 2-25 2./ (2-Naphthaleneacetic Acid) ffliE ik

BEEREA

[0003]  2-Z5 ZWEAE NS Fh 24 i AR 24 A2 1 6 B k) & R R A AR . S 4b
FLA RAAT2-Z8 LG A2 S5 R 1) 05 B e G A0 & 0 Ll AR VR % P 24 o AR 24 Ak 2 1
it B e TR B i ) ) A 2

[0004]  fll1, 2-25 Z G VE A ANARAE (9 G =6 B AR RE S AR ) « 2R 4E VLR SR (g a8
MEPIR) HEAR P RS VB B IE RS (ADD) v = 16 2 3% 5 (ADHD) A 2B 45 &1 A
PR3 R4E AR FEE SR ERE B4 JE MR AT R I IR A (SAD) WA FTZEAIE  fh e AR
TR (9 ne 4 705 « Bi] JR 2 R BRI9) SNSRI R AR 25 RN 5 B &7 A AiE (IBS) AH IS H5 975 i
PRIGERI TS IR T7 S5 A8 25 5 R L 4n i AR B R (BPO) A7 4 750 A 15 ) 4L e 32 Ak 4%
PUF 8B S2 A B 12~ I S B 177 B 1 SEC (PKC) 151751  PDE TV il 771145 24
At P A R JECRE A T R A

[0005] 225 2, i AT LA AL 3% 1 Sl & R SCHR 1 < & I STk 2 A5 F1 STk 32 e 31 (IR,
5S) —1— (Z5—2—3&) —3—F&( Z AFF [3.1.0] ke it il ik FH Joek Al o fa) 4445 FH .

[0006]  fEN2-28 2 WG illiE 712, B RE ks 2 SR 28R4k T #5921 2- R A 3%) 25 IR
H 5 F A SR BEAT F3E 1 5 7% CERISCHRA) 32 ~25 2. 5 il R 55 V0 A Rk DA Jx =
AT R S N T A B 2- 28 Z B 77 AE L RISCHR D) o (H A2, IR 2275 vk B TR AR R =
(AR 22 OB TEVE 78 0 HEAT I RS A AT A B3 MR B AL & 4 55 5 T, VB ok b g o)
IR .

[0007] 34k, O it 48 F R S8 1) AR WD Ab 5 e 87 2- PR R 2515 32— R R L) 28 R
5 PR T SURD A S B T 79 21 2-28 Z G W vk lEE RISCiik2)  (H 2 B T ICRAE &I =4
(R AE R 22 AT FH R PE SR A 5 7 T, A6 D Tl R il T i 2 AL IE R

[0008]  ik— Db, IC4RIE T JLAN 05 & IRFR IR 75 B R BRAT AL WS B UL S i 7
3 (B RISCHRS  AEE R SCHRS AR & R SCHRA%E) (2, X7 VAt il TR B = 5 A
R SN TE I 7 4 BEAT S5 5 T A Tl b ) 3 g i R — B

[0009] A4k, $RIE T JURh H 75 & e i 3 i 4 JR b B SN (Wi llgerodt reaction) &
55 B AR 75 B R AR R ¥ 77 v (AE& I SCHRS A& I SCHR6 « A & R STk 7 Ak F SC
BR8EE) o HZ , XS LR ANTE4) , AN B T 70 4k R 2 R I I m A FRVAS 1 8 A= ok
55 B R R S T S B B 2 O, IR A A Tk B i ik BRI — P .

[0010] B A SCHik
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[0011]  FHF| Tk

[0012]  HF|3CHk1:W02007/016155

[0013]  H&F|3CHk2:W02015/089111

[0014]  EHI3CHR3:W02015/102826

[0015]  FLHISC#R4: H AREH2001-39904 5 2 Fit

[0016] & H3CHR5:W02014/001939

(00171 HEL-RISCHR

[0018]  JEE&F|SCHk1: ARKIVOC 2011 (V) pp.67-75

[0019]  HEEHF|SCHER2: Journal of Molecular Catalysis B:Enzymatic,6 (1-2) 234-240,
2010

[0020]  HEEHF|SCHR3:Tetrahedron Letters,Vol.23,No.14,ppl1505-1508, 1982
[0021]  JEFHF|CRRk4:0rganic Process Research&Development 2003,7,74-81
[0022] HEEHF|CHRG:Green Chemistry Letters and Reviews,2010,315-318
[0023]  HEEHF|SCHR6:Synthetic Communications,Vol.33,No.1,pp.59-63,2003
[0024] % FSCHAT : Chem. Soc.Rev. ,2013,42,7870-7880

[0025] % FISCHRS: J. Soc.Ouest—Afr.Chim. (2010) 029,89-94

EZRAR

[0026]  Jx BH P LA 1) ] @

[0027] A BH$EAETE Tk b2z 4 H B b DL i R0 il 3 v 20 1 1 05 & i I A0 & W Fn o5
TR S IT%

[0028]  FHJ-fifhe Il @) 7 92

[0029]  AKEHINN TR EIR R, X TH LR BRI @ HE 2 -2 M (27 -
Acetonaphthone) 5575 7 e AL A R FH4E -k DMe (Willgerodt) B HEHIE J5 & R IR 1L
E PN R UL ARSI R P00 A2 B A5 DL T B3 B 05 A IR IR AL & W i v 41
(1) 75 B IR B P BRIEAT TIRAIL, G5 SR e T A K .

[0030] B, AKEHHIEE W NETiA.

[0031]  [1]—#pE =X (1) Fros A S0 filid 77 1%, HARHIEAE T, 3G TR P IR 1 AP IR
2,

[0032] Np-R>-CN (1)

[0033]  (EX (1) 1, NpZRoR o] B BURIE 283, RN B IR T 501 ~ 311 e 3k )

[0034] S,

[0035] 752N (4) s IR IR & W 20 5, HAFEAE T, i@ X (2) B & il
a7 EAER IFRIAEAE T R AEYE K% B R I BT 453 2138 20 (3) Frs AL &4, #4145 21 1) 18 21X
(3) Bt &K i Ja it AT H A

[0036] Np-CO-R'  (2)

[0037] (& (2) 1, Np 5 RTER S A, R1 R 7B R 1501 ~ 3 e 3k )

[0038] Np-R°-C(=X)-NR’R* (3)

[0039] (il (1) H , NpFIRY 5 A& & SUMIR] , XRS5 7 i R 1, RPFIR Y %% | A7 h 3%

6
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A B RUR T VRR B E T R R 0~ 3 Bk B SR T, ROFIR ] B 45 1 T

)

[0040] Np-R>-COOH  (4)

[0041]  GEZ (4) 1, NpFIR* 5714 2 SUAHIA] o)

[0042] ﬁ%?éZ B BR2ABOP BR2BH (R AE — P R,

[0043] D2

[0044] @tﬁm R 320 iR (4) s KRR SRS R Z A AFIFAE T

TEA WS A 5 e A7 s B3 31— 20 5 W e 7 S s T 45 21058 =X (5) BlaE =X (6) s ik

E, 4145 28 0 (5) Bl R (6) B AL & 205 KGR s BT 45 2] E iRt (1) Brasi)
AR BR

[0045] Np-R°-CONHz  (5)

[0046]  GE (5) 1, NpFIR* 574 & SUAHIA] o)

[0047]  Np-R>-CONHOH  (6)

[oo48] (& (6) Hr, Np AR 5 iR & SCARTA] o)

[0049] D2

[0050] @tﬁm R 3201 iR (4) s KRR SRS R Z AR FIFAE T

EANE R 5 AR K@ =X (7) Bt &Yk Sim 45 2] EiadEst (1) B igte &

Sliapag”

[0051]  ROSO.R”  (7)

[0052]  G& (7) 1, ROFIRTH A7 h R R &R T PRk VU | S RO IR 6 alnt FR R O )

[0053]  [2]4R#f& [1] prik 1) i 4&’—*%5@%1_75/2,%%@%?, A BR2BA R A B 2B~

180 B 2B-2.

[0054]  JDIR2B-1:

[0055] g FakiE = (4) PR R & MR 4 75 22 A2 (e AL R AE Tf AR FES0C

~180°C F 5L & EdkidE = (7) sk &9 B 2] Edid = (D B i es

Sliokag s 8

[0056]  JDHR2B-2:

[0057] {4 iR (4) P BRI G 1 A0 57 56 — B AL AR 4 75 2L 6 077

TRA TS 2 S 8RR 54 EiRidE st (7) s A& P s A WIS FIR A 45 21 1

7 JERE2AE80°C ~180°C T~ R M 5 2 Fik i@ = (1) s BRGS0 20 3.

[o058]  [3]—#d =t (1) Fros Ak & dilid 77 %, AR N iR 2 IR2ABU BR2BH 4T

— IR,

[0059]  Np-R>-CN (1)

[0060] (&= (1> H, Np o ] B BUARSE A 253, RO A R 1501 ~ S W Joe 3 )

[0061] %2

[0062] @Lﬁ (4> P R ER A VAR I8 75 BEAE AR AE T AEA LIS I 5 e A7) e

I 3 — 35 5 B A ) e B T 45 218 L (5) B &Lﬁ (6) s &4, 45 2@ X (5) 8L

X 6) Fr &5 Bk R4S 2] FdRiEE (D Bros R B G YIR2 3R

[0063]  Np-R°-COOH  (4)
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[0064] (i (4) * ,NpFIR* 5 A& & AR )

[0065]  Np-R>-CONH2  (5)

[0066] (i =\ (5) H, NpFIR* 5 A& & AR )

[0067]  Np-R°-CONHOH  (6)

[0068]  (Ez\ (6) H, Np AR 5 Fi iR & SCHATA] )

[0069] %2

[0070] @Lﬁ (4) ﬁﬁTE’J&MJM\WE%&ﬁEi TEAHFAE T A HLIEE I 5 pa 475 A
Kead = (7) B &2z S5 2 _Eidd = (D) Frsf e & 9n 5%,

[0071]  Np-R>-COOH  (4)

[0072] (i =\ (4) #,NpFIR* 5 A& & AR )

[0073]  ROSO.R”  (7)

[0074]  G& (7) 71, ROFIRTH A7 Hh RR EUR T PRk VU L 3 RO IR 6 alht FR RO )
[0075]  [4 144 [3] AT & i I A0 & W0 1) il ik v ﬁfl%{ftﬁ , P IR2BN N IR P IR 2B-1 5,
L IR2B-2,

[0076]  JDHR2B-1:

[0077] i ki (4) PR R A& PR 4 75 22 A2 (AL AR AE Tf AL FES0C
~180°C F 5L & Eki@E = (7) Bk &9 B 2] Edid = (D B i es
Syliokaa > 8

[0078]  JDIR2B-2:

[0079] {4 EiRadE X (4) P BRI G4 1 A0 57 56 — B AL AR 4 75 ZE00 /6 AL 77
RG2S B AN 54 EiRidE st (7) s A& P S A WIS FR A 45 21 1
7 JERF2AE80°C ~180°C T~ R M1 5 2 EikidE = (1) s BRGS0 20 3%

[0080]  [5]—Fil=l (4) BT n R IR & W01 il 77 vk, HARFEAE T, (@ =X (2) stk
IR S 75 EAEIS INFAAEAE N K AL /R B S ST AS 2 X (3) s BIA6& 4, 1453 2
(= (3) Btk &K il e 347 H A

[0081] Np-CO-R'  (2)

[0082] (X (2) 1, NpFRoR i B BURIE I ZE 3L , R\ IR IR 501 ~ 3 i3t )

[0083] Np-R>-C(=X)-NRR'  (3)

[0084] (&R (1) H, Np 5 A & ORI, XRS5 J& 7, R R B R 151 ~ 311
P e FE , ROAIR % [ k7 th s v B BB T SR 7 BB R 7 FO B R 75501 ~ S e S Bl
SURT ROFIR T4 5 T R E )

[0085] Np-R°-COOH  (4)

[0086]  GEZ (4) H ,NpMIRP 5 AT IR & AR )

[0087]  [6]1#R#E [5] AT IR IR R A& W0 1) it 77 v , AR AE T, 78 _E IR /KA 5 e i 7K
FERAS B I B 5 e 1 ) e fid, 78 B IR v R A7 AR R v 7], B (i i b op R4S 21 1)
S 5 0 T R Al

