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FVURE =T s =28 = =Pl O =R T e =R e = RN = .
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B DU FH L8 DU P SR DU TN 2588 — T 240 . = T AR S O oA MR =
FRL AR = FR L AR = TN 80 AN = TN 2 AL B

[0081] Rk H R 726 & R 09 B A X (D B & mT LR A (T-1) 8 (T-11) o X
TERAXT-1D W&y, A2 e Ry ey S8y kIR A AR 3 1o
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(01091  AFANROMST % [ SAIC, -C et o (i b , A5 ANROA ST M %6 15 A FF 3

[0110]  AFANR™BUSL M i [ T4, 3% 4L i AR 4L C, -C b2 -S (0) R -C (0)R'.-C (0)
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Mgk \C,-Colidk \C,-Co T AU EE L C, - C It \C - C i3 C, - C et - R EEC -C o hidik -
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0C (0)NHOR'", -0C (0) NHCN, -NR°C (0) NHOR'"  -NR°C (0) NHCN , -C (0) NHS (0) ,R**.-0C (0) NHS (0)
JR'ZL-NR°C (0) NHS (0) ,R'*.-S (0) ,0R'*.-0S (0) ,0R'*.-NR’S (0) ,OR'®. -NRS (0) OR'°., -NHS (0)
,RY.-S(0) OR'.-0S (0) OR'®. -S (0) ,NHCN, -S (0) ,NHC (0) R'®. -S (0) ,NHS (0) ,R'*.-0S (0)
,NHCN, -0 (0) ,NHS (0) ,R'*+ -0 (0) ,NHC (0) R"®. -NR°S (0) ,NHCN-, -NR’S (0) ,NHC (0) R**, -N (OH) C
(0)R" ~ONHC (0)R"®, -NR°S (0) ,NHS (0) ,R**\-P(0) (R") (OR'®) .-P(0) H(OR"") .-0P (0) R")
(OR'®) \-NR°P(0) (R") (OR") LA K PYME:.

[0145]  figkdy, 73k 1 N 4L, iZ 41 LR 4LA: -C (0) OR™. -C (0) NHOR'' -0C (0) NHOR' "+ -
NR®C (0) NHOR'', ~C (0) NHS (0) ,R"*. -0C (0) NHS (0) ,R** ~NR°C (0) NHS (0) ,R'*.~S (0) ,0R" -0S
(0) ,OR'.-NR’S (0) ,0R".-NR®S (0) OR'". -NHS (0) ,R"*. -5 (0) OR'®.-0S (0) OR'"., - S (0) ,NHC (0)
R'.-S(0) ,NHS (0) ,R"*.-0S (0) ,NHS (0) ,R'*, -0S (0) ,NHC (0) R"®, -NR®S (0) ,NHC (0) R"® N (OH) C
(0)R'®, ~ONHC (0)R"®, -NR°S (0) ,NHS (0) ,R**\-P(0) (R") (OR'®) +-P(0) H(OR"") .-0P (0) R")
(OR') LA K -NR°P (0) (R™) (OR™) .

[0146] TRk, Z3% 11 N AL, %4 B L R 4L -C (0) OR'.-C (0) NHOR' . -C (0) NHS (0)
JR'.-S(0) ,0R".-0S (0) ,OR'.-NR"S (0) ,OR™. -NHS (0) ,R"*.-S (0) OR"’LL K. -P(0) R") (OR') .
[0147]  FEE TRk M, 23 [ 4L, %40 H LA R 4L : -C (0) R, ~C (0) NHS (0) ,R**.~S (0)
LORLLE-P(0) ®R") (OR™) .

[0148]  FL ARG, 208 B FA A b L N4 -C (0) OH. -C (0) 0CH,. - C (0)
0CH,CH,+-C(0) OCH (CH,) ,~-C(0) 0C(CH,) ,~-C(0) OCH,C H;+-C (0) OCgH, -C (0) NHS (0) ,CH, S
(0) ,0H.-P(0) (OH) (OCH,CH,) LA f-P(0) (OCH,CH,) (OCH,CH,) -

[0149]  fRAfjLizkHh, 752 -C (0) OHEL-S (0) ,0H.

[0150]  fE— STt Zi% [ AL, 4L AR 41 -C (0) OR™. ~CH,OH. -C (0)NHOR' ' -C
(0) NHCN -C (0) NHS (0) ,R"*.-S (0) ,0R'*.-0S (0) ,0R'"’ -NR°S (0) ,OR"" -NHS (0) ,R"*.-P (0) R")
(OR') LA Je UM o AR b, Z32E 1 2L i 4L E BA R 4L - -C (0) OH., -C (0) OCH,  ~C (0) OCH,CH, -
€ (0) OCH (CH,) ,~-C (0) OC (CH,) ,~-C (0) OCH,C,H,  -C (0) OC,H, ~ - CH,0H - C (0) NHOMe  -C (0)
NHCN. -C (0) NHS (0) ,N (Me) ,~ -C (0) NHS (0) ,Me . -C (0) NHS (0) ,CH, » -S (0) ,0H. -0S (0) ,OH. -NHS
(0) ,0H . -NHS (0) ,CF,+-P (0) (OH) (OH) .~P (0) (OCH,) (OCH,) ~-P (0) (OH) (OCH,) »~P (0) (OH)
(OCH,CH,) +-P(0) (OCH,CH,) (OCH,CH,) DA &% UM,

(01511 R [ R4, %4 B UL R ALK S0 C, - C i3 R IE DL RN 46, I HL I ik 3
Bl BT 1 2813/ TT LAAR R A [ R R BE IR o fRade it RO B T 4, 3% 41 i A
TR S C,-C b o IR HE DU R HE o B ARt , R O3 [ 4, 3% 4L HH DL 418 EAIC, -C,
b gk o i, RO R AL

[0152] R [ 2L, %20 i DA 4R : S0 C, - C b SE MR, 3 FLHL o ik 28 AT i o 4
12883 1) AR ) 3R ) AR EUAR S U A%t R 3% 1 40, 24 p DA R 4Lk 4., - C
e e RIS . B et R '3 1 4L, %A R DA A SERIC - C bt e BE B S A e it R
C,-Colod. SR i, R L 13

[0153]  R™ik [ N4, %A UL AR C-C b sk C -C ARk 3 . C -C bt A 3% - O -N
(R®) LA S 5L, I HL I Hh B iR S SE A e g 1 280 34N 7T LA A R AR R O R BUAC R AR o
el RHE E AL 2 4L LA ALA:C - C ki dE L C - Co B AR A2 L C, - C bt A -0 N R”)
DA 20 B e it R 1 AL 4L R UL R K C -C b . C - C s AR SR -N (RY) , o BE

18
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Z AR, R F AL %A BL R AL H 3 LN (Me) A0 =40 FR 3L L SR AR e L, R
2

[0154]  R™iE [ N4, %4 LA F Ak : -OHC,-C itk \C, -C b SR I L T 2 5 . Al bt , RV
e T 4L, 4L DL ARG : -OHLC,-C e HEARIC, - C b A e o AR e, R Y3 1 T 41, 4L pi
DL ZH K : -OHANC, -C e R o 28 W Akt , R 3% 1 R 41, 1220 b DA 2188« - O AR S
CA S AR e i, R A - O

[0155]  RUJEC -CpifRbidt o ik st R = 4 FF 2.