[oos8]  [7]iE (4) PRI AW, HRFEAE T, B & &2 90, 001 BE /R % ~ 1 BE /R %,
ati 98 EE IR % LA

[0089] Np-R°-COOH  (4)
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[0090]  (EX (4) 1, ROFRBRJFE T 01~ 3 W feJik , NpR R if B BURIE [ 253 )

[0091]  KEHZGR

[0092]  AR#EACK A, T ASE HHEAE Tolk b 224 H BRA b DL s 25058 vy 4l B2 i A 9 & Fh 2l
it AR 2 AR ) RGO BRRE S R R TR IR 2- 25 O G 48 05 TR IR IR AL & 0 Fn2—2%5
LIRS TS IR BRI #7143t — P, 1@ I X FE1R 2 2- 28 O G55 05 B I i
&, v 224 H B i filid (IR, 5S) —1- (F5-2-2%) -3-& WA [3. 1. 0] e 24 it

B =5 BR
[0093] 1075 H S it 4511

LA A5 2R R IR A 5 P R 1 ey AR AR HPLC 20 A 45 SR T B
[0094] [ 27975 H St 51

J

J

,f

152U R IR A S PO s ] diy A B HPLC 20 A 45 R 1 B
13 B FIFRER AL VDT 1 A 1 TH-NMR Y 42 SR ]
[0096] &4 75 H S it 112 45 B R IR Ak & VI THPLC ) A 45 SR 1

i
i |
i |
2

[0097] P15 7t St ] 2 43 SRR R AL -5 P FK) T H-NMR A 7 45 SR ]
i
i
2
i

[0095] &3 0y  HY skt 1)1

3
[0098] 1697 HA SK it 5] 4 Hh 75 380 ) B e A A5 0 IRTHPLC 43 BT 485 SR T 1
[0099] &I 7 97 HH S it 454 H 45 30 1) I 4 & I HTHPLC A A 45 SR M B
15 31 51k A M I HPLC 3 4 45 A 1
753 AL A 0 ) "H-NMR I & 485 SR i 1

[0100]  [¥I87y7 H S it 515
[0101]  [&97y7 H S it 515

B A

[0102]  DARXF AT B 5 rp s AR IEBEAT U6

[0103] A8 i, NpRom i) B B A Z5 5k A N 28 58, W 2|28 1 -ZR L fn2- 25 0, {0
176 2-ZE 5 AR Np AT A [ BUREE , 7] 51 28 0 28 R 1 (BRI R 1) ViR T3 ~6
() B FEIR SR b ik (100 FE 2 L 2 38) VR R 1200 ~ 6 1) B IR B S BE I e S8 2k (9 FY
Ak GRS NpR LI - 2R

[0104] AL P, RUFRIRORIE T 501 ~ 30 ELEER B S B b 3k o DL IR ARk 741 ~2
[ beJE , RE Iz g 2

[0105] A Ui BH A5 rf , ROFIR' & [ 4 37 M 2 7Rl B RUR 7 S8R T Bl JE 1 1 i 1 5
~ 3 ELBEIR B S BE A b B AR T o A0 RS R AR BOA o RO FIR 84 [ ST b
MR B R T R R AU~ 2 e 3, SR> S5 RYBE A5 10 2 PR o 5 ) A1 346 - NRPR* Ay e
A,

[0106] A B A, XK SR 1 BB R 1

[0107]  ZAUEHH A5 rF , RO B IR 5001 ~ SA WP B Jk o L e R R Bl SR 7 5001 ~ 21 W e s , e
iy wry R A e

[0108] A Ui BH 45 rf , ROFIRT 44 [ 7 M R R SR 1 R V&L L S SRR I ot R 2R 0
Peige L, RO E I Bl 7 R R L , RO R I VU sl S5 1 o il b, AR S (R S RO IR R 2 3
ROAZIE AR  BUE RN T R ARUASER T

[0109] AUt , ZFRR K R R U R JE B &R, e e A & R+

[0110]  DAUR VR4 A KR B

01111  1.208%1
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Np-CO-R1 — Np-R S.C(=X)-NR’R* —— Np-R5-COOH

(2) (3) (4)
[0113]  PIRI @R (2) Frs A YRS 75 ZEAE R INAEAE T K A4 IRk DR RN
M3 2ER (3) s AL A4 153 2180 (3) B BERZ 1 & P07k i@ Ja 364 T B AT
R3E @) FIRFRR G PR,
[0114] AU BT A5, 4k SRk B 5 I . A T 4t 7R % B R s I8 A4 ZR A B R - 4 4 ) e B
(Willgerodt—Kindler reaction) .
[0115]  fENiER () FoRiLE9, R ik —28 2.0
[0116] 2k /A% B S N AT DLIE L f A 4 (NaoS » 9H20) AR AL EE ((NHy) 2S) Z58R AL B P 7E
IR SAE T8 ) B &9 EAT  BRAL A mT DA B AE P — R, ] DA DUAT 2 6
1 AL 2l PR LA B o OB AT BATE K S /K PRI AR AR T 54T
[0117]  fRALE YA & R BN TAEE R (2) BRI &9 R AR 4 7R ks B s e LT &
A U U A Rl PR o B A T A = AR Tl R (2) B s B 1 BRI 1
JEE 7R ~ BB IR, AL 3dE N 1 B IR ~ 3JEE K
[0118]  J¢ i B B 90°C ~150°C, flti% N100°C ~140°C, #5543k 110°C~130°C.
SN R N T .
(01191 s ] i [i) m AR 40 e I P 30 i 175 1 38 ‘L LS % , 385 M L/INIRE ~ 127N, A3 R 270
i~ 10/ o
[0120]  54b, AR J B 1) 4 7R A 55 S I R DA 3o s R 58 g W R 52 o i 72 il
TEF T8N Q) BRI & YRiEEAT (e Ri% DR 88 R .
0121 R & R B TAE I (2) B A0 & P 5 A 4k 7R i B R — 4 18 8 e 8 Tfg
B A R S A R B PR 1 o B B AR T8 R (2) BRIk &9 LB JR I8 N 1B IR
~B5JEE IR AR Ik N1 EE IR ~ 3B IR
[0122] VBl , M RESE = 0L 7E TC I 77 34T IS W8 st A, 78 Tk 1) 3 A AL JE g
I
[0123]  fiffic i A FH = R B A0 T =X (2) BT s B AL & 9 AR 4 7R A% B R — 4 4 ) s
M0 55 A R R 3 05 A AR i) PR ok o o fr 1 A FH AR Tl =X (2) BT A & 0 1 BE 7Rl Dl 2
JEE IR ~ 6 BE IR , fIL3ge N2 BE IR ~ 4 JEE R
[0124]  J 8] DAAE TEVE 77 1 BUAE X e A 48 PR IR A8 WL 75 3k AT o AR IR B B LIS
A AT 05450 I A A U 7K L R O R IR A S o X e LI R AT DA kA — i, T
PADME R 2 A ATEL A8 P AL B
[0125]  J¢ i B H 90°C ~150°C , flti% N 100°C ~140°C, #5543k y110°C~130°C.
N R N T .
[0126] s S Ee ] ] AR F8 s IO F) 33 o A7 10 35 B M 38, 38 5 A L/NIE ~ 12/ A, fltidke hy
27N ~10/8N )
[0127]  FEREAT 4 /R k& D RE I BT, mT DUAR 5 75 BEAS FH AR e o A s el , vl 51028 36 41
I3 L R B B TR AN S5 K TR o I 7K SR R DA SR F — b, 1 ] DL DME R B 4 & AL 2
A5 PRI LA o 38 el FH B0 7 R AT 428 i A A e AR 28 R (1) 7K 23 B2, ml DAASE B s 23K
AT o Bt KR A FH = AR Tl 2K (2) BT A A4 1R 7R O 1 BE IR ~ 5 BE 7R, AL i N

10
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1.5 /R ~4EE IR

[0128]  F34h, FEUs g, AT 1 24 1 an sk H R R BRI — M QRS A NLR
PUER AT LA S fsl A — b, 1 m] DA DT R R 41 & R EL 24 R A DL b A B HLER , e il ik
Stof FE 2B T AR R R o 3 ol o Ok A LR A S A 51, ] DA 1 =4 ks )2 R =R
PR A QI FF R T A 0 1 2 e L I o v 8 A T o

o 7o

[0129] ' N \/l
(I 1

[0130]  “HHLER M) FH & AR T8 5K (2) Fron Ak &4 L EE /K 5 90 . 01 B IR ~ B BE /K, A
%50 058 /R ~ 3EE IR .

[0131]  THREULEAMI R, N T AT 61 DU S AR A (1) 7K 43 & sk 2l , AT DL — a2 d i 7%
TRAEAT Wi 7K — 134T OB

[0132]  jE it /R A% BRI AR 2 X (3) B B BEE AL & 90 o] LU Bk & 2 e
HET K AR, AT LUASZEAT 70 5 T BT 2 5 B KA

[0133] A B, BT E X (3) B s I BE e Ak & Db AT 7K A o AR B, ] 51 25451 1« &
A EE N ER S B A S s S A1 2 B A A A s BB BN B R A
G B IR £ s Ik RS S50 5 R R IR 35 s Tk PR S04 - Ik IR S B S5 0 & B ik R L 2R 5 Ik TR L4
SE0E 4 B AR IR A AL s AN LR AR 2 AR S SR I AL o MO ERE 2 5
PR R, 78 Tk ARG A A S A BN S B e 2 SR A A o B mT DA S s —
] DL LT R I 2H A AL SR A R Rl DA L

[0134] Ty fiff FH & R 22 Dt T4 =X (3) s HIBE L A& VoK A 5 A 20 i % A R
RIS ] o B A FH B LA AR XT38 20 (3) P s IR G AL & W0 1 BE JR R 1 BE IR ~ 10 BE IR AR Ay
1BE IR ~5BE R .

[0135]  JKAE AT LATETCIE ) N HEAT , ] LR K S ) p 04T, INBEFEPE A3 S PR R 1
R R ARG 7E i 71 S

[0136]  ZKAR M) FE R BN AT 7K AR AT 1 3k 3R 08 A A ol IR 1] o 7K A 1) ik 368 5 2180°C ~
115°C, fLikt N85 C~110C.,

[0137]  JKfIE 705 & R 34T .

[0138] Bl id /K fF 45 B 1K) S B 72 4 (B B2 —25 2 FR4W) vh A, 5 3158 5K (4) s R g1k
E4 o HRORIRE , B DA SRR VIR SR IR S IR - IR 1T LA B S B — Fh, el L UME E RO 4
A FNLE R AE R PRI DL L o DSOS RCR R A S A s R, 78 Dol ARk 2R 1R

[0139]  WRM Al & R 22 0t TR A7 v AT &5 A 00 B it Ve A R il R o) TR P e FH 2 ke
AR 38 3sk 7K A5 2 1) s 2= 1 JBE IR R 1 BE IR ~ 20 BE IR, AL ide M 3 BE /R ~ 10 BE /R o

[0140]  wp ) £ SRS 11 pHId 5 N0 ~52 [ 6

(01411 whORI) IR FE R B A5 A A A7 10 ik PR 3R 03 A A il R o1 o o AR ) i P 38 5 2 10°C ~
80°C, flLik }20°C~50°C.
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[0142] i ip RIS B S B2 mT AR FHZK 7K P T 2508 24 A RV I e i — IR B 1K
[0143]  mf DA F A AL MBI A ATAS 21 1 s BP9 Hp BRI [ETGE 5K (4) Fros (R R
AW A NE VLT, v FIZSREMS A fRIE 0 () BRI R IRIL & IR G 7 M N IE 7
PRIEAI G - PR ot B 2R O be S5 TG PR R R VA 71 RV FR R L 2R I = H R 2R URUT AR
IR R R A RO RUOR S R RO SR TS A IR R I R SRV R R DA SR A FH B AT
BRI A PRI b AE R, R P A O e s B 2R L R AIGUR

[0144] {540, ) 3@ 3k Hp RAAS 30 1 B B = 4 N B 5 ¥ i ii =X (4) s IRR R 1L & 1)
A WLV (A B 2R 2R IR eV SEUORSE)  fERRYE 2% A (Bl anpH3LAF) ELIniE (%51 450
‘C~90°C) FHiHt , ARHE 75 ZEFEAT VRN K E 20 B IRAASE , 2 JGdH AT #), i ik, T DU d
1 (4) R R B A A1) DA AT bt H FHE [ET0

[0145]  FE4E /M B Re SO P A AR B AL &0 » DRI UL, 45 210 S 87 7= il i 25 A B8 IR %
DA o Bk T2 SR 1 H AR dE X (4) Fros R BRI & 90771 5 N2 1, S AMELLIE
(4) BT PR BR A A VR R R HEAT A 27 s B S5 B A AT B AT I B R T B, R e e R o
W HBr 25,

[0146] A B, Bt 7E B IR IK AR G 5 I T A E b 3 A R A7 75 R 711 B0 42
Vi 7 S E R A A RIS B s S PR A, BT AR ARD IR A3 2 I8 (4) R R R4
BV & AL SRS AR OL T , o] DU 75 AR AR K KIS .

[0147]  fESNSRIEF, PLE B an : PR e IR U SR AR PR R TR 571 s 2R L FF R 2K 1
SHIR R GBUT R R R I SRR VEUR VR R VIR SR O B IR IR R, B AL
2R R IR BRI IE FE R

[0148]  7E Lk /KM 5 5 R AR A RSO0 5 i K s 243 21 1 e B = ) v s i
VS 70 B ) S Y 5 R S I sk AR S N A5 B B S N P o IX R LT 5 T AAR 9 7% B K
IKE TR

[0149] &AM XS T X (4) B IR BR AL & 9038 & 16 B LIRS ~ 200K FA A5 L fL ik L . 5
PRARE ~ LOPRAR £ RE AR A% ST AR A ~ BAR RS

[0150]  HEAT FE Al A IR FE B % 50°C ~90°C , 423 N60°C ~80°C » 322 it i 8] 38 5 91043 b
~5/NI, L 93057 B~ 2/ N

[0151]  SRJG il i o0 S5 Bk 23R a )2 1 2 A i o 7K A I A5 31 ) RS F= 4 ) 7K 2 it
T 2

[0152] 7 bl o OB AELE RIS T BB L 5 e Jd 7K A s A5 31 18 SR 7= 4 o s SR
SV 7)< B ) TR AN ) A VR A A R AN O o K S A5 B 14 e B A T kAT R R
7 o IX B, P LUK 75 B K KA

[0153] &g A XS T X (4) B R BR A A 9038 & 158 B LR AR ~ 30PR R A%  fL ik 3144
FURE ~ 20/ AR5 RE AR SRR AT ~ L5 AR A

[0154] T FI S B, 18 I 40 VR A5 o 22K )2 19 31 B Al 20 (4) B R RAL & P A AL
JZ A B AHLZ AT LRI FHZK K S5 B e i ve i — IR Z IR

[0155]  FEAdd I ok o A5 2 B R 42 fil S Vs 7RI R 400 1 [ gt o A0S 31 (1) R
P R DGV 7] B R 7 R R e R RS B R SRR o IX R T, BT DUAR 7R
TR KBRS .

12
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[0156] SR FIARX T I8 (4) Fros R R 1b & 1038 3 fd FH LR AR ~ 20483 A% L ftig 1.5

PRFRAE ~ LOARAR A% e D0 3R AR A% ~ AR R

[0157]  HEAT FEAM AR FE B % 50°C~90°C, 3% N60°C ~80°C . 322 it i 5] 38 5 1043 &b

~5/NBT A3 93053 Bl ~ 2/ N8 o S Ak, AL I 7EpH3 LA R AR IR pH2 BA T 0 B8 14 2% 14 T 3t

17

[0158] SR )5, L /-5 RR K2, R BI S A8 ) PR R &M ANLZ 452

(R AE AILJZ BT DA F K 7K 0 5508 B I P R e — IR B2 IR - A5 B A ML E AR 4 75 23

AT A, B rT DA IE S (4) B IR BR AL 6 4 DA [ 44 T2 XAt 3 [ETAc .

[0159] AU B A, o] LIS BB — S SR AT AR 0 Bk 2 A X (4) B R R AL & P 2K 1YL,

DRI, VB I 7], SR T T 3 R 2

[0160]  IXFF, TEAS K B )0 BB L 34T S0V 7 e Al i 15 200 d@ 28 () Frs iR &

YIFE B & 8 oN0. 001 BE IR % ~ 1 BE /R % AILiE M0 . 001 B8 IR % ~0. 5 B8 /K % H.4fi fE A 98 i

IR % LA b AR IE 99 EE IR %6 LA LI i SR R IRAL &40

[0161]  JDIR1IHS BR8N (4) Fros iR ER AL & PR 25 Fh oMk B il 5 24 5 5510 A R

B B A B R AT DU T AR B D B2,

[0162] 2. 331%2

[0163]  2BIR2yH EdiEst (4) Frosi R R & 9743 2 L= (D Frosiigte &9 b

.

[0164]  SBUR2TT LN R IR D B2AEE 2B AT — P IR,

[0165] @ (4) Frs IR B vT DA T SRR IR &) IR D IR 1S B 1 R R

A (D) FrRiRIBIGE D), Rl 2-25 418

[0166] (1) 2E2A

Np-R°-COOH — Np-R5-CONH, 3k Np-R°-CONHOH —= Np-R°-CN
(4) (5) (6) (1)

[0168]  JPRR2AMMEIEI (4) BRI G WA IR 5 AR A AE FIEANLE RIS

AT N 13— 25 5 I A 77 e vz 1 45 2 X (5) B R (6) AT Bk &AL & 4 A 45 3

[ =X (5) BiE =R (6) Ao M BE AL & 95 K 57 I B 45 31 _E i@ =8 (D) fios s &4

2098

[0169] 5, fHE I (4) s R IR A WIARTE 75 ZEAE A A AE T 5 i A7 OB (ki

16)

[0170]  YEARALF, RERT LUK iR (4) Fros R ER LA P01 At A R Al PR 2 - 1

N AT AR I SR TR AR AR TR TR A S AL R VR S ST, AT 5154 0 A I A R S AR

P S IR S . = S AL TSR B S , R NIRAL TR, T 81 24 M ARG U — TR &5 . IX 2 1k

AT DL B ], o A] DL DT R i 2 A A G SR 4 P b DL b o dx s, Ml AS L3 A

SN A R A WP AR TR A B S T S S AR R IR L = SRR , AR R 3k P AR

[

(01711 i A 7R Ay A P o RSB o) Mk el A 1T 5 A 20801100 2 00 V32 A 4 3t PR ), AR 3 =X

(4) FT7n R ERAL A W0 1 BE SR 308 R 1 JBE R ~ B B8 IR L B I e A 188 /R ~ S JBE /R A 3 AT 348 Ay 1 JBE

IR~2JEIR

[0167]

13
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[0172]  VEE NG, R B B a] HEAT 5% A e PR X8, o] 5125 451 A g 5 771 Bk v 771 B
VA T TR A R S B B 771 SR 711) S 351 P ML 711 o A WL 771 mT DA SR P — o,
AJ DA DA B ) 4 A AN EL S48 B A LL L

[0173]  FESNAE ML, X L rp AR IR SR 77, A3 5 an = 31 L 3R L e 55 I IR I IR
A5 2 B IR R OR ) IR AR GBUT R R R VI RV EUR VR R IROR A
T3 BRI o R M s DRSS 38 R s PR S0 et HE R, R 328 R R R RRI U
[0174] 7R ALES , 0 DUAECEAE AT DR BE [ 87 o A o ik 771, R BLR e ki =t (4) Fros
(R &5 0 A0 A S S 5 B AT, A R IR 58 o AR A5, o] 5102845 LN, N-—
FH 5 P f N R L s g ) N, N— R 5 2 P 2, AR A 36N, N-— PR G R i

[0175] AL A& R B AE AR A B &l 3% 6 e Dol R o o e A4 A FH 2
FEXT T B @) R R BRI &9 1BE ZRAEIE 0. 0001 B8 JR ~ 1 BE /R, R 43 90, 001 BE /R
~0. 15/,

[0176] & T Wi A0 s S il B, AR F= 26 S8 00 e HE K, 3 3 20°C ~60°C L ftie H130°C ~
50°C o J52 J7 Fisf ) FY AR 5 J52 87 0 3 R 17 100388 B e 328, 3885 M0 L 5/NI ~ 10/, fIEde A 1/
~ 57N o S N R R N T .

[0177] 13 Bk A0 S SN T DL BT 2 5 e A D 3R

(01781 ffi fam b= 753 38 () 1 i A S 7 90 -5 Bk e A7) e 1o, 75 2138 5K (5) B8 3R (6) BT (1) Bk i
wEw.

[01791  VENEERZALF, 0] F28 G an s, (AR K IEIR) AER - AVE BRI AL 7], A A |38
PE SO A R R = (R KR

[0180] 5 FHZ (R /KB TR) VE AR, W45 2@ =X (5) At I BERZ AL &9 , 45 fi
FA¥2 R AE R a4k 550, M3 2@ K (6) Fros Btz &4

[0181] Pk frae A 751 e FH & R 202 BB A5 Tt Fiie A0 11 S e 30 A8 e A R ) 5 MARSCAR < e %7 1 4 R
AU R AREARSXS Tl X (4) Fros R BRI &40 L BE R N1 EE IR ~ 20 BE IR , AR R 2 BE /R ~10
JEE IR o

[0182] Mk ficqb S i Hb , W DA ) b 3R T 1 A e SRV H s AN fi A4 770 5 AR m DA ] Pt e £ 751
TN A T o A 5 7 9 o R AR 5 S, T LAAFAEASBEL S BBk e A s 2 FRT 7K A HILI TS 771 o
[0183]  MAE 7= AR 55t A » Tk & A e I ) 3R B 3B 5 20°C ~60°C , fLi% 30°C ~50°C s
SN T) R AR 40 s S D 3 e 15 o 3 M S B 3 N0 . 57N ~ LO/NE , AR 38 S 1/NE ~57)8
B o SN I8 W TEH TR N 3T

[0184]  FREULEHINE , 7R R SAE NBERL AL BB 50T, AT LG R 25 4 16 SR e
PR ACRBAT LS, 0] DK s 8725 48 8% J5 R &SRR skt AT k45, 18 v BA ) e
LA N AR IEAT HE 2 o INAE P2 R AW S X PG 0 T 193 B3l 9 10°C ~80°C,
ik N20°C~70°C.