[0156]  R'3 [ N, %4 LA R 4L : C -Co e SRR IE , I HLIL op i 28 S AT ik M o 1, 2
Bl 3AN AT LA [ AN A A RBUR L B o fesett , R 1 4L, %41 i AR 418 C, -C ot 3 AT
SR AR, R EC -C e st o i b, R 3

[0157]  R'™“RIERE, Horp By ik HE AT L Ml 1 L 28834 W] DUAH [ 3 AS [5] FR U JE BUAR o 11
et R AT e b L RPIUR S I QA 20 o BB AR e it RTP R 20

[0158]  R'CHIR Mz dhide [ F 4L, 241 LR 4L ZURIC, - Cbe 3 o Rk it R AR Sr
Mo 5 N2 124 DA 4R SRR

[01591 Wy &k, RIORIR ™5 & AT B 422 A U T — S T A TG 6 TG AR A JE IR , 1% 44 3R 0
PR e 1A B — 5 0 A B NS OIS [ 2% B 7o D e o, RYCAIR'T 5 B A1 T BT B 422 OO 2
JRT— I 5 TC B O TUAR A LI i Z8 A FE M e 1 AL 55 — A 3 A B B 126 | NATO R %
JRF o A, RYORIR T 5 B AT BT B 2 0 S S T PR M % e T o 5 o e
Wi e 5% IR P A i My i B 4]

[0160]  R'®igk [ N4, %41 LR 4L : & C,-C hidk .C, - C B Ak 3 . C -C e a3 -N
(R®) VA S 5L, F HL I Hh iR S SE A e g 1 28 34N AT LA R AR R O R BUAC R AR o
et , R AL %A DU AR : A C - C b gt \C -C B A3 . C -C R N (R”) LA
Fe AL it R B R 4L, %4 b AR 4R 50.C,-C e RIC, -C B Ak 3k — D B
g, R3% 2L, %4 R DL 4 C, - C be ERIC, -C b AR 3 o St ik, R A i 3k
St e

[0161]  riZ0. 1842 it b, r 2052,

[0162]  fE—dH PRk st i) o , AR W ROAR B X (D itk &4,

[0163]  RUZAHC, -C btk

[0164]  R*MES B,

(01651 QJZ (CR'R™) ;

[0166]  m20.182;

(01671 RUFIR*ARSTHE F R AL, AL BL R AL : 20.C - Cbe Bt . -OHEA B -NH, ;

[0168] R R'FIRTSTHuE (1 AL, %41 AR AR L RIC, -C ok

(01691 4RO % [ Z0R 3

[0170]  AARZC,-Chdt;

(01711 ARE S 18N EUR T I6 70 A4 757 HE I HH rh iz 4 07 B vl DT bl 1 52 AT A
HRI A R IR B FE AR 5

(01721 AGANRPBHOT M [ R4, %20 EH DL R 4L = 5 38 VS U L N, -NHRTL N R,
OH.-OR".-S(0) R"\-NR°S (0) ,R"*.-C(0) OR'*-C(0O)R".-C(0)NR"R'".-S (0) ,NR'°R'".C,-C,ht

19
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HELL R C -Copa {2

[0173] n20;

(01741 Zi%e [ N 4L, i 4L LA 4Lk -C (0) OR™. ~C (0) NHS (0) ,R**.-S (0) ,OR'*A K2 -P (0)
R") (R") ;

[0175]  R™iE [ AL, Z4LH LA N AL S C,-Cobi e IR FE DL S 3

[0176]  R™ik [ 4L, Z4LH LA R AL C, - C btk (C,-Copa fREEFE LARI-N (R®) 5

(01771 R"ik & T AL, %4 LA F4LAL: -OHRIC, - C b AUk

[0178]  RYJEC,-C.hidk;

(01791 RUFIR'™ARL 3% 19 T AL, %41 LA R 4L SURI R 36 9F HL

[0180]  rjE0HK2,

[o181]  FEffLikith,

[0182]  R'JE&(ELH

[0183]  R*J&4&( K H 4,

[0184]  QF (CR'R™) ;

[0185] m;%@zz;

(01861 RUHIR™ 7 Mk 1 T 4L, 224 Fh LA 2L Al S0 2

[0187]  R*RUMIR™A T M3 20, %40 H DA 2« S0 8

[o188] A H NAH, A LA K :0A-TEA-V, JF Hpoy0.182;

[0189]  AFARMLHIE [ AL, AL A LA S0 98 T L -NH,« -N (Me) .+ -OH. -OMe. -
$(0) Me~C(0) OMe~C(0) OH. ~C (0)Me ~C (0) NH,~ ~C (0) NHMe . ~C (0)N (Me) ,, F & LA J = 45 FF
5

[0190] ns&0;FFH.

[0191]  Z#t B N4, 4L i LR 4L - -C (0) OH. - C (0) OCH, -C (0) OCH,CH, -C (0) OCH
(CH,) ,~~C(0) OC (CH,) ,~-C (0) OCH,C,H,~C (0) OC,H, - ~C (0) NHS (0) ,CH,~ -S (0) ,0H. P (0) (OH)
(OCH,CH,) LA f2-P(0) (OCH,CH,) (OCH,CH,)

[0192] 7255 — iS4, AR R (D 5t H RAR T-a) . (T-b) . (I-0) . -
d)~ (I-e) ~ (I-1) « (I-g) ~ (I-h) - (I- j) B (T-k) KL &4,

20
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R*)p R)p
FN N| NS
N/ | - kN/ | N
N&”\/\Z NéN\/\Z
(la) . (kb)
R)p R)p
N
©
NJ\(\
N&“\/\Z
R®)p (c) Ry (Fd)
N N
[0193] H E\
Z | S N/ | S
N//N\/\Z N//N\/\/z
Rp (e) ®p  (H
NS
P
]
®p (9 ®p 0

)
EN\ ﬁl X
N/ | X NF | S
NN PN A
(H) (Fk)

[0194]  Ho#FEHRAK (T-a) . (I-b) . T-¢)  (T-d)(T-e)  (I-) . (I-g) - (I-h) . (I-j) B
(I-k) Kite&44,

[0195]  ps&0.18%2;

[0196] 4RSIk [ T 4L, %40 1 AR 41 A0 F B3 L -NIL,« -N (Me) - O - OMe -
S(0) Me+-C(0) OMe. ~C (0) OH. -C (0) Me -C (0) NH, -C (0) NHMe . ~C (0) N (Me) ,~ F F& LA S = 4
A9 H

(01971  ZikE B4, %4t LL F4La: -C (0) OH. -C (0) OCH, . -C (0) 0CH,CH, . -C (0) OCH
(CH,) ,~~C(0) 0C (CH,) 4~ ~C (0) OCH,C,H, « ~C (0) OC,H, - ~C (0) NHS (0) ,CH,~ ~S (0) ,OH. P (0) (OH)

276 5"

(OCH,CH,) EA f2-P(0) (OCH,CH,) (OCH,CH,) .
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[0198] 7 55— AL ARk St ) o, iR HE X (D itk & ¥is B A (T-m) » (T-n) . (T-
p) N (I_q) ~N (I_r) N (I_S) N (I_t) N (I_U) N (I“V)j(I_W) E‘J’f’té\q:%i

NP NN N’?N+\/\z
(Fm) (Fn)

N
[\
N | X

(H) (Fu)
(FV)

[0200] ﬁtiﬂfﬁﬁﬁ(l—m%(I—n)\(I-p>\(I—q)\(I—r)\(I—s)\(I—t%(l-u)\(l—v)ﬁc
(T-w) FItL &,

[0201]  7;%-C(0) OHEL-S (0) ,0H.

[0202] 785 — ARG SERt ), R4 2 (D) ftb &9k 5 B3 (T-aa) | (T-bb) \ (T-cc)
(I-dd) & (I-ee) AL SV,

22
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R)p
1
Nf’N:\v/’Z
)

(laa

[0203]

(l-ee)
[0204] HefEAA (T-aa) . (I-bb) « (I-cc) - (I1-dd) B (I-ee) KL EWIH
[0205] pAZ0.1842;
[0206]  4ANRVST HhiE 1 T 4L, 140 T DA R 41K 0 FR B3 NI, -N (Me) - O - OMe -
S(0) Me-C(0) OMe--C (0) OH. -C (0) Me  -C (0) NH,~ -C (0) NHMe -C (0) N (Me) ,» FF Jk DA K = 4 HH
i H
[0207]  Zi& | T4, &4 L N 4R -C (0) OH. -C (0) OCH, -C (0) OCH,CH, -C (0) OCH
(CH,) ,~~C(0) 0C (CH,) 4~ -C (0) OCH,C,H, -C (0) OC/H, - -C (0) NHS (0) ,CH,+ S (0) ,0H. -P (0) (OH)
(OCH,CH,) EA f2-P(0) (OCH,CH,) (OCH,CH,) .
[0208]  7E—2H sty , iR E =X (1) A&k B SRAH ZI H FI4b S 9IA1 2 A251 .
[0209]  7E 55— EARIE I st b, AR P58 (D itk &k B RA X A-11) L (T-gg) ~ (I-
hh) « (I-jj) 8 (T-kk) FIL &9,

23
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(Fkk)
02111 HprE AH K (I-£f) . (I-gg) « (I-hh) \ (I-]J) B (I-kk) K&, 272 -C (0) OH
-5 (0) ,0H.
[0212] At 1 Tl BA 2 (D b SR i

4

P

[0213] . =
N Q

N < N
R” R 1)

[0214]  JLHQ.Z XnRURERYRURPFIAZ WA ST T 72 LI 5

[0215] ik /i vk $h

[0216] (1) ek,

[0217]  (a)fEEA M) WAL ED,

[0218] A-Hal

(02191 = (H)

[0220] H.ih
[0221] AR UIASCAT E LI HHal 2 K s 8l 2, 5 EA X Q) Mtk &4,

24
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R
3
M R
N
[0222] |
5 N
R N
X ()

[0223] H+
[0224]  R®\RMIR*Z U0 A SCrf T & S B S 45 ML e s WUBI e (49 dn g AL R A5
BB PR 15 =5 L = SR IR , 7EAEMEAL TR AE S SO, B4 H B 50 () L&)

R
A R
S
[0225]
5 /N
R N
X (X
[0226] ®E
[0227]  (b) f# BA = (K KL &9,
4
R
Hal N R3
[0228] N
R N
X (K)
[0229] M R® \RUFIR® A Sr i s I I HHal & 0 HEidl i %, 5 A AR (L) /s
q:%’
[0230] A-M/

(02311 = (L)
[0232] H+

[0233] A UnA S s SR IF BN A WL e A HLI Ke (1 a0 HLEIHER A HLAH R PiE B
AN =5INERER)  CEREAEACTAAAE T SO, PLgs B AT 30 (0 AL &4
[0234]  (ii) ERAA X KHEY 5 BA W) ke,

LG Q Z
Koo
[0235] RY R?
£ (W)
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[0236]  H:APR'\R* QX ZAMnAE I e f T s K LG A 3E 1 B L L ], FE - T8 C &
150 CHIMRIE N , A e A B M 7R &b O, LS B = (D AL A9

[0237]  (iii){Tikhh,

[0238]  {EAIEMIERAZAE T 8 e Ak A = (D Mtk &4

[0239] AR A K B , B FE AL T A A SC AT U R 2 (D) B4R S D T il 3 an AR TR sE X
B =0 (D) Bt &P 7 i i g . e e, 78 B =0 () L& 00 2 G WL i -
A HUIER <A WL ER 1 B 5 WL = S AR i . 58 A0k o, 78 B =X () AL &9 0 = Bl
Bkt o e fltidetth, 75 5B A (D) AT 2 =T B8 k.

[0240]  TEA I 55— AN SEMa ] 4, b 5245 T an A sC R U R 20 (X0 B & TE
S AnA S AT E SR B 3 (D) b &9 5 3 B G ik b, % B 38 (0 itk &3k
H N, %4 i DL R 2 2- A - 4 - BRI IE |4 - KIS - 4 - WS IE | 3- Ik s - 4 - JLIk IR | 2- Tk Mk -
4- RN BE N4 - BA TR - 4 - FERAR

[0241]  RHEA A& BHIEFRAE T 38 ng B =0 0 e e A, i B 58 OO itk &k 5 R
A DA AR 2- WA -4 - FRBEIE (4 - WA -4 - FLBENE (3-WANE -4 - FEMEBE A2 - AR -4 -
FEnEER

[0242] N 43EfE, BA R (D) LA WRELL procidal B FA4E /i, e & &
G R AWEA SRR EA R (T-1V) ftb &9

[0243] G2 W] DL AT A0 3& 2 IR LI AEAE 0 b B 25 R 2R 1], B MLk 0 (RS TR 4R
kB AR, RS B AR (I-1) « (T-1D) 8L (I-111) Mtk &4, Kb 2 & B 1, 4l in 2
DL R %6

R
3
A R
| IS
[0244] 3 -
N Q A
5 z ~
R N X)n
D@
(V) ()

[0245]  EARIESRGEE [T ] AGEIA N A “procidal”, I HLIA I — H R 5 50 LG MR FR AL
B, B BEIRIE B S P AS B B ] DURE I H BR B 3 1 o AE R 281 O T, AE R A 3 (T-1V)
itk &4, 2-GaT LAFREOR IR T R (G 2 (G7) I —A, I HEfR /R 5 A A
(D) AL IR T A% 8 0 (VD B 42 5«
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0 [ O\\S/P
S G
E)’JLO/G E\}q' No” o No”
(G1) (G2) (G3)
O O
23 “é” a ﬁ ﬁ
P
\N/ No” E\)gl\ORm E\XI|\R20
[0246] ”'L' (G4) oL o
G G
(5) (G6)
(@]
P
g“‘q"‘o’
b
(G7)
[0247]  #EH:H17-GH (G1) & (67) Fseitif 4, G R (R* \R* \R¥ZFIRZ 01 F Fir s X -
[0248]  GAEC,-Chidk C,-C M3 . C,-C btk . -C (R*'R™) 0C (0) R\ L BRI -C, -C v d -

L r BT IR S B A R AR 1 55 AT 3 iz ] o AR AL VAFEE L C - Clie L - Cpa AU E 2k

BC, - Cole 2 (AR AR o

[0249]  RYJEC,-C bk ui s,

[0250] 205';19% C,-Cohtdk \C -C hr A B BRI
[0251] 215”&%%,

[0252]  R**&4 K FH 2L,
[0253]  R¥ZEEELC,-C kKt

[0254]  LIFR1ZE27H E’Wa’*%@%?#ﬁi% It & BOR N TRk A, HoAr 2K (D) 14k
B LN ESCRTR R AR 25 B2 L IR RS T BOR 25 B R R A T
ERAFLE.

[0255]  %1:

[0256] R PIEE 1 o3RRG (T-1) WAL &Y

[0257] N

I,
x N Q Py
R N7 >< S (Xn
RY "R

[0258] (T-1)
[0259]  Hhm.Q.R* R R°ANZANE 1 i S, RFIRTE S, H Hnf0.,
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" BB B

[0260]

23/142 T

Wi % RPRY R |Z m
-

1.001 H|H [H |[-C(O)OH 0
1.002 H|H [H -C(O)OMe 0
1.003 H | H |[H -C(O)ONHOMe 0
1.004 H| H H [-OC(OONHOMe 0
1.005 H H |H |-NHC(O)NHOMe 0
1.006 H H |H |-NMeC(O)NHOMe 0
1.007 H | H [H |-C(O)NHS(O):Me 0
1.008 H | H [H [-OC(O)NHS(0O):Me 0
1.009 H H H |-NHC(O)NHS(O):Me 0
1.010 H | H [H |-NMeC(O)NHS(0):Me 0
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a4 RPRY (RS | Z m | Q
o
1.011 H | H |H |-S(0);0OH 0 |-
1.012 H | H H |[-0S(0):0H 0 |-
1.013 H|H |H |-NHS(0O):OH 0 |-
1.014 H|H |H |-NMeS(0):0H 0 |-
1.015 H H |[H -S(O)OH 0 |-
1.016 H| H [H [-OS(O)OH 0 |-
1.017 H|H [H |-NHS(O)OH 0 |-
1.018 H | H [H |-NMeS(O)OH 0 |-
1.019 H H |H |-NHS(0):CF; 0 |-
1.020 H H |H |-S(O):NHC(O)Me 0 |-
1.021 H H |[H |-OS(0):NHC(O)Me 0 |-
1.022 H | H |H |-NHS(0):NHC(O)Me 0 |-
1.023 H | H H [-NMeS(0O):NHC(O)Me 0 |-
1.024 H H |H |-P(O)(OH)(OMe) 0 |-
1.025 H | H [H | -P(O)OH)(OH) 0 |-
1.026 H H [H |[-OP(O)(OH)(OMe) 0 |-
1.027 H | H |H -OP(O)(OH)(OH) 0 |-