[0185]  S4b, fEAE A SAF NI AL BB LT, Piide 78 5 WK A0 & S 2 1k 20 Tt Fie
A A5 20 5 B e A S S FIT 25 B &S FR G, T L2 2 J5 BT 56 FE /K 50 P 56 P 222, T A
PE AR A A HE] P00 A2 AN AR AR o

[0186]  fE Ak /b S SR T 2 B G T ¥ » T B < 6o S SR IEAT 0 s o Js B2 25 2% R 1)
AR AT B AR s 4 [ L2 A P BRI 255 55 o

14
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(01871  ffitn B4 2180 (5) BB (6) Frai Bk b &4 -5 B K55 e B (K &R
53] st () i e).
[o188] @ (5) BIE R (6) st iz tb &9 L E B4t T 5 K0 )OS, tha] LAE 4G
AT 5 B A SR JS AT 5 KGRI SO
(01891 {9 Mi /K, AT F1) 25 451 dn el 22 M /K551 SR /KGR B R KGR BARTI & 5 Al %128
TR R 2 RS L LA AR RS BRIE S . £ RS Y AR I S P e L BUIR R &
IR B IR S5 o KGR AT DA SRS P — A, R DL DU ) 4 A R L 2R A
HM L
[0190] 1A MK s MRCAS « 5 07 5 W0t %, Ak o 8k — i IR & SUIR I & =
TR .
(01911 Jit /K F A FH 8 R 22 2 e 6% I K B2 A0 1) 1 30 B R S PR A1) 5 DA RSEAS < s 7 A
R K PRI A T EIR B LA G Y 1R JR N0 . 1R R ~ 1O IR, ARIE R0 . 5B R ~ 10 B
IR o
[0192] Ptk & 400 5 i K TR s S A, AT DA ) 3 P Jrae A e I A 2 it 7K 771 1, 7] BA
[) J 7K TR R s 0 S P B A s S o R A 75 2, ] DAAEAEASBE RS e 7K B s B2 R 7K B AL
VTSR
[0193] M AEP= RN i &, I SR P % 20°C ~120°C L, {3 850 C~110°C , #E HIL
I NT0°C~100C o S S [E) AT AR H S S 1) 33 e 1 00 ‘Bt ade 438, 38 9 N0 . 57N ~ 10/
vty B A NY: R et S 4 NY: O VA 4 B O N i
[0194]  m] LLAsE FHAA AL 7R A /K B A0 I B2 P W H A B RIS AR AR 2 iR is =X (1)
FE?E’JH A, K B 7K IR S B2 =) 5 e e v i = (D) BRI IE AL & B AL

B (B 2K 2R 408 BT 2 H R R 4 YR IR PR 7R AT Ve K E I 0 5 ik b
ﬁ,ZFlﬁﬁ/\%ﬂ FH AT U@ =X (1) B B G A A 4 A LA T H Rl
[0195]  FEADIR2AH, 1@ (5) BudE R (6) Bt ie b &0 45 d ks, BRI, nTRLAR 5
o3 5 RS v 2 B PR L e AL &9 o S b, adst 4 P Z v A R i It Ak &4, ] A B v 4l
153 38 m i m _EdidE =X (D Fros B &4
[0196]  (2) P ¥R2B
Np-R °-COOH Np-R °-CN

(4) (1)

[0198] /EEéZBjﬂEL BE T (4) BRI & YR 75 B AEMEAL I AE S R A L
W5 AR LA R R IRIE R (7) B A& OB AR 2 Bl (1) frs i Bt &m0
%
[0199]  ROSO.R”  (7)
[0200] R i@ (7) B s BIAGA 4, o o R S0 s P e S e it e P S Tt I S PR i o
[0201] BN H AxpyidE = (1) B A& 9007 LRI B 2R B e S8 A MLV 7R 134T 45
4tk

(02021 5y4b, Ay LAJE L (A & A7 1508 H et 38 3K (1) Broas (1 46 &9 00 B S b 8 n K i
EZAE S YL S AT AT H .

[0197]
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[0203]  DER2BAIDALE 1A e 808 H sz, BRI AE Tk BARIE

[0204]  JBR2Brh, AT LAAS 24U JE (HPLC) i N98IHI AR %6 (Area %) LA b VRERIDLIE A99TH
% LA B e iR s st (D) Fos it &9

[0205]  SDUR2BHEAKI T AT LA N R IR2B-1 FIE BR2B- 2 (AT — 0 IR,

[0206]  JDUR2B-1:

x4k 7
6 7
0207 Np-R 5-COOH N Np-R 5-CN
(4) (1)
[0208]  PER2B-1 4% FiRiE K (4) s B & YR 4 75 ZEAEME L FIAAE S EERNLE
FIFHLES0C ~180°C T 5 47 LA S = (7) s Ak &4 e i 45 21 bl i@ =X (1) B i
ERtaety/liopi ¥
[0209] RNt HERT LUK EiRIE (4) Fros BR BRAL & 20 A 5t 3 A e B 2 . 1F
R AT, AL ik E AL AR, BEAR R &AL A A AL, 7T 5128 AR G & A R
PR TR S« = S L LA RS, YR NG, o] B 45 A e VR — IR &5 X e x4k
7 AT DA B A —F, 0] DL DA R A 4 A AN EE 2845 B P RR DA b o ax e, MRS 38 FH 4
S SR ZE T 55 A, R A T A B A LS L AR R VR = SRR L 4 A 3% W A
7R
[0210] 4k FFIAAE P& R BN RE B ki@ X (4) Bt R BRI & 4 i AL ) Bk 3 A
ABR R , N T 7o M Z R IR A & Wi AL, L AT T2 R BR AL S 0 L BE /R A FH 1L BE R LA
(02111 fE M FHEM LR, A RE AR E » AR A2 72 2848 W i R, AR AR T %%
FRAL S W1 BE IR N3 BE /R AR o B, i A0 5 45 FH AR THZ R ER AL & 0 L BE R R 1 JBE /R ~3
BE R, AR IE L . 0288 R ~ 2 BE IR, e AL 1. OB BE /R ~ 1. 5B IR o O 1A% e it A7 58 42
PedeAd 5 HS S AL FH 2 10 =i L7
[0212] b=l (7) B &9 2 R 2 fe e it L@t (4) frsit R IR
B 5 =0 A TR 8 S B AR R X (8) B I Bk 11 46 & ) s S A i) 2 3 U5 e U B A
[0213]  Np-R>-C0Z  (8)
[0214]  G#ZR (8) 1, ZFRIR i R JE T, Np IR 5 L3 52 S8 O] )
[0215] @, (LI AR Tzt i AL S 4 LBE R A LR R BA Lo EIRIE K (7) Fros b &40
(P4 FH B AR THZ AR BRA A ) 1 BE IR 1 BE IR ~ 3 BE IR, BE AL Ik 1. 0288 IR ~ 2 BE /K, R AR
1. 058 )R ~1 .5 K,
[0216]  BER2B-1H, ik Af FikidE = (7) Ptk &84 & 2 T xi AR A & . A
AR RS AS S W it R, DR ade A il = (7) B AL & 9 i 4 B L i A A B A & %
2% ~20% k5% ~15% o HH Utk , T LA LA e 345 2R 8 H AR 1) Bk =X (D) B g e
G A Bk (7) Fros b &9 04l B & L i 4 A s & /DS R , B 1l RE AR AR
Z R AE R B AR IS AP EIICE RIE . S 46, 78 iR IE R (7) Fros i & Y0 158 F
25 < AR AE AR SO0 A ] RE eV AT RN 78 73 i AT
[0217]  FREULEH RIS, 9 T AR RE S, ] DAAEAEREA A o AR i d 7], R ELE e 20 IR 2B-
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LI S BE R 400 o R AT, B RE PR 72 o /B AL TR, o] B0 28 451 anN , N—— FR 25 R gk e AN R el
W IR ] N, N— = FH i 2 R e 55, e i) AR JZEN, N— = R R R G

[0218]  fEALFIIAE A& R BN TR A AR AE T S A 200 &k %A R ol PR i o 8
AR A AR Tl X (4) o R B AL &4 L BE R AL 1% 0. 0001 BE IR ~ 1 BE /R , AL i N
0.001EE/R~0. 1R,

[0219] VBB ML, RE D IR2B-11 [ 3 v BEAT BB REAIIR 2 - /B A HLIE 71, 7T 5
255 G g I 771 Tk 7 eV U TR S B B i 77 S AR 7 BRI 771 R T 77 Bl v A L i
7o X BE A ML T AT DA B F —Ffr, 10T DA AT R 1 4 LG R A P AR DA L

[0220] R NHEEVEFA, nlfd I U0 .18 2l « L FR AR 1R T Be%s RIS -

[0221] RNk, Al Al G0 £k IE T JEREE . S T T RT3 R L R R
ik s T 13 5 P LK | DU SRR 2 R U SR R AR 2 B O bt S FROIR K

[0222] RSBV T, P75 G0 P R R 2 R 3 R T SR I A R R

[0223] RNV, AT G W : 06 A S TG 52 T TG G 55 10 5 P o e i 5 2%
HH i 55 5 B TG

[0224]  fESNEERZ I, w8 A5 N N- B 5 R i N, N= R 36 2 R fi N R R L s
[[EE i T 78

[0225] RN EARE 57, AT A58 F 451 G — R 3 S R S5 3 Jo - 1 S AL

[0226] 1 ABRIA 7, WA F A9 G 2 5 R R L 2 38 S PR 6 0L 3 FF R 3R TR 3R T iR &
JIRF- TR

[0227]  fESNMRIEF, vl FH - St IR e B S PR BB S IR 7 I 0 s FR R R 2R S505
I o

[0228]  {E A A HLIA T, AT A FE A5 drnntt e L 2 R 6 nH e  3— R JEE bk e L 4 FR SRR e L2, 6
R R S e R

[0229] A MLV I A FHE AR T @0 (4 BRI R RGP kgl & A 1LEL b, MR
S R AR 2L L b HE— B R LA B VRN B IR MRAE T AR e SRR A 0
AU R IEHE YS0LEL R ARIEN20LEL R , BEARIE N 10LLL T, #E— Bk 4 . 5LEL R, R
3k NALLL R

[0230]  ACDERAR, MR NPE AR F= E6 S0 A O, A 3de 5 FH R FRIAE A BLI 71 e ) 2
MR EAE R HAREI RS A VDRSO, D3ge f FHER T8 BRI SRR 32 B i fel T , 41
et ] LS H e A AL R DT B A G2 A4 H

[0231] 5 A 70 S 2R B mT e AR AR B A FH PRI A ALV 77 A A AR S T AN ), AR R BR 5 A
i O NP SR R H R, TS 80 °C BA B i 985 °C BA B VR IE 90 C LA L E N
BRI 5 S N S BRAS 5 00 a5 HE L 3 N 180°C AR, A3 150 C LR R ALk A 120
CLAR.

[0232] DG TiZ B B, 45 I AR AFAE IROB () 3E AT AR NS AR = 2 N R I I O, 5 0 v T A
TEAE BRI P2 AR B AR A S 900 & R BB O

[0233] 5 baid s (7) Fros A& 010 I Bl B I B e 8 ] AT 3 3 A R 0l BR 1) 4
PR, AR P R S R, I8 N0 CRL B ik N 10 C oL B REALE N 15 C UL 1R B
B AR 5 R RS AR 25 0 A R, 3R 180 C LA R A& N 150°C LA R VEEARIE N 120°C LA T
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R A% N20°C~110°C .
[0234]  S&F1Z% S MR B , A I AR AT E S RE IR HEAT AR08 A 77 3R B PR A 100, 8 s U A7
FEAE R4 AR B RIS AP0 5 5T BRI DL
[0235]  fz J8i B[] T /3 AR 4R BT FH 040 A WL 7710 A A 7R S5 T A R)  m DUAR 4R s 2 1) a3 1 4
iﬁﬁi&iﬁ%ﬁﬁ%o.&bﬁ 30/, A% R 1 /N ~ 157N o 52 SIS (1 s 738 3 R T
[0236] R NAB IR — AN, AT B2 7E20°C ~T70°C ¥ Bkl st (4) FosiiRm L &
L/NER A ﬁ(?) FR AL A 1 8 HLIE FIRTR 35 75 B AL FITR & J5 , THR F180°C ~
180°C..
[0237]  F4h, M NAE IR 57— )5 30, AT 51154 /E80°C ~180°C N ik i@ = (4) Fron i ¥4
BAL A A7) S (7) R R B4 B4 A6 WU R AIRR 48 75 B R AL TR &
[0238]  j3E— L b, fENADIRE) X —J5 3, Al 5125 : fE20°C~70°C R ¥ Lk (4) fror
El’Jf—aMJc/\% W (7) BRI E2 HLEFIRR 98 75 ZE M TR A 5, THEEI80C
~180°C , ¥ Inpd A7 o 1% 77 2 AT LA 25 55 M i 4 Sy 7 H ) A P st S e A & P A BT 8 R
BRI o
[0239]  JDUR2B-2:

Np-R®>-COOH +  Ei{k#l

[0240] (4) >—— Np-R>-CN
R®SO,R (1)

(7)

[0241]  PIR2B-2 M8 FaRiEsX (4) B iR ER L&) - o 455 26— A WLV 7 FAR 7 75
B AL TR & T 45 30 SN JFORH 506 ki@ (7) BRI &R 5 G LB FIRE &
M43 3 () [ 87 RN 2E80°C ~180°C T [ M M43 ) _F ik il =X, (l)ﬁﬁTE’Jﬂ EDHID R,
[0242]  fEypitb i A0 Bk (7) Fros ik &9, vl 5% 520 B 2B~ 1 A R 40 o
[0243] i AL 456 B 08 o AR I AR i =X (4) ﬁﬁxTE’J?a@;z%"#@l@/Mﬁﬁﬁ1@?\
PAE o A0 s MRS A P2 2 S5 W At O AR AN T2 R B AL S 1 BE IR P 3 BE IR DA o b
TR A FH AR TR BRI S WL R R 1 . 0288 /R ~ 2B IR, e I 1 . 05 B IR ~
1.5BEIR O 1 AS S NgEAT 56 4, A ade A A 5 310 5 A LU R 22 119 b 4055
[0244] L3RI (7) Fros A& P 48 B 0l Atk A 1 B i s (4) Fis R 1k
1 BE SR A FH1EE SR UL b o B i@ =t (7) Fros 4k & P Ad FH B ARG TR R LA ) L BE IR
FEE IR ~BEE IR, AL N1 . 02 B8 /R ~ 3 BE /K, R AL 1 . OB BE /R ~ 2 BE KK o
[0245]  JDBR2B-27F  ARikfd ki@ = (7) Fros i A & Wi A A i 22 1 s A0 551 A A 3 A
RCR A ASE N S R, e iR (7) fras B &P 2 L s e A E 2
2% ~20% MRik5 % ~15% o Btk , nT DA DL S e 43 20PE 8 B AR B =K (1) B i i ik
EWAE LR (7) B B4 AP 2L s AR 8 B DI S0 R A AT R AR R
Z W R AN H ARG A PIUCR R A ok, 78 Edi@E R (7) Bros 4L &9 18 H
=5 KA E FHEAAEE BT, ﬁ_f“ TIEFE ST IAT RS
[0246]  {FE NS —HHLIET, KB IROB-21) [ B a] 34T 3l 5 A8 5 B R 5 o AF A HLIE

AT Z70 2% 5] Gt T 9 1) TR ) IV 5 Ha/ﬁ?‘ﬂ P e 7] SR 771 S BRI 71 S /ﬁ?"J\EUZTTﬁ
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HLI T o X LA LI 77 AT DA B A B —Ffr, tm] DL DME R B 2H A R EL 2 PR AR LA L
[0247]  fESNERE T, T G R L B6 - L FR TG LR T a5 LRS-

[0248] VR NERIEF, vl 4 FHGI G0 : 0% . IF T JE0F . S P9 3Lk AT 3k B L I S IR
ik 3 A3 2 PP S Tk DU S IRg 2 FFY 6 T PR IR  — 4R R P L e S FROIR ik

(02491 fESNBAYE T, AT G0 P IR R 2T PP 3 5 T SR I 2 R e

[0250]  fEMIEIEA, AT I W : 06 A S TG 52 T TG I 55 10 5 g o e i 5 2
FR I &5 5 & IS

[0251] Ak v 77, w4 RS SN N—— B 5 R fldg (N N= B R 2 T f N R R L s
[[EE i T 78

[0252] RN EARE 5, AT A58 F 451 Gn — R 3 I R A5 3 JoT 14 SR

[0253]  {E BRI 7, WA F A9 G 20 5 R BRI L 2 38 S PR 6 AL 3 FF R 3R T AR 3R T iR &
JIRF TR

[0254]  VENIREEF, vl RO b IR IR U S IR IR R IR 2R K L SR (g =
HNOHRBUT R = H IR IR R R R IRIR S S /IR IE

[0255]  {E A A HLIA T, AT A A5 drntt e L 2 R 6 R e  3— R JEE bk e L 4 FF SRR e L 2, 6
R R S e R

[0256]  fENEE— A WA, DLk RV ), WERAEYE AR P2 2 IR S WL A O, BB ARk R
2 R IR KRR IE FE R

[0257]  Si4b MR NEE—A WA, BRI ] AR AR 77 RS R, IR T
.

[0258] gt — 0, AE S — A LI, IO RS 77 5 BE IR VR &40, 4 ) e R
KGR TINR A S S IE TR A LE R (R FREL) "I PATEL:99~99: 1 VEH N i&
HHLIERE .

[0259] 25— HLIAFIRE 2 AT L@ (4) FroR iR &9 kgl 5 N 1LLL L,
AR S S A, AR 2L B b i — 2 ek A 3LUL b FE R B IR, MIRAE T A2 p= e A
FRAS S 5 R, 8 NS0LEA R JRIE N 30LLA R T AR IE N20LLL R ik — 2B tik 4 . SLLA
TR IE ANALLL R

[0260]  ESNEE AN, MBI AR 72 28 S0 A HH A, DI s AR 770 o A SR 551
AT A5 B G0 £, 7 PSRRI 2 358 S TR SR 3 FR R 3 T B TR o TP

[0261] el & & = 18 9 B b5 I IE A& 4 B0 (W A R, IR ae A8 R T B0 o RS 57
Mo ik B Y  EDR AR nT DL S 3 e A ML R (] an e i 7)) DT ) b R 4 48

[0262] 25 A HLIAEFIRAE 2 AT L@ (4) FroR R &9 kgl 5 N 1LLL |,
AR S A A, AR 2L P B i — 2B A 3LEL b AE R B IR, AR I A2 F= e A
FRAS S 55 R, 8 NS0LEA R VRIE Y 30LLA R T AR N20LLL R (i3 — 25 ftik 4 . SLLA
TR IEANALLL R

[0263]  fEALFFIRI FhR AN F & 55 B 2B- 1M H .

[0264]  Jo 7 J R} Lol b oK R X (4) B R BR AL AW 1AL 57) S 55— HLIA 7 AR 35
T B AL VR AR i) 4% o i A TR B N 15°C ~65°C L, fltidk 20°C ~60°C , B HI % A30
"C~50°C o fil] £ U5 FE 27 AR UAFAE IR (R 3E AT AR08 L A 72 28R B B R O » 8 ek v WA A A %
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B0 AN HAREI S P00 & 5T B BB

[0265]  Js¢ 7 JEURF U AT ABEAT M4 Alifb 55

[0266]  Jx B Ji k23 ik b i ad 3K (7) BT s A6 B ) AN S A LI FRIVR 6 ke il 46 o il 25
VR R IR 58 L 38 N 10°C ~180°C , Atk H20°C~150°C .

[0267]  5i4b, J B SR RE L B2 b AT AR 9 75 BN I JE AL &R s hnss (B an ik e E e KRR TR L —
ANCHE IR B AN DR EE S AN S BE VIR IR IR B 55) o 1Bk {5 FH TE AL R 7l , m] LA
1 2 LR 33EAT B IR

[0268]  ADERH, AT LALENS e B J5RE LA s B R} 2V A Ja b AT FHIR T /E80°C ~180°C
S, W AT LU0 °C ~ 180 °C 1 iz 37 JEKELFN80°C ~ 180 °C 1] i 37 J5 K} 2V & T 3k AT I N« 5
b, AT L) S SRR A S 0 B SRR 2 R A AT LA ) s 87 SRR 2 s i s B R R

I
= o

[0269]  Jso W J5URE 15 s 2 SRR 2 1) S5 2R 8] AT 6 AR 41 F FH FRT 1 A6 510 S A LI 70 AL 771 5%
AN [ PR s L PR 3k Fee A7 0 B I 6 35, 38 5 0 L 5N ~ 307N, AR 9 1/ ~ 1578
IS 45 A% 9 2/ NI ~ 10/N o S 2T 8 s 038 5 DR T

[0270]  (3) Jn 4R

[0271]  EA A ik D ER2AB2BIS BIAYIE A (1) Brom 19 1 4 & 0 00 S B m A 5K i
AN L 8 S AR R, ] LU R A 45 80 55 0 B T Bok 70 AR B An i@t (D) Fros i)
ELEY

(02721 Fi4b, A B 43 2138 (D) Brs st &2 40 (HPLC) fEik 98 % LA B Ky
DCIE 999 %6 UL Fy e it S, (EL T AR 8 75 2808 1 B 45 0 A G S 2 RN Al AL T Bt —
LT

[0273] R R il J7 ik T L g IE) R, AT BLOIESE

[0274] 34k, A S B R AL S R LUE K S WD EE BUIE AL S5 s v, 541, A
FEANPELAG SN, W HAE A BAT R AIRR €

[0275] A B Ry PLIE L R 2P B

[0276]  JPER1AH2" 25 L IR AN K S22 5 BEAT 7K AR I 45 210228 LR I D 3R

o) J ™o
R ,.f:\\;,/u\\_ [I{ e v"“TrNr;/J \. e Y A
[0277] ‘-J-,\',',"‘-'J'/“\,_'f’:;" ! ‘l"x’:}. :[‘“'-\:-"/:], 3 / i»t\ 2 ,lf\_ /¢T \g
.\\ f'/

[0278]  JPIR2A 225 4 1R 5 WARBL R & (R BRI N5 22— 25 L Beh% I it
— 5 SR AU N T A5 2222 LM I 22 R

o -OH
[0279] ﬂ f T

S .j; M _//.” O

e .f"\h,—NHZ 7 "\‘~¢E./""~1‘_~_/’ ‘CN
Ux‘_;;’/[\rcj' 5 “|»ﬂ"/,9’ﬂl~ -’r'll

[0280] 5 PRIB-1 (2~ 35 2, R T B I GRS TR IO AT 75 220 R A1 E80°C ~
180°C T e Mi M 13 2228 I (1) 5 4%
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f_.
PN ’:'-"‘::-‘;r”'-\\“;{" OH !,f R R ,.NHSOQNHE \ R ,,,/-\\CN
\‘\

S

¥,

[0282]  JPPR2B-2: 445225 LR L NV ARIBE S PP R RTRR 40 75 2 10 R A 771 VR 5 T 15 280 B0 S
JEURH 5 R B A AT WRVE 45 1075 21 ) B B S B2 AE80°C ~180°C T I M M 43 12-25 L i

X125 %

A -OH ' S s W ! e T al
[0283] |)|x ,-11\,\ ’//T g —{—h r-[ //:I;/,_ ,f’ \g ,} “« j‘.;"]\,.,___ ’f,’&] CN
x\ ” /‘

[0284] izt 4]

[0285] DI #1|4 Si it 9] SR dk — 20 T A b 1 BH AR i B 5 (LR 2R R BH A 52 338 S S T 451 R o«
[0286] 5 EEULHH M A, 75 LN B SE i B AN LL el , 20 — 28 W T . 46, 15 211
G Wi A R 2 4 R LU 1 29 A 2% A4 R FHHPLCR AT I 5E o

[0287]  (HPLC/MHfr4%4-1)

[0288]  p#iT it 4% : LEHEAL A FIHlI&E HPLC (1200 & 41)

[0289] i i%f:Cadenza CD-C18,3um, 150mm X 4 .6mm

[0290] VR ZhAHA: 0. 1/AFR % =5 L BRIKIE TR

[0291]  VRBHAHB: L

[0292]  BRJE.043%h B:15%) —154r4f (B:90%) 2043 (B: 90%)

[0293]  Ji&:1.0mL/ %%

[0294]  y&: N\ :5uL

[0295]  Fa YA : 215nm

[0296]  #EiF :40°C

[0297]  (HPLC/Mfr %4E-2)

[0298]  ZpHiT i 4% : LeHEAL A FIHlIE HPLC (1200 & 41)

[0299] %4 :Cadenza CD-C18,3um, 150mm X 4 .6mm

[0300]  JZhAHA: 0. 11AFR % =5 L BRIKIE TR

[0301]  VRBHAHB: L

[0302]  HfJE 04041 (B:15%) —20 8 (B:90%) —2544f (B:90%)

[0303]  yiiE:1.0mL/ %%k

[0304]  yE: A\ & :5uL

[0305] A& : 280nm

[0306]  #EiF :40°C

[0307]  (HPLC/3 4% 44-3)

[0308]  Zp M it 4% : LEHEAL A FIHilI&E HPLC (1200 & 41)

[0309] &% 44 : Zorbax Eclipse Plus Phenyl-Hexyl,5um,250mm X 4 .6mm
[0310] VR ZhAHA: 0. 1/AFR % =5 L BRIKIE TR
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[0311] R BhAEB: 2

[0312]  BRFE:040%h (B:30%) —154r %t (B:60%) 20438 (B:95%) —304)%# (B:95%)
[0313]  Ji&E:1.0mL/ %%k