[0261] 1.028 H |H |H |-NHP(O)(OH)(OMe) 0 |-
1.029 H | H |H |-NHP(O)(OH)(OH) 0 |-
1.030 H | H H |[-NMeP(O)(OH)(OMe) 0 |-
1.031 H|H |H |-NMeP(O)(OH)(OH) 0 |-
1.032 H H H |[-mge 0 |-
1.033 H H |H |-S(0)0H 1 | CH(NH>)
1.033 H H |H |[-C(O)OH 1 |CH(NH>)
1.035 H | H |H |-S(0);OH 2 | CH(OH)CH;
1.036 H|H [H [-C(O)OH 2 | CH(OH)CH:;
1.037 H| H H [-S(0)0OH 1 | CH(OH)
1.038 H H |H -C(O)OH 1 |CH(OH)
1.039 H|H [H |-C(O)NHCN 0 |-
1.040 H H H |[-OC(O)NHCN 0 |-
1.041 H|H [H |-NHC(O)NHCN 0 |-
1.042 H | H [H | -NMeC(O)NHCN 0 |-
1.043 H| H H |[-S(O);NHCN 0 |-
1.044 H H |[H |-OS(0):NHCN 0 |-
1.045 H H |H |-NHS(O):NHCN 0 |-
1.046 H | H |[H |-NMeS(0):NHCN 0 |-
1.047 H H H |-S(0O):NHS(0O);:Me 0 |-
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[0262]

[0263]
[0264]

[0265]

[0266]
[0267]

[0268]

25/142 T
Wi % RPRY (RS | Z m | Q
5
1048 |H [H |H [-0S(0):NHS(O):Me 0 |-
1049 |H |H |H |-NHS(O);NHS(0O):Me 0 |-
1050 |H |H |H |-NMeS(0O)NHS(O):Me |0 | -
1.051 |H |H |H |-P(O)H(OH) 0 |-
1.052 |H |H |H |-N(OH)C(O)Me 0 |-
1.053 H H H |-ONHC(O)Me 0 |-
K2:
R R T 49M B A U (T-2) M BEAALED
ﬂ:jt*?N R’
N', =z |
o \N/N+><Q\(X}n/z
RV R
(T-2)
Horm Q.R* R ROAIZUn 2 rp B a2 S, RUFIRME A, I An 0.
i R [RY (RS |Z m | Q
%5
2.001 H (H H -C(O)OH 1 |CH:
2.002 H H H -C(0)OMe 1 |CH:
2003 |H |[H |H |-C(O)NHOMe 1 |CH:
2004 'H H H -OC(O)NHOMe 1 |CH:
2005 'H |H H -NHC(O)NHOMe 1 |CH:
2006 |[H |[H |H |[-NMeC(O)NHOMe 1 |CH:
2007 |H |[H |H |-C(O)NHS(O):Me 1 |CH;
2008 |H |H |H |[-OC(O)NHS(O):Me 1 |CH:
2009 |H |H |H |-NHC(O)NHS(O):Me |1 |CH:
2010 |H |H |H |[-NMeC(O)NHS(O):Me |1 |CH:
2011 |H |H |H |-S(0).0H 1 |CH;
2012 |H |H |H |[-0S(0)0H 1 |CH:
2013 |H |H |H |-NHS(0O)0H 1 |CH;
2014 H (H H -NMeS(0):OH 1 |CH:
2015 |H |H |H |-S(O)OH 1 |CH:
2016 ' H H H -0OS(O)OH 1 |CH:
2.017 'H (H H -NHS(O)OH 1 |CH:
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2018 |H |H H -NMeS(O)OH 1 |CH;
2019 |H |H H -NHS(0).CF; 1 |CH:
2020 |H (H H -S(0):NHC(O)Me 1 |CH;
2021 |H |H H -0OS(0);NHC(O)Me 1 |CH:
2022 |H |H H -NHS(0):NHC(O)Me 1 |CH:
2023 |H |H H -NMeS(O):NHC(O)Me |1 |CH:
2024 'H H H -P(O)(OH)(OMe) 1 |CH:
2025 |H |H H -P(O)(OH)(OH) 1 |[CH:
2026 |H (H H -OP(O)(OH)(OMe) 1 |CH:
2027 |H |H H -OP(O)(OH)(OH) 1 |CH;
2028 |H |H H -NHP(O)(OH)(OMe) 1 |CH:
2029 |H |H H -NHP(O)(OH)(OH) 1 |CH:
2030 |H H H -NMeP(O)(OH)(OMe) |1 |CH;
2031 |[H (H H -NMeP(O)(OH)(OH) 1 |CH;

[0269] 2032 |H |H H -Gk 1 |CH:
2033 |H |H H -S(0):0H 2 | CH>CH(NH»)
2034 |H (H H -C(O)OH 2 | CH:CH(NH?)
2035 'H |H H -C(O)NHCN 1 |CH:
2036 |H (H H -OC(O)NHCN 1 |CH:
2037 |H |[H |H |-NHC(O)NHCN 1 |CH;
2038 |H |H H -NMeC(O)NHCN 1 |CH:
2039 |H |H H -S(0):NHCN 1 |CH;
2040 |H (H H -0S(0):NHCN 1 |CH:
2041 |H |H H -NHS(O):NHCN 1 |CH;
2042 |H |(H H -NMeS(O):NHCN 1 |CH;
2043 |H |H H -S(0):NHS(0):Me 1 |CH:
2044 |H |H H -0S(0):NHS(0):Me 1 |CH:
2045 |H |H H -NHS(0):NHS(0):Me 1 |CH:
2046 |[H H |H |-NMeS(0):NHS(O):Me |1 |CH;
2047 |H |H H -P(O)H(OH) 1 |CH;
2048 |H |H H -N(OH)C(O)Me 1 |CH:
2049 |H (H H -ONHC(O)Me 1 |CH;

[0270] %3

[0271]

[0272]

[0273]

R 1749 BA A (T-3) BRI &9 :
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[0274]

[0275]

Hom Q. R* R R AIZ £ 3 firsE 3, R AR AL, 3F Hnf20.

s [RPRY RS [z m | Q

eE

'%-

3001 |[H |H |H |-C(O)OH 2 | CH,CH;
3002 |H |H |H |-C(O)OMe 2 | CH.CH,
3003 |H |H |H |-C(O)NHOMe 2 | CH.CH,
3004 |H |H |H |[-OC(O)NHOMe 2 | CH.CH,
3.005 |[H |[H |H |[-NHC(O)NHOMe 2 | CH:CH;
3006 | H |H |H |-NMeC(O)NHOMe 2 | CH:.CH;
3007 |H |H |H |-C(O)NHS(O):Me 2 | CH.CH;
3008 |H |H |H [-OC(O)NHS(O):Me |2 |CH:.CH:
3009 |H |[H |H |-NHC(O)NHS(0):Me |2 |CH.CH:
3010 |[H [H |H [-NMeC(O)NHS(O):Me |2 |CH:CH:
3.011 |[H |H |[H [-S(0)0H 2 | CH:CH;
3012 [H |[H |H [-0S(0)0H 2 | CH:.CH:
3013 |H |H |H |-NHS(0).0H 2 | CH.CH;
3014 |H |[H |H |-NMeS(0).OH 2 | CH.CH,
3015 |H |[H |H |-S(O)OH 2 | CH.CH,
3016 |H |H |H [-OS(0)OH 2 | CH.CH;
3017 |H |[H |H [-NHS(O)OH 2 | CH:CH;
3018 |[H |H |H [-NMeS(O)OH 2 | CH,CH;
3019 |H |H |H |-NHS(0O).CF; 2 | CH.CH;
3020 |H |[H |H |-S(0)NHC(O)Me 2 | CH.CH,
3021 |[H |H |H [-OS(0):NHC(O)Me |2 |CH:CH:
3022 [H |[H |H [-NHS(O):NHC(O)Me |2 |CH:CH:
3023 [H |[H |H [-NMeS(0O)NHC(O)Me |2 |CH:CH:
3024 |H |H |H |-P(O)(OH)(OMe) 2 | CH.CH,
3.025 |H |H |H [-P(O)(OH)(OH) 2 | CH:CH;
3026 |H |H |H |-OP(O)(OH)(OMe) 2 | CH,CH;
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3027 H |H |H |-OP(O)(OH)(OH) 2 | CH:CH:;
3028 H |[H |H |-NHP(O)(OH)(OMe) 2 | CH:CH:
3029 H |H |H |-NHP(O)(OH)(OH) 2 | CH:CH:
3030 H H |H |-NMeP(O)(OH)(OMe) (2 |CH:CH;
3031 |H |[H |H |-NMeP(O)(OH)(OH) |2 |CH:CH:
3032 H H H |-m= 2 | CH:CH:
3033 H H |H |-S(0)0H 3 | CH:CH:CH(NH»)
3034 H H |H |-C(O)OH 3 | CH:CH:CH(NH»)
3035 H H |H |-C(O)NHCN 2 | CH:CH:

[0276] 3036 H H |H |-OC(O)NHCN 2 | CH:CH;
3037 |H |[H |H |-NHC(O)NHCN 2 | CH:CH;
3038 H  H |H |-NMeC(O)NHCN 2 | CH:CH:
3039 H H |H |-S(0):NHCN 2 | CH:CH:
3040 H H |H |-OS(0):NHCN 2 | CH:CH»
3041 H |H |H |-NHS(0):NHCN 2 | CH:CH;
3042 H |H |H |-NMeS(0):NHCN 2 | CH:CH;
3043 '[H | H |H |-S(O):NHS(0O):Me 2 |CH:CH:
3.044 |H |H |H [-0OS(0):NHS(O):Me 2 | CH:CH;
3045 H |H |H |-NHS(0):NHS(O):Me |2 |CH:CH:;
3046 H H |H |-NMeS(0):NHS(O):Me |2 |CH:CH:;
3047 H |H |H |-P(O)H(OH) 2 | CH:CH;
3048 H [H |H |-N(OH)C(O)Me 2 | CH:CH;
3049 |H |[H |H |-ONHC(O)Me 2 | CH.CH;

[0277] %4

[0278] b4 FE 7 53R EA X (T-4) MRS
N 4
L .

[0279] N Z |

. \N/N Q\(X)n/z
R‘><R2

[0280]  (T-4)

[0281]  Hrhm.Q.R*\ R RFIZAN L 1 BTsE SRR AL 3 Hn20,

[0282] %5

[0283] bR 1490 BA X (T-5) EAMKILEY:
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[0284]

[0285]  (T-5)

[0286]  H:rbm.Q.R*\R'\R*FNZH#0 b R2rf fir g SR AR AL, I HnfZ0,
[0287] 6.

[0288] bR 490 BA X (T-6) I EMEKILEY):

R
[0289] N Z |
e WL L N
R N Xn
R
[0290] (T-6)
[0291]  HAm.Q.R* R R°ANZ4n F3e3rb s 3, R AR A, 3 Hnj20.

[0292] %k7:
[0293]  pRPIFE 1 53R AA I (T-7) KR &Y

N R
[0294] Z |
2 . /N+ Q\ /Z
R N (X
R1><R2
[0295] (T-7)
[0296]  HAm.Q.R*.RY.R°ANZ4n F317p i S, RFIRS A, 3 Hnj20.

[0297] %8
[0298]  pRPIFEE 14950 BA I (T-8) FIHRAL &

N R
[0299] Z |
5. /N+ L ~Z
R N R1><R2 X)n
[0300] (T-8)
[0301]  Him,Q.R*.R*.R*FIZ4n F&2d B sE LR AR A, 3F Hnf0.

[0302]  %9:
[0303]  pRPIEE 14950 BA I (T-9) KHRAEL &Y
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[0304]

[0305]
[0306]
[0307]
[0308]

[0309]

[0310]
[0311]
[0312]
[0313]

[0314]

[0315]
[0316]
[0317]
[0318]

[0319]

[0320]
[0321]
[0322]
[0323]

N P | R
5 Y /N+ Q\ /Z
R N n
R
(T-9)
Hom Q. R* RR°AIZn F& 3 e LR FIR AL, 3F Hnf0.,
2210:
MR EE 1753 EA I (T-10) B BARLEY -
N\ 4
O
N > |
5 AN N Q. -7
R N R><R2 (X)n
(T-10)
Frpm Q. RY RV RPAIZGN 2R 1 BT U, RURIRSE AL, 3 Hns2o.
11
MR PR 7498 B A (T-11) B BARL &Y -
N\ 4
L
N =z |
5 AN /N+ Q\ P4
(T-11)
Frpm Q. RY R RPAIZ AN 22 BT sE S, RURIRSE AL, 3 Hns20.
212
MR 7498 B A (T-12) B BARL &Y -
N\ 4
G
N = I
5 SN /N+ Q\ /Z
R N R><R2 Xn
(T-12)
Hom.Q.R*RR°AIZn F& 3 AT sE LR FIR A, 3F Hnf0.,
2213:

B 153 MR (T-13) AL &4 -
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[0324]

[0325]
[0326]
[0327]
[0328]

[0329]

[0330]
[0331]
[0332]
[0333]

[0334]

[0335]
[0336]
[0337]
[0338]

[0339]

[0340]
[0341]
[0342]
[0343]

R
a
+ Z
5 \/N Q\ -
R N X
R1><R2 R
(T-13)
Hom Q. R* RR°AIZn ER 1 BT sE S RFIR AL, 3F Hnf0.,
14

B EE 749 EA I (T-14) B RAEL &9 -

(T-14)

Horbn Q. RP R RPAIZ AN Ege2rh B sE S, RVFIRYE A, 3F Hon20.
Z215:

MR 7498 B A (T-15) B BARL &Y -

N” N\ 4

(T-15)
Horbn Q. R* R RPAIZ AN b 2e3rh B sE SRR A, 3F Hon20.
2216:

s EE 153 A (T-16) BRI &4

(T-16)
Horbin Q. RP R RPAIZ AN F 2 1 B sE S RVFIRSE A, 3 Hon20.
217

peF R A9 EA I (T-17) R & -
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R
[0344] Z |
s WL L N
R L R1><R2 *n
[0345]1 (T-17)
[0346]  Hm.Q.R*.RY.R°ANZAn Fge2rb fr g S, R AR A, 3 Hnj20.

[0347] 3#18:
[0348] bR FE 14950 B A 2 (T-18) B BRI &4

[0349]

[0350]  (T-18)

[0351]  Hrbm,Q.R*\R'\R*FIZ#0 LR 3rh Fr g SR AR AL, I HnfZ0,
[0352] %19:

[0353] bR 1530 HA A (T-19) BRI EY):

R
[0354] Z |
5% /N+ Q\ %
R N (X)n
R><R2
[0355] (T-19)
[0356]  H:rim.Q.R*.R*.RPFIZUN FFR 19 B e LR AR A, 3F Hnf0.

[0357]  320:
[0358] bR M FE 14950 B A 20 (T-20) KBRS

R
[0359] Z |
5. /N+ SN ~Z
R N (X
R><R2
[0360]  (T-20)
[0361]  HAm.Q.R*.RY.R°ANZ4n Fge2rb fr s S, R AR A, 3 Hnj20.

[0362] 21:
[0363] b FE 7 49Fh HA X (T-21) K A& &
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[0364]

[0365]
[0366]
[0367]
[0368]

[0369]

[0370]
[0371]
[0372]
[0373]

[0374]

[0375]
[0376]
[0377]
[0378]

[0379]

[0380]
[0381]
[0382]
[0383]

R
“ 7
5. /N+ SN ~Z
R X
N R1><R2 (}n

(T-21)
Hom Q. R*RR°AIZUn F& 3 AT sE LR FIR AL, 3F Hnf0.,
2222

B EE 153 MR A I (T-22) AL &4 -

(T-22)
Horbn QW RPRERPAIZ AN F 2 1 B sE S RVRIRSE A, 3 Hon20.
2223

Be R 7 49M E A 3 (T-23) BRI &4 -

(T-23)
Horbn Q. R* R RPAIZ AN Ee2rh B sE S RVFIRSE A, 3F Hon20.
7224 .