[0314]  JE AN & :5uL

[0315] @4 : 280nm

[0316]  AEiF :40°C

[0317]  SEjtfoll : FRERAL A IR A X

o / o S
e ,‘_:_\\\_..‘__1]\_\ 018 [ oA~ rL A (1) NaOHZK # il Erm.-:._,-_:;_.r \_]f,DH
lo318] [ | | " P! | & “gowg U
i UNE AL 51

[0319] AT R B WG N A SR IIN2 -2 Z 3. 00g A0 85g (FHX 2" 2524
B A1 5B IRAS)  BE— 2D I NG kA . 61g (REXT 2" —Z8 2B N 3EE/R %) » Fi bt J5 , 7E115°C ~
125°C F 47Ny (A st AR At &4 (thioamide compound)) o

[0320] ¥ e iR VA HIF70°C ~80°C Ja , ¥ INA B 20 i 18 % [ A SE AL BRI (B A AL
BN3.53g 57K 14 . 1 giR A TS 2 B W AT T-27 28 LW N5 BE JR A5 B A S8 4M) , 7E90°C ~
105°C T [ N.8/INIF UK AR) o 5 [ S TR¥A #15150°C ~60°C , s il 1 % CR 1l (1 %) 0. 15, 4t
PG I UE o 13115 B P JE R AN NI BE35 % I Eh R CRrER R 14. 69g 5K 12 AmLIR A T 15 2 1
WD ek 5 A H), U S i A e R e-28 4 1R

[0321] A5 2 2-Z% LR IH I &L K2 . Og (4 (HPLCAr M 24 -1) 92.6 %) fE115°C R i
fiRT H R 20mL 5 , A N E10°CLL T , R B AL &b . 15 2K 2-25 288 N 1. 3¢, A FIHPLC
(HPLCA3 A1 2 A= 1) I8 ) 48 52998 . 2THI AR % o

[0322]  'H-NMR (400MHz,CDC13) 63.80 (2H,s) ,7.40 (1H,dd,J=8.4,3.0Hz) ,7.43-7.49 (2H,
m ,7.73 (1H,s) ,7.78-7.82 (3H,m)

[0323] AR BIMRIRIL &Y 2-Z5 41R) B fh & FIHPLC A #r 45 s Tl 1. ok, ¥45
R IEAL Y (2-Z5 2. T8) (RS 1) 5 AR T HPLC A 1 45 5 T 1812, 14 'H-NMR I 5 45 B n T
K3,

[0324]  sjtafil2 : RIRIL S A HK

!
{

it [ f/..-‘o ."'~. Ao P OH
e - PN N L0 S I ey iy i |
[0325] |I I =) ﬁf“ ‘l | J H ,'I LZ} HCl! IIIX L\\.'./A"x = 0
ol X pTsOHH20 \ S S / 254
i ACHE AL

[0326] [ HHAT RS BB N A NN ~Z8 21120 00g B 28 . 26g (AN T-2° -28
SR .25 BB IR A%) X 2R B R — K A (p—Toluenesulfonic acid monohydrate)
13.41g (RHXFT-2" ~Z5 Z WA N0 10 BE /R %) MInLhiph 184 . 26g (RHX T2 28 L WA N3 BE /R %) , 4k
PG, fE115°C~125°C N M9/ (AR AR BE AL & 4)) o

[0327] ¥ ) RV I F70°C ~80°C Ja , ¥s IHA B2 20 H & % 1) A AL BN /K I L ClE A AL
B4141.00g57K564. 01V & 15 B VAT - FHXS T2 28 LB 5 BE IR A5 I E 8 AL ) £E90
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C~105°C T RBIA/NR GRAR) o ¥ BEHEA I 5160°C ~T70°C , #MN7K 120 00g F1 H 2
240.00mL, f£65°C~75°C Mg, W B Jn , K B2 IEFF (BR LA BD) -

[0328] W75 Ff T Z A INE]F 2K 1200mL 54 35 % I Eh AR (F 2512205 . 64g 57K
281 . 90mL 5 1M 13 BRIV AR T2 ~28 LW 8B R F5 ) ERIR) VR A W, 8t — 2 v
AT N 20 R I IK12 . 00g HEAT Bidk K15 21 0 W s In B0V S i h - F5 n
T ERTEENIRARAECSC~T75C M FEE ERURRILGY) , SR T RE
F L AR B I B E PR ANIK600.00g, E65°C~T75C FHiPk G B, ¥ N 2R B ik
B 2R N7K600.00g, 1£65°C ~75°C FHEFEEEHE N2 KT

[0329]  X7520H) L R#AT RS JG , e A 2I10°CLLT , [T R IR L &) - 4TR)
)i A BRI AL 1 (2-22 4 TR) 9104 14g, M FIHPLCIN A€ 1 4 )5 (HPLC Ay it 2% 4-3)
99 6T % .

[0330]  'H-NMR (400MHz ,CDC13) 63.80 (2H,s) ,7.40 (1H,dd, J=8.4,3 .0Hz) ,7.43-7.49 (2H,
m) ,7.73(1H,s) ,7.78-7.82 (3H,m)

[0331] KA BRI &Y (2-28 ZTR) MIHPLCAM T 45 Fn T B4, 4 H-NMR I 52 45 SRR
TH5.

[0332] st 113 - SRR AL & WK 5 B

o] 1) W o _ -
”L TL'FSOH A Sy AN (1) NaOHZK ﬂ T\f b
[0333] !_I\__J:?!\._J 2) L'_ J] _ 51 (2) HCI A O
REBRILSY
ACHE A S

[0334] AT R A B WG RN A IS 25 2120, 00g FH 2K 120mL (FHXf T-2° -
ZEZ 1. O L FREEERO . 34g (FEXT T-2° —28 Z B N0 . 005 BE SR A%) |, 33k — 5 o A ik
184.26g (X T-2" —Z8 W3 BEIRAS) L B4t ) , 250815/ .

[0335] SRS EEATHRYA, INATR28. 268 (FHXS T2 ~Z5 LB A1 . 25 B /R %) J5 , 1£95°C ~105
C N RN (A A B & 9) -

[0336] M4 [ BiyRVA ENEIT0°C ~80°C Ja , I NI B 20 H & % [ A B AL B /K I R Cle A 8 Ak
BH141.00g57K564 .01 g & TS BIMIIEI  FHXT T2 28 B A5 B IR A I A AL EN) 5 7E90
C~105C N RBFLT/NES OKME) o B | B A HE160°C ~T70°C, I N7K120.00g ATH 2K
240.00mL, fE65°C~T75°C FHitt:, B 5, ¥ LR WFF RS -

[0337] 453K T2 INFEF 212000l 5K E35% (K18 (K2 #8205.64g 5K
281 . 90mL YR & 11 15 3 A I W - AN 2" —Z5 2 W, DA ER R 1T NS BE R 1) VR &9 . 765 °C
~T5C I EEE W T 2K 7 L JZ I In7K600.00g, 7E65°C ~75°C Rt #k 5 5 & ,
R ERFE P LR RINK600.00g, 7E65°C~75C F PG E ¥ N 2R
[0338] K3 BN LZ RS , A ER10°CLL R, 15 2)2-28 LRIV S AR 13 B 2-Z2 4R N
104.83g, F] HHPLC (HPLCA)#7 2% 44F-3) Ml & F 46 fE 2599 . 8THI AR %6 o

[0339]  Lh&fIL : RIR AL S W A ik
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0 R 2
! : o OH

-~ ~ H . J il PN
e . A N () NeOHERE YY)
o1 1) (JJ 1 C A ¢

R Em

AR A &1
[0341] AT RSB WG N AR IIN2 28 2 1. 00g FIR0. 24g (FHXT F2' 2524
Wi J91. 25 B8 JRA%) , it — B INAWRNE (piperidine) 1.50g (REX}T-2" -2 Z il A3 . OFEIR£%)
it fa , 7E115°C~125°CF e M5/ (A2 BB AREE AL & 9))
[0342] K ) N4 ENEIT0°C~80°C J& , s IR 20 2 1 %6 I A A AL BN /K T (AL
BN0. 70g 57K 2 . 82g VB & T 15 B IR o AHXT T-2° 25 Sy 3 BE IR fis ) A SR AL ) 5 7E90°C ~
105°C T [ N6 /NI J 5 3E— A9 Ik P55 48 2 i %6 1) A A AN /K I TR Cls &L S84k A0 . T0g 57K
0. 76giRA T3 21V - MEXT 27 —Z8 W R 3R /R R I A8 AL , 7E90°C ~105°C R R
3/ OKAR) -
[0343]  HPLCAr#fr (HPLCA3 #r 4% 1F-3) B 45 A2, AT AR %6 4B FE AR B T BRI &) (2-%%
LT -
[0344] BRI G WIS/, BRI IN A, 725 PR IE AR M bk (1 15 0L IROSEAS 22 78 43
7o
[0345]  Z2E 5|1 - B AT i A S P ) 5 ik

[0346] fii OO !

TR AL T3 ey
[0347] AT B A B )G N AE R RIS -ZE 2 HH 1. 00g Fi0. 20~0. 28g (AN T
2 ~ZELWANT.05~1. 508 /%) , it — DI NGk . 53g (FEXT T2 25 Z N3 . O BE/R£%)
PPk G, 7E80°C ~120°C F R Bi6~22/NKF , & AL etk &40 o
[0348]  HPLCA)#fr (HPLCAM H 25A4—3) 125 A2 , LATTTHI AR %6 ~ 85 HI AR %6 4l FE AR j 1 A
BERZAL & K 45 TR T3 1.
[0349]  Z3 45112 RARBE AL S ) A R

o o "
s m N @
[0350] ‘O i OO 1

A CIE A &)
[0351] [ b AT RS B G 0 N 28 N2 ~Z8 2B 1. 00g FIAR0 . 23g (FHXT T2 25 2
i1 . 25 B8 /R A) N ISR (SRR D , i — P I NS0k (morpholine) 1.54g (FHXT 12" -2 4
B A3 . OBE IR i) » FiE 4 S5, 7E115°C ~125°C RN M3~ 25/, & AR e etk &40
[0352]  HPLCA)#r (HPLCA3 At 56 AF-3) [ 45 SR 72 , LABATHIAR %6 ~ 88T AA %6 [ 4l FE AL 1% 1 AR
M & F S o T 3R 1.
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[0353]
W), MsOHZR 7~ FE R R o
[0354]

[0355]  [%%1]

R1H,NazS0sR R B IR AN, Mg S04 R /Rt IR Bk, pTsOH » HoOFR s X F 2R B 1R — 7K &

HH R LRI S A A & A AN B A QI e A 5 P 2B R

[ TR WABERE | BRI T AR
o U " _}!‘.— A *FIX‘H‘Z ‘f‘:l:an % 25
i *z{%;mj r;{yéﬁil FRI (1) ik b b | AP 2
RELE ( BEIRAR) (T A%) (i B%)
e - 1. 05 77, 74 7. 76
B — - 1. 50 85. 08 8. 69
. 1. %8 83. 73 8. 32
NazS0, 3. 0BEERAE 1. 25 84. 17 8. 65
[0356] M50, 3. 0BRfE 1. 25 86. 44 7. 48
4TI 34 2. OJfififs 1. 25 88, 11 4, 93
Zx 2 pTsOH « Hi0 0. 015 PEEReH 1. 25 84. 21 7. 49
pTsOH * Hy0 0. 1 EERAE 1. 25 86. 95 6. 04
pTsOH - H0 0. 25 BEIRAY 1. 25 84. 34 7. 84
MsOH 0. 25 BERSRE 1. 25 85. 93 7. 59
MsOH 0. 1 BERAE 1. 25 84, 49 7. 56 J

[0357]  Z:3 453 : Bt A Rk e Ak A5 P 1) B Bk

[0358]  J&T-HELF|CHR5 (Green Chemistry Letters and Reviews,2010,315-318) ic.#,
(7 A B AR AL &40«

[0359] [l EAT VT E B 1 R B2 28 P N2’ ~ZE 1. 00g F150. 21g (REX T2 -2 2
i A1 . LOBEIRAE) , it — B IR0 . 56g (X 2" 25 Z Wi N1 . 10 B8 IR i) AR 2 — 1%
(PEG-600) 3. OmL (FHXS 2" ~Z5 Z M 093 . O AUH) 1L HtJa , FE100°C N BT/, £ BRABAR

Bt &9

[0360]  HPLCZ#ft (HPLC» #7 2 A —3) {45 R , LA 34 AR %6 i 4l 2 A2 B 1 T AR I Ak 5
.