BeFR P FE 7 A9M EA I (T-24) R & -

(T-24)
Horbin Q. R* R RPAIZ AN e3rh B sE SRR A, 3 Hn20.
2225

B 1 53R A 3 (T-25) BRI &4 -

38



CN 111032640 B W OB P 34/142 7

(Y
Nl R
[0384] Z |
+ Z
5 = /N Q\ -~
R N Xn
Dee
[0385]  (T-25)
[0386]  HAm.Q.R*.R*.R°ANZAn B3 17p i 3, RFIRS A, 3 Hnj20.

[0387] 3K26:
[0388] bR HEFE 14950 B A 20 (T-26) KBRS

[0389]

[0390]  (T-26)

[0391]  HrFm.Q.R*\R'\ROMZ4N_EF2rp BT s SO, RMRSE S, 3 AnfZ0.
[0392] %27:

[0393] b HFE 7 49Fh HA X (T-27) KRR &4

[0394]

[0395] (T-27)

[0396]  Hrm Q.R*.R*R°FNZH1 b3 i g X, R AR AL, I Hn 20,

[0397] A& BH AL AP nl LURSE R 51 75 Ze il 4, Forh B AR 7 Ab A B 5 0, B nam .
AVQ XA ZWRELRERMLRPLRERYL R RYLRO R R™ R LR RARYRRY LR PR R LR LR,
R RYAIR ™0 b Se s . BRI, BT R 26 1 27 B4k & B8 AR BL 77 R34S

[0398]  HA3 X (1) Mtk &4 al LUE7E @& IR R, 22 A E s b ok A = 00 16
A4 LR RERPAAINAT 6 B A 3 (D Btk & 0 FHBA 3 (W) & id ke b7 (O
FR' R QX nANZ 8t o B 3 (1) B ST 58 S I ELLGHE 43 1 185 22 3 [, 51 i 4
e A, 0 = A R AR R T PP A TR T o P A R R T ) ot JE Ak Rl 4%, I S B SR 1R T
B IR BIE ZEEEHEE - T8 CAI50°C Z AR E R, B BB R O s 5 BB Wi
B AL I I . SR e R N N- IR R L B L1, 4- Tk KL 2R
B =R SRS VAT BUAFIR S Y R 3 AT R B R (D) i AL ) A) DL AL (E AR IR TR
LR VIR TR TS 3- IR R 3 - TR N TR I G L 2- R -N- FHAEJE 2 ki L 2- 1R R A . 2- (=
P AL 3L SRR, 2- P LA G L2 YR -N- PR EE S 2B 3 - R -N - R R 3 A
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J& =5 TR — W AR FE IR TR 3 - TR A R — R 3 -3-2, 2- R - (N IR A2 -
CHEIRIR — R o ISt AL A A Ak & W0 AE STk Hh 2 O A0, B AT DL © 08 S
FR 7V 4 o B 5 PT LUK AT R AN - e 26 PR (1) s L AFE AR TR IR R IR B IR R
PR ER 1) ) HAA = (D AL & i@ i E0° CAI100°C 2 [ I & IE IR E R , 72 A & 1A 7
H, A I8 BT U(ﬁJﬁu K B B = P e Jo VR ) 1947 A BHRFS 70 B 58 7K i o
[0399] N R

LG Q Z
4 \x’n 4
o R17<R2 (X R 3
A N R3 e A N R
[0400] | A W) | " .
_ R R
X (X) X ()

[0401]  54b, A =0 (D) MAL-E Y rT LLE N £ S 1& IR EE T, 7660 i3 o, 4 1A =X
X) A LR’ (R RO AIAINE % BA 2 (1) E’J%’%@ﬁﬁm)@ H5E4EMKEAX B)
55 L T4 (FEHiZ29-S (0) ,0R™L-P(0) (R™) (OR™) 2%-C(0) OR™, 3F HLR'\R*\R"™*\R'*HIR 111
Bt BA = (D B &P FT E 0 SR« BA =0 (B) Bk & W76 STk o AN, 303
AT RLE R AT T A R IR R R SR E A R T IR R B AR B R 3,3
H RS R TR S DU IR I L LA TR« MR B TR S A iR L IR 2, 2- — FRE IR AT £ 4 %
TRETR — PRI o B i T DR P8 IR N - e L R A 1 (R 35 (AN PR TR IR L BT IR R
ANV AR TR ) 13X 28 s B 1) B3 7 M3 0 A8 5 08 R T, AR R, FH B i ik
FIHEAT A BEAHR 73 B 58 A2 KA, 40 I B 7 82 ik

[0402] [N 2

1y

A Ij\r
[0403] | N Y - N \ 24"‘ N2
R NZ

“‘(X)n
g
£ (X) X (), % X () #+
m=1, n=0 48 m=1,n=0 #a
Z=S(0)20R?, P(O)(R'?)(OR'9), Z=SOsH, P(O)(R'?)(OH),
C(O)OR!10 C(O)OH

[0404]  ZEMIS=H S Rith, A R (D) L& GLdhQ&c R™R™) ,m1.2883,n=03F 2
#2-5(0) ,0H, -0 (0) ,0H=k -NR°S (0) ,OH) A LA IS 7E A3 AR B, A& s il v 1 2
2 X) BIE Y bR R RPAA TR *F B A 3 (D) Btk & E 0 5 BA R B) . (F) 5
(AF) (3R LA 7] (LY C (R'R™) OBRNR®, 3F HR'\R*R™“HIR* In 4t BA7 38 (1) 1k
EWIATE ) RN R4 U BT B3 BT IR o Al 13 AN B 3 R B i wi A id . B =X
(E) 8¢ (F) ke 340570 vl LB FEEA PR 71, 3- INREER M B8 < 1, 4- T IR N IE « )G R e L 1,
3- NI IRERIE AN 1, 2, 3-WEMEMEED | 2- S8 A0 - BE S e A0 TR ATAE oAb & 78 SCiik P 2 2
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G, BN AT DLIE I 2 0 8 SCHER VA 4
[0405]  fx ™ T3

0\\ /;’O
O/ \Ya
1 2b
= rRY
R2 1a x 3
5\‘1(5)-'??”]5 .
m= _):f__EL n= &
N Q Z
‘ oo R5 N¢ K \(xfn
R i/ \.2
o R
N\ 7
O/S\Ya EN() ’}j\-‘ ¥

m#£Z1,2% 3,n=0 #H
Z=S0,H, OSO,H #

[0406]
NR5803H

2 1a
A (AF)
AdPm=134H

n=0
[0407] A= (D) MEY (FidmA0,nJ90 HZ-S (0) ,0H) 7T BLH A A =0 (1) L&)
(Hrhm90, 090 HZ9C (0) OR™) , 38 3k 78 43 FRRFEE T, 76403 FRVA 77 vh » FH = 3 R e
i SRR R I 36 AT Ab R 1) %, 40 SN 7 G AP Tl o D0 1 2% AR R A 225 "C 1150 °C 2 [A] 1Y)
T 55 T A = PP e R e o i SRR R TR PR R R A o
[0408] [N %4
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R4 4
3 O\\S//O / 3
A R A R
N 0 cr’ \O..-Sr"‘"" o 0
| N%‘\ N | NN \\840
5 = 10 ——————» 5 = \
[0409] R N OR R N
2 K, on
R R R R
EN (A A (), £+
m=0, n=0 m=0, n=0
3 H.Z=C(O)OR'° 7 H.Z=S03H

[0410] gk, B2 (D B & aT BB A BA R 00 b &9 GLpR R R HIAZ
B B 3R (D) B AT E SR 5 A 2R ) B9 4@ R (LR R%.Q X n AN Z it ik L
A2 (D WMAEP P E ) FEMi tsunobuZS B 25 £ (dNPetitf8 N, Tet.Lett. [PY I PRAR]
2008,49(22) , 3663k iE HIABLL) T S LA 2% o Eid I I 0 45 — 2R3, & AR A =R
R e AL R A R IR — R I, JF HLA 18 00 B2 0 45 U IR  — 960 FF sl JR M O (= 3G P D il Tt
) W, an e B T7 ZE 5 Il o b SR AR SR R O AN, B T DU I O ) STER 77 V2 )
o

(04111 N Z5

HO_ _Q_ .z
" K, i
1 2 3
3 R R A R
A R
AN
[ X (WW) f\r
N - 5 _N Q\ o 4
l0412] R* SWNZ 0 R N7 7(2 (Xhn

R" R
x ()

£ (X YO\H/N“*‘NJ\OJ\
0}

& ,PhsP
[0413]  HA (D) A& YEn] DLl 7 A& IR (78 C M50 C 2 H) N, fEAIEM
FRAFAE N, 72 G & IR BOA AR A+ ﬁﬂﬁﬁ(c)ﬁwc/\% (HH1Q.Z X n R\ R*.R’,
RYRPAIALIEF X BA R (D Bk &2 E L) 554 30 (D) BB RS 1 4, 0 8 5 26 7
BT il o 638 B 77 B R S 0 B FE AR AN BR T (Cln R B L 2B R0 S T BE) 7K S Kk B R S 7K
TR « B AN =3 18 - HA 5K (D) ML &4 (Bl an2 - k2L 2. 82, 2- — H LN 8) 78 STk
o ELRI Y, B AT DB B 0 AR SRR 7 v A% o
[0414] [N T %6
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4

H R
4 N Q Z
A R -
HN" 7( N A N R’
* (D NS a_ .z
[0415] Rr—o © ‘o—r 22 - RO Kz e
: R R
RS 20

R'=H, C1-Ca i £,
Ci-Catz s s &

[0416]  HA L (C) L&Y T LB GG E (-78 CAI150°C 2 a]) T, ATk AE S
B R AR R A B R 6) k& LR R RPRIA g B =X (1)
A E ) BT 7 S0) 55 8 AT s B SR il £ i e 7 ST BT IR o & 3 I S8 AL TR L FEAEAN IR T
R, IF HAEWE R EFEEARR T8, a0 F B L BEF S5 B A3 I B F6 (AN R Tk R
SV VR R B IR TR ST L R TR R AN IR - AL ) S B AE SR H 2 2 AT (Bl 4nHuf ford
D.L.;Tarbell,D.S.;Koszalka,T.R.J.Amer.Chem.Soc. [3&E L2224 E],1952,3014) .
BA K (G) MR 7E SCHER HH 2 TR, 303 v] U FH SCHR 77 325 /1) 45 o 7~ 91 14 7 v B FEAE AN FR
F b4 mas YAREE, tiStille (il iFarina, V. ;Krishnamurthy, V. ;Scott,W.J.Organic
Reactions [HHLX M 4¢E], #50.1997MGazzard, L. %5 A J . Med.Chem. [Z5#)1k 24 & ],
2015,5053) Suzuki-Miyaura (fflfllAndo, S. ;Matsunaga,H. ; Ishizuka,T.J.Org.Chem. [&
WAL 44 4212017,1266-1272F1Ernst, J.B. ;Rakers,L.;Glorius,F.Synthesis[& ],
2017,260) Negishi (fflf1Yang,Y.;01denhius,N.J. ;Buchwald,S.L.Angew.Chem. Int.Ed.
[N AL E Brii 12013, 615F1Braendvang , M. ;Gundersen, L.Bioorg.Med.Chem. [ZE¥1H Ml
5#W465:12005,6360) fKumada (ff|#iHeravi ,M.M. ;Hajiabbasi,P.Monatsh.Chem. ,
2012,1575) o A LLZ 54 72 1) 28 XABBX S S AT H A 7= 4>k ik BEAR BXFC AR A o i V% 4 8 1Ak
7 BCAA B V8 77 AR R AT DL 2228 i A B8 1 28 AR IR IR 35, FF HLAE STk A A2 2 i) o A
T 25 (CELFEAE AR T = 960 H s R 6 PR R R 3 FF R TR 258 N 1T 4 ) 1) 28 AR IR e v A1
AT AFEAH G251 T 523

[0417] [N RT

A ]
PO S
—_—
[0418] R® o RS &AW R<o” 07 “o—R
&
X (G) % (C)

R'=H, C1-Caxz £,
C1-Carsizs

[0419]  FE 5 —Fh ik  fEGE MR N, fEE &M E A, BAA (D itk &4 (FLHaQ.
Z-XnR'R%RPREGRRIARZ i B 3 (D) Sk &4 a2 ) 7T BL i B 38 (R) b &
RIS AL TR )%, a0 OB S8 H FITRR IR o 7= 491 14 S8 Ak 7R B R AR AN PR T2, 3- 4(-5,6- &
-1, 4- 0 DY & 2R R SRR A . AL SR 2,2,6,6- DU F L - 1 - R e FE AR FE AR . A S
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JNELE SRR A SR
[0420]  Jz N 7 %8
R4 R4
3 3
A R
T Y i | N
[0421] ~ _N a. .z~ NDQ z
R5 N/ \x' 5 = .
17(2 (X R N xz XJ
RY R R” R
£ (R) £ (I

[0422]  FESIEMVIREE T AR AE ) S I I & Jm TR A7 AR T FE A G I ), B
A (R) BB (ErPQ.Z Xon R RERY R RORIA R et BT 30 (1) Bk & 9T 5 SLiT) a]
CLiEAA 2 (S) M &4 GEHQ. 2. X RERE R RUFIR A 5t B =8 (1) b &9 p s
) FEA () A HLE B A & 4 G B AR BT WL A B G AL A AL
BEA) )&, a0 ST GE9 T BRI o s % S A B 45 7E - 78°C 5100 °C 2[Rl iR B 5 7
0.05-100mo 1 %6 B Ak 45 A7 £5 T, £ 1 U DY S0k MR 55 1 9 770, PR AT 300 (T) 1 % Bt 7
(Grignard) LB R A (S) Mtk &4 A R (1) KA P AL &SR 2 2RI, 51
BT LLE s O R A SCRR T VR 2 B 3 () b ST Bl S i B A (00 e &
il & A A 30 (D) AL SR LA S B A % o

[0423] W TZR9

R* R
Ty 3
3
i LW AR A N H
Mm' ——
[0424] A7 + . ~ _N Q. .z
RS NéNXQ\(xLZ R N7 7( (Xn
3& (T) R1 Rz R1 R2
% (S) £ (R)

[0425]  EAG S (X) (1) 5 MR AE SCHR HH A2 R0, B3 T DA A SR 5 v2: 61 2% o 7~ 3 1
TEAFEEAR T BA X W) =X () BEPanT & A B A X M= @) maeEmm
I 4 JE A U (FE R 2 () A1l (L) Mtk &4, Hode 2 A AL e B AL IR B |
AVL=FINER 2L AU AV ECA BLEE) » s N7 22 105 BT IR Hal g X pa 2 BR AL
BT 2R 1 = S R IR A P R AT R R o ISR B IR B4 S ti 1 1e (Bl fiSauer,
J.;Heldmann,D.K.Tetrahedron[PUmH{4&],1998,4297) .Suzuki-Miyaura (44 {1Luebbers,
T.;Flohr,A.;Jolidon,S.;David-Pierson,P.;Jacobsen,H.;0zmen,L. ;Baumann,
K.Bioorg.Med.Chem.Lett. [V HHL LWL ERIR],2011,6554) Negishi (il
Imahori,T.;Suzawa,K.;Kondo,Y.Heterocycles[Z¥¥£],2008,1057) LA &z Kumada ({1 40
Heravi,M.M.;Hajiabbasi,P.Monatsh.Chem.,2012,1575) . A] LAZ %45 € BT XA BX S W
A E Fr =400 2k 12 1 AR R TC AR AR o ack V3 45 8 4 A7) < C AR Rk 5 7R R L B2 T DA 28 B A BRI
A SRR IE SR, HAESCER 2 2 A A =0 ) X @) A=t (L) A & STk 2
CLAII , B AT DA O 0 0 SCHR 7 v 1 4 o