[0361]  FEf IR 4 BRI BT » BRACHE AL & PR SR AR R REFA B ISR 2 —

2l R PR B ML R B e o
[0362]  sEjifi 54 : FiE 1L A PIE) 45 Ak

(1) SOCL2 PE -"“‘---rfNHf‘- {1) POCL3
azvrmnl_ L] ] @ %

e

o SOH
W
| ]

[0363] ['\;5’ ’j 0
R GY Ml AL 54

[0364] [yt 47 0B 0 I 1 OB 45 4 HH TR B St ] 1 R A5 B Y 225 LR O . 50g I I 5
(thionyl chloride)0.38g (RHX T-RIERIL G Y91 . 2B /R M) ATHI %22 . 5ml, (RHXS TR B AL
BN IS IR AE AN N- " JE FFBE R, 7E40°C R e V37N (BESLAL) -
[0365] i3k — A1 K Bk A e VR i 3K 28 % B /K IR0 . 82 (FEXS TR R & W0 N5
BE IR Z) 5 AE50°C T RBEL /NI o A A 21 5 3 5, 8 ka9 R0 B i o 1 Ik i A &
(amide compound) (JTZ77%) .
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[0366]  fitn F15 2L &40 . 40g FIREBE S (phosphoryl chloride) 0.36g (FEXFT
PR A BN 1B IR AE) 1E85°C N [ N4 /INI o o 75 21 ) S S VRBEA T4 A B )i 5 K 75 21 1)
A HLZ IR AR 5 0] 753 B 0 3 4 7% v A 8 00 . SmLIK) B 2 FN3 . 2mL At B e T A0 ORI
N& A A1) 53 Il N 2 AR FA S TSR B L Bt Ja , R T R 2-ZR O G 1R B 2-Z2 O N
0.26g, M FHHPLC (HPLC/y #fr 2% A1-—2) Wl 5 R 4 B2 2997 . 21HIAR % .

[0367] 545 21 Bt & AL & YD EIHPLC 73 AT 45 3R (HPLCAr #r 26 4F-2) /= T 6, K 2-Z5 4 i 1Y
HPLCAr Hr & Fom TH 7,

[0368] Syt : 54L& I &

OH (1) mfifkliz, SOCI2 CN
[0369] ‘0 O (2) &

BB EY
[0370] Al EAT A E 3 S5 1) S5 B2 8 R DN SE it 1 2 v 43 B 228 202 90 . 0g T e i
(sulfamide) 51.1g RHXT T RRERA PN 1EEIRRE) AT IR (sulfolane) 315mL (FHXT T8
FRAV 93 SRR , BtRE 5 THEL, £95°C ~105°C N R INE AR ES69 . 0g (FEXT TR Ea k.
BN 2BEIRAE) o 1E95C~105"C N ML T/ & 5 K S N A #1, 7E50°C ~60°C R I8 i
PER (B ST %) 1. 8g (FEXT TR RS R0, 028 B 4%) FH EL180mL (FEXT TR L &4
N2RARAE) , BB Ja i B o R S SR B 90mL (RS TR ER b & W0 N TARFRAS) ek
TV S VR G RAIR & 5 , 7£35°C ~45°C R insK540mL (AT T 3R R 1L & 4 9 644 7
%) s ik JaE , B HIB0C~10°C, BT AT U 2-28 2 1 - 15 2 228 2 i 63 . 2g, FI
HPLC (HPLC/3 #1 25 A4—3) a2 1Y 46 5 99 . STHIAR % .
[0371] K45 BRI 2-25 Z FEHIHPLC AT 45 FoR T8, 4 H-NMR I i 45 S 7n T 9.
[0372] Syt fsl6 : 540 & W & Ak
[0373] [T R AR BB E 1N A 28 IR A S 2[R FEHL A R 2-28 2R 1g R
10mL (X F-2-28 ZFR N 104K AR %) N, N- " F L F Bk % 1 OnL A Bk 50 . 672 (RN F-2-25
LR .05 BEJRAR) , 1E40°C R R B3/ Ji5 , Z& 1R RV 7 o 7R 5 28 T iR 1 0mL (FEX T
2-ZE LR N0 IR HELIZ0.620g (RHXT T-2-Z8 LR N . 2B IR %) VR &, #E120°C F e i
3/INBF o FIFHHPLC (HPLC 3 BT 25 A1 —3) 23 M1 S S P= W) (1) 45 B, LL94 T AR %6 AE Rk T 2-25 24
i
[0374] St fsl7 : 540 & W & Ak
[0375]  m) EAT RS B 3 S5 0 SO R A% R OIION 5 S B 9 2 [ FE L A I 2- 28 LR 1. 00g L 3F
TIRSmL (X F-2-28 L8R SR FARS) I A%0. 620g (AN F2-2Z8 LR N1 . 2 /R £i%) FEiR
£, 7E100°C T I T AR BESR0 . 672 (X T-2-28 28 A1 . 05 BE SR £%) , 7E100°C R4 HE:8 /Nt
{8 3 [ BE o F FHHPLC (HPLCAM B 26 A4F-3) 23 A1 S SE = i) 45 SR A , LL96 . 8THI FH %6 1) 4l B A= it
T2-ZELE.
[0376]  LhAifo2: A& & %
[0377] [ EAT RS E 3 S 0 SN 2R A% R IO 5 St 9 2 [ B LA ) 2- 28 R 1. 00g L
ZK10mL (FEXF-2-Z8 28R N 1O FRLAS) W AR RS0 . 672g (FHXTF2-Z8 2R M1 . 05 EE IR £%) <
NON-Z F L F L OuL R IR &, 7E40°C R S bt 1/ o 1) 15 21 1 S B2V H I NS BBE %0 . 620g

26



CN 112041298 A W OB P 23/27 I

(FHX T2-Z2 LR N1 . 2BE JRF5) L 1E120°C T e B 3/N8T o Fi] FHHPLC (HPLC A3 # 25 44-3) 73 #T I
L= 5 B2, A18 6T AR % Al BE AR R 1 2- 25 20K

[0378]  LhAifo3: AL & & A%

[0379] [ EAT RS E 3 S 10 SN 28 A% R IO 5 St 9 2 [ B L A ) 2- 28 TR 1. 00g -
ZR10mL (FEXTT-2-28 Z B N 10/ B AR IR S0 . 672g (FHXT T-2-Z8 LR N1 . 05 BE /R £%) <
N, N- = H I EEIZ 1ORL IR VR A5 7E40°C R HEEE LN J5 5 B SO DLV 4 o 5 471 1 W4 Tk ik e
0.620g (FHXFF2-ZE LR N1 . 2B /R Aif5) FAN-HH JE R WS e i SmL (REXTF-2-28 2 B8 A5 AR AR %)
TR 5 T 3 380 PR 9 0 v 3 o S 7 £ IR AR RV L 7E100°C R 88 7 /N 56 L s 1 o 1] FHPLC
(HPLCAM AT 25 A4=3) 43 BT IR S P29 45 52, LA63 . AT AR %6 N Al BE AR R 1 2-28 201

[0380]  LL%scfhl4: B4k & Wit & ik

[0381] [ EAT RS B 3 5 10 S N 28 2% R DN 5 S Bt 91 2 [R) R b A I 2- 28 LR 1. 00g T
Fif0.620g (FHXTF2-25 2B N1 . 2BE /R %) N, N- " FH L FH R A% 1 0ul s 2 10mL (R F-2-
25 LR NTORFRE) JF IR A FE R T IO EARIE 0. 672g (FHXT T2-28 4 1. 05 B8 /K
£5) 5 R BL1/NET o FFHHPLC (HPLC 3 #ir 264 -3) 43 #1 S 2= i &5 SR 2 , LLO . THIAR %6 (1) 46 &
T 2-ZE

[0382]  LhAsifol5: AL & & Ak

[0383] [l BEAT SR E e S5 1 SO A A% HHOINN S St (5 2[R R b A IR 2- 28 2 FR 1g IR T
FRGmL (KX T-2-28 2, B R ARAE) JEEERR0 . 620g (IR T2-Z8 2R A 1. 2B JR13%) FE R4
7E60°C NI EEE0.672g RHXTF2-Z8 4R N1 . 05 /R £i5) , 7E60°C T il 2/ Nt o i FE
Ji » AT HE B A R 5 s RV R AE T LA S TR T 2180 °C R E AT i B o JB R 7E80°C R HE AT
PEFE T BT BORAS , I AE 1Z0R 7S T B HES /N il L s S o A1 FHHPLC (HPLCA: BT 26 #4F-3) 43
WL FE I 25 SR A2, R R 2-25 2

[0384] St 58 : AL & W & Ak

[0385] ] dRAT 480/ U ) S N 25 2 v TIN5 S e 4514 [ B R B 1 228 k0 . A g
H2R2. 8mL (RS T-2-258 B N TARARAS) S S ALR%0 . 364 (FEXS T-2-28 4 Wi o1 . 1 BEJR
%) , E80°C N it #k 2 /N A e 52 5 o A FIHPLC (HPLCA3 M7 25 A24—3) 43 M7 S 82 7= 4 1) 45 SR 2 , DA
95. 2TH AR % ISl EAE Y, T 2-Z5 4

[0386] St fs)9 : 54L& W & Ak

[0387]  m] dbAT 480/ 0 U ) S N 25 2 v IO 5 S e 4514 [ B R B i 1 228 k0 . 3g
H 2R AmL (FHX T-2-28 W 13 . 3R FAAS) W EUIRIBE S0 . 328g (FEXS T-2-Z5 2 Wi 1 . LR
IRAE) 22 120°C T $t Bk 6 /N 48 e 52 87 o F) FHHPLC (HPLCA A1 26 21 —3) 43 BT B N 72 W 1) 45 BR
52, LT3 SR % 4l FE AR ik 1 225 2B

[0388]  SEifsl10: B 1L A I & ik

[0389]  m] b AT 480/ B 0 S5 ) S N 25 9 v IO 5 S e 4514 [ B b B 1 228 Uk H%0 . 3g
H R4 . OmL (FEATT-2-28 4 9 13 . 3R R  Tusa Ak 150 . 253g (R T-2-Z8 ke
L. LEEJRAE) , 7E80°C R 4 #H5 /N 45 3 52 W o F FHHPLC (HPLC3 AT 2% A1=3) 40 #T S N = 1 &5
BT, LI TR % 4l FE A R T 2-28 21

[0390] syt fsl11: FEAL AW & K

[0391] ] dR AT 480/ B 0 S5 1) s IO 25 48w RN 5 i i 497 4 [) A b 5 ) PG e Ak 5 (228
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LI 0. 3g K4, OmL (FHXT F-2-Z8 Wb oM 13 . SARFARS) i B Ak &0 . 341 RN T
2-ZE LRGN 1 BEIRA%) JIEREO . 327uL (AR T-2-28 4Bk 2 . B EE IR %) , 7E120°C T it
1. 5/INE S L e 87 o FI] FHHPLC (HPLC /3 A1 25 A4—3) 0 AT S 2 P= 4 i) 45 SR 2 , LA 84 . 8THIFH % [ 4k
FEAERR T 2-ZE 0

[0392]  LhA&ifil6 : AL & & %

[0393] ] b AT 480/ B ¥ S5 1) s DL 25 8 TR IHON 55 i i 457 4 ) A b 5 ) PG e Ak 5 (228
Z ) 0. 3g 2K 3mL (R T-2-28 Z MR 9 1063 4%) LI BRBES0. 251 (REXT T-2-25 2 Wk
fe 1. 3BEIRAE) , E90°C RN i #1157 A 3 | B o A1 FHHPLC (HPLC A3 #1 2% A4—3) 40 B I B 7=
VI &5 B2, L34 AT AR % Il FE AR iR T 2-25 2

[0394]  LhA&E7 : LS P& A%

[0395] ] db AT 480/ B 0 S 1) S IO 25 8 TP DN 5 S i 491 4 ) AR b 5 ) PG e Ak 5 (228
I 0. 3g 2K 4. OmL (FHXT F2-Z8 Wb 13 . SARFARS) i B Ak &0 . 341 RN T
2-ZE LB IE N L BEIRRS) = 0. 563uL (FHXT T-2-25 4 BEG 2 . S EE IR %) , 7E120°C T Hii
FE9 . 57N AF L 2 87 o FI] FHHPLC (HPLC 3 A1 25 A4—3) 70 AT S B2 F= 4 i) 45 SR 2 » BAS1 . 6 THI AR %6 1)
aifEAE R T 2- 25

[0396]  LhAf5S: B & i & Ak

[0397] ) dbAT 480/ B 0 ST 1) s DL 25 8 TR IHON 5 i i 497 4 ) A b 5 ) PG e Ak 5 (228
LTEIZ) 0.3g HI 2R3 OmL (R T-2-Z8 S BEZ 10 0K FRf) « = 4120, 409g (FHXFT-2-Z &
P2 . BEE/RAS)  HI R VAR . 20l (RHX T-2-Z8 Bk 90 . 01 BE R %) HEEE S0 247 g
(FERT T-2-ZR Bk 9 L. 2R SR A%) , 725 °C R 4 1 /NI A H S B A1) FHHPLC (HPLC 73 47 2%
F=3) AT S S P 45 SR, LA28 L 2T AR %6 4l FE AR ik T 225 2B

[0398]  sjiafs|12: 2-25 Z WA Rk

[0399] [ EAT RS B 3 5 10 S N 28 2% R IION 5 St 91 2 [R) R R4S 2 1) 2- 28 1R 1. 00g L 36
T3 . 5mL (R F-2-Z8 2 3 . SR AR RS I IER% 0. 620g (FHXT F2-ZE LR N1 . 28 IR £%)
FHIR A AE100°C R AR EE S0 . 704g (FHXT F2-Z8 2R N 1. 1 BE/R %) , 7E100°C R #i#E
7. 5/NI A I I R o R FHHPLC (HPLCA) BT 25 4-3) 20 BT [ B P= )i 45 4 5 LL96 . 2THI AR %6 4l
FEAERR T 2-Z5 0

[0400]  LhAG{519: 2-25 2 5 & %

[0401] ) EAT RS B 3 5 10 SN 28 2% P TIN5 St ) 2 [R) R A5 2 1) 2- 28 1R 1. 00g L 3F
TR 5mL (FHXF2-28 TR N3 . SR FAS) R ERZ0 . 568g (FHXT F2-Z8 LR N1 . 1 BE /R £i%)
FHIR A, AE100°C R AR EE S0 . 768g (RN F2-Z8 2R N 1. 2B /R %) , #E100°C K #i #E
4.5/ s B o F1 FHHPLC (HPLC A3 #1254 —3) 43 BT I L P24 1) 45 SR 72 , LA84 . TTHI X %6 1) 46
FEAERR T 2-ZE B

[0402]  LLA5ef510:2-25 2 B 4 ik

[0403] [ AT RS E 5 1) S B R 2% i N SR 2 R A5 B R IR L &) (2-28 4 TR)
0.5g FA T HAL. 5mL (AHX T-2-Z% SR N 3R FANS) k20 . 284g (FHXT T-2-Z5 4R 1. L BE
IREE) FEIRA, FE100°C T I AR LS 021500 (X T-2-22 /8 N 1. 1BE RS Lk — 2B i
IRTHRO. 25mL (RS F-2-258 B N0 SARFRRE) , 7E100°C R #4175/ 3 2 B 1| FHHPLC
(HPLCAM AT 25 A4=3) 43 BT IR N P20 45 52, LAT9 . 2T AR %6 Al BEAR R 1 2- 28 2. 01
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[0404]  [$2]

HIX F2-284 | Mixt F2-2%2 9257, RT=2~4

RO WM | RO WRRRESC | RPN S IR B

,E."J_Eim} | (rmﬁ_-#} (NI g | PEARSUE

[0405] CRET s OB /fie (T B1%)
S 1 2 1. 2 1.1 7. B 96. 2 1. &
teAge il 9 1. 1 1. 2 4. 5 84. 1 7. 8 |
.4 1 0 1.1 1.1 7. 5 79. 2 1. 7|

[0406]  Hy ZR2m %0, Bt i (1) 12 22 T VBt Bt L0 S ), mT DA B sy Al B 1R 2- 28 2 (St
B12) o 73— 5 T » 24 e 1) o /D P ok S ) S T, 6 22 A= BAE A 1= 0 10 v A P
Ji 19 B 1225 2 WG R 2 FE AR (BLA19) « i 4b, ik i () &2 5 0t Ik S ) = AR R B, A
N B P AR I 4 R A B D {H 228 2 RS Al FE AR, DAl S R R 78 HEAT

[0407]  LEELAFILL: Y40

[0408] S HH2-F L ZE A - R A 3E) Z810 7 vkt AT TR

[0409] (1) 2- (GRHFIE) 2510 & Ak

[0410] AT R A B HSGH RN A AP I T E ) 2-H 3E28 (2-Methylnaphthalene)
1.0g FAC k4. OmL (FHXTF-2-H 262554 OFRBUAE) N-IRAR TR EAME I i (NBS) 1.00g-1.46¢
CFEXTF2-F AL 2880, 80— 1. 17T BE /R £i5) FIMB S — 5 T i (AIBN) 3. 5mg (XS F-2-H JE 25 N
0.003BE /R fi5) , E40°C 60°CFI80°C ([FI3L) R SL2/IN o J5 B i ¥4 213 5 3, VAR N 20 2 7 %6
ALK IETR2 . OmL T A s A5 1E o SR S5, I FHPLC (HPLC A AT 25 11— 1) 43 #1125 AT 43
T S BLEH Y o B 5 SRR T3R8

[0411]  FEEYLHAMIE , 7ELL N IR 3~ K5  MRFR IR AHRT T2 FH L 2511 JBE /R EL , VR IR AH
Ko 2-F IEZEARFALL , c-Hex BRI e, 724 (Product) Fyn2— (R FE) 25,5 M. Ron2-
HJE 2%, DiBraks AR, A% RosF FHPLCA #1453 B THI AR % (Area %) ,N.D. Rn K A& I
.,

[0412]  [%3]

e 1 2 3 4 5
AL R NBS NBS NBS NBS NBS
(MR) 1.17 1.17 0.80 1.00 1.17
AIEN (MR} 0.003 0.003 0.003 0.003 0.003

[0413] %7 (VR) c-Hex /4.0 | c-Hex/4.0 | c-Hex/4.0 | c-Hex /4.0 | c-Hex/ 4.0

PR JE (C) 40 A0 I 34 [l i [al i
=8 (A%) N.D. N.D. 54.00 67.88 71.83

'%{t SM.(A%) | w0 | 100 | 4094 | 2327 | 122 |
N DiBr (A%) N.D. N.D. 2.53 5.49 11.82

[0414]  (2) 2- (GRFJE) ZEHI &k

[0415] AT R A B WG RN ARSI T & R2-F 251 . 0g AL btd . OmL (FHXS T
2-FIHEZE R4 OfRFRAS) L1, 3-—¥1-5,5- — F 3£ 2 k% (DBMH) 0.91-1. 21g (FEXET-2-H 3
ZEN0.45-0. 60 B /R 155) AR — 5 T 5 (AIBN) 3. 5mg CHHXTT-2-FH HE 2540 003 BE SR 1) , £
80°C ([H7) N [ M2/INIT o s o7 J 4 1 381 2 3L, ¥ N 20 22 & %6 S SE A /K I3 9 2 . OmL 1T 2 J
A 1E SR J5 , F FHHPLC (HPLCA3 At 25 At —1) 43 b2, T 207 S B 2H ikt 45 45 SR v T34
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[0416] [FR4]

BAE 6 7
WULRF DBMH DBMH
(MR) 0.6 0.45
AIBN (MR) 0.003 0.003
[0417] BHl (VR) c-Hex / 4.0 c-Hex / 4.0
SN E (°C) B/ B
_ F=9) (A%) 69.28 59.51
& S.M. (A%) 21.14 34.54
2. 0/t
DiBr (A%) 5.70 3.24

[0418]  (3) 2- (FRH2&) ZEMI & ik

[0419] [ AT R E S5 10 B 2 g RO T B (12— F 3281 . 0g ¥4 77104 . OmL (RHXT -2~
H L ZE 4. O FRE) V1,3-9R-5,5- B Z IR (DBMH) 1.21g (REXT F2-F 225N
0.6028 /R fi5) B 5 T I (AIBN) 3. 5mg (FHXTT-2-H1 3£ 2550 . 003 BE /X i) , 7E80°C K & ¥
2/INEF o S B S5 VA H B = IR, IS IN20 B 2 %6 SR AT 2 . OmL T A ) B A 1k o SRS, I A
HPLC (HPLCAM AT 25 A4—1) 23 M1 L J2 5 T 23 BT S 8 2L il o K5 45 SR 7 T3R5

[0420]  [%5]

e & _ 8 9 10
SO DBMH DBMH DBMH DBMH
(MR) 0.6 0.6 0.6 0.6
AIBN (MR) 0.003 0.003 0003 |  0.003
P c-Hex CIPh CF3ph 0-DiCLPh
[0421] (VR) 4.0 4.0 4.0 4.0
SRR (°C) BN 80 80 : 80
S5tk =4 (A%) 69.28 31.33 2586 | 2690
S.M. (A%) 2114 9.80 13.82 |  6.38
2. 0/ | |
DiBr (A%) 5.70 1.14 0.64 | 077

[0422]  3¢CiPh:&( 4 ,CF3Ph: =% F 2K ,0DiCLPh: 1,2- ~ &K

[0423] UL BTSSRl oA, 5 52 & B hrd (- GREFER) Z2) e, WIE R &=
() AR IE N, Dy 7 A R AR B AR T 7 A H AR R i 2 S B AT RS,
HMELLBGE 208 SR M, FEIE I 2 F R ZE I IRAL R A 2 IR 2k) ZRINE X LS el 22

[0424]  (4) HH2- R EE) ZR & 2-ZE O

[0425]  MARIAE Fid#AE Run) 6 FHIF H 775 A BRI 2- GRFFER) 252.0g (B ZRK17
AR %)  H AR EOA10. OmL CREXS T-2— (R 3%) 2585 . 0FRFA ) B4 HH0. 89g (FHXT T-2-
(R ) Z8 N2, 0B IR f%) L 7E40°C R M3 57N o N7 » ¥ 7K 10 . OmL (FEXS F-2- (B H
FE) ZE N5 01RFRE) L BT HH AR ATV 20, 7E13°C R i k2. 5/ i, 38 e 3 98 (e g ot A« A
FHHPLC (HPLC M 26 44— 1) 3 AT 15 B i s, 45 51, LL60 . 2T AR % I AR FE AR J 1 2-Z5 40 7
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ANEAS . ATHIAR %6 I IR 4K

[0426] P2k b Ao mT R M

[0427] AR ¥HEAKBH , ] LSRR Tolk & 22 4 HOBRAN B DL 380K i 0 B2 s 1 %% M 2y
i AR 24 A 1 RSP RO S B B R TR 12— 28 2 56 05 & I i A & ) n2-2%
O RS T7 B W R IRAL S W 3 7 10 o it — 2D, il Al X REAS B 1 2- 25 2 B 2555 i
&, aT Ll 22 4 H B B filig (IR, 5S) —1- (5-2-38) -3-& 2 XWIA [3.1.0] ke 25 5
[0428]  A<HIiE L2 E Ik 5] % 5562/663014°5 (115 H : 20184F4 26 H) F12E H i i
L RIHIE62/780445%5 (G H :20184E12 H17H) v, A il 2 i 43 & 78
AP A
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" PR BB

1/4 0

RIS HLw A

RIS R h A
1750
16560
1260
1060 |
b0
o

250 i
i) 2

<8836

4,947
L6851

:
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