[0426]  J N7 %10
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R R A R*
. 3 A 3
M R R
\ BLAR i \
A—Hal + | |
N > N
R’ NZ R NZ
X (H) A () £ (X)
[0427]
4 4
R ey & ;
3
Hal R® A R
N sk N
A—M + - —— )
R N7 R N7
X (L) % (K) £ (X)

[0428]  EA X () BIe&Y) GLdM 2 A/ WL A VLR B EE A HL =5 ER &5 A HL
B AN A HLER AT LA R 3 (X0 Btk a4 LR SRURIR gtk B A 38 (D B &
YIET € ) 18I 4 @ A R &, i S N T R 11 BT AR o SRR s B A STk A 2 2 IR (1)
HRamphalZ$ A\ ,WO 2015/153683,UnsinnZ% N\ ,Organic Letters[AHNLHRHR],15(5) ,1128-
1131;2013,SadlerZ: N\ ,Organic&Biomolecular Chemistry[BH..5EW ) T40%],12
(37) ,7318-7327;2014) . ol At , BA 0 () WAV ERBAED T ULk EA N K ks
Wy (LR SRR RF B R (D) (L T S, 9F HHal g R &g st g &, =
A R R | VRS IR Sh A R R R RR 2h) A%, T IR Pk il & BAA (D) ik & (L
M SR WL BE) s S A B S ARG M RS R, R G A A, =T R e A
HA = K) e &9 (Bin2 WWo 2010/038465) . il 2 A 20 (J) FAL &4 (M 2 F AL
PR ) B s 451 M 2% AR B G O G IR BE T, 60 4 IA ), A 18 4 1 < & AL
A IE G LA & 2 BB AEAE T, R IR EE) — 00 Ak 28 B A =X (K) A& 4 (1 nKR
2015135626) o HAZ (K) A3 (XX) f4 S W04E SCHR oo RN, B0 AT UGB 2 /15 )

%o
[0429] RN FZE1L
R* R’
3 3
Hal R M R
NS
[0430] | —_—
a2 R¥ SNF
£ (K) £ (J) £ (XX)

[0431]  fE 55—k, AE R () ’ANLE L&Y G0 AN scE HLHER 5L
i) AT LA A 2 (N) (A6 &R B AT 3 (0) Ffk & G rP R SRR B B AT 2 (1) ik,
BN RE ) 8, WS N7 S 270 T B o IR — o B S 8 S4B SCRIR PP o2 LRI 914
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Helm% A\ ,0rg.and Biomed.Chem. [HHL5 Y5> T 452 ,2006,4(23) ,4278,SauerfE N,
Eur.J.Org.Chem. [RRINAHIALF 2 L] ,1998,12,2885LL JzHelm,M.D. ;Moore, J.E. ;Plant,
A.;Harrity,J.P.A.,Angew.Chem.Int.Ed. [N HA22EFRiR] , 2005, 3889, HA = (N) A=t
(0) B4 & PAE TR 2 TR o

[0432] W TZE12

R
R3
X
[0433] / \|/ —
N4N
£ (N) A (0) £ (J)

[0434]  ZE3& AR N, £E & 4 1A b, B 2 (0 Btk GLdR® R RO AIA NS AT
B S0 v LA B A 2 () A3 (0) Itk &4 2%, an [ 8275 58 139 B o X A — I RE Y
S AFIAE SCRR R O A, 5180, Sauer®$ N, Eur. J.Org . Chem. [FRINA WAL 24 E], 1998,
12,2885, F A 20 (P) Ik &40 7E STk o CLA , 53 mT DB I L RN 77 v 4%

[0435] e W T ZE13

R4
3 3
4 N R A R
R N Y AN
[0436] / " )|\ . |
A RSP e

X (P) = (0) £ (X)

[0437]  F£ 5 —FhJ7 ik AE0E S IR EE T L AR & S iR, B (X Bk & 4 G
R RERPAIAGRES®F BAT 2K (D) S ST SO 7T LA EA R (C) (b S A 4%, e
77 214 BT R IA o I S A P DA e B AE R (51 an 7K PR R B K MR 3R R) A7 A N HEAT .28
BLARY B S AE STk A 2 E 40 (I INDE 102005029094 f1Chen, B. ;Bohnert, T. ; Zhou, X. ;
Dedon,P.C.Chem.Res.Toxicol . [FE¥)2F b2t 78] ,2004,1406) . B4 = (C) 4k &4 7] LA
LS M 1) £

[0438] W TZE14

R
A R \
_ A R
8 3 Gﬁt |
N
0439] p—o O o—r R N7
X (C) £ (X)

R'=H, C1-C4x £,
C1-Ciami

(04401 HRAEA K WAL & W mT DA% R B 1 1 SRR BR 5570 (B e T8 H LA A5 5(
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A58 FH C /) 76 7] Can 2804 L 8 771 LA R 3R THTVE PR ) J50) 0 TG 1) B 2645 0 o 3 8 o) it P RAAE T A
(7] Ry AT 3K 910 G A DA TR TR 2= 450K 711 B B 551 R A 711 7K AT 0 O SR 77 K T
S R Vs R 48 B 7R (effervescent pellet) <FLyH Ly /K EL Y FLIR « R VR B 7H <
KA 23 B TR 0 B B LR I RV AT LA I RIORE 751 S T MR /K AT R ik
754 (LK B VRIEEA LIS FIVE N EAR) VIR BTI RS VIR AL T & A i HoAth R =0, 440
MManual on Development and Use of FAO and WHO Specifications for Pesticides,
United Nations,First Edition,Second Revision(2010) [T &8 E4 W55 HIFAOFIWHO
PRt 1) & A F =0, BRG 1, 28 ki, =BT (2010) ] 9 2 Ry o kSR o o1 & o] BAEL
FEAE FH B AT DAAEAE B ARRE AT BL R Aok B IE R IR B R 2 R A DR Tl B0E
FIRHGFE o

(04417 AT DLie el 48] 2o v e i 7 45 TG i A2 7V 6 SR ) % 3K A S ) s B SR A4 T K 4
I3 E AR EURE W o0 B BCL T =R 2 400 o 3 e v P 20 34 ] DA LA A 7] (ks
2 53 A B0 AL B ) SRR PR e SO B AR A B P SR U A AL R K L R
T & ) B B 2H A ) R — R e il .

[0442] X BEyE AL A i T AR A0 2 T AR W G 4H IR B IR AE 2 AL A TP S A X
ST R 70 o T A IRV P il 2 i DA S 458 ) B (9 2, B A R T80 R TR B PR B v o ol 3
HA MO 1ZE50050K ) BAS . EANTE S EE R KR R R IR EE LA N25% 2
9596 o IR LEE A B 73 P LAAL T 5 A4 1 1 7] A 600 78 2 Add 5 ] 4% B0V 70 S v B R 40 L
(T 2 AL T & VAR T 2 B BE R AT L ALFR A an R AR (R Bl AR I VAT 4E 2R VR &
I/ T ISR IRV IG G B N IR R I L 2R IR SR eGSR IR SR A M A = U E R R & )
PASCUE ¥y 38 J IR B BOAS U R N 53 0 R AR B S W W] A, T DUJE SR 8RS 48 1)
RS B, FL rpi 1 s o0 E R A J5T ) 2] A 5 S5 v 2 DUKS 4 2 BSORIDRE R T a8 B 25 1) HLIX
LERUIR A B R

[0443] & & T~ il £ AR 48 A S BH 0 2H & W PR TR ) A2 751 A B A 0 ) o A SR Ak 28k 4 mT DA
FH <K RO R A K R A PR R SR IR R BRI O L AR SR
JREE2- T B R IER T Al EUOR IR O A OB ORR R R R . N ERE 1, 2- NS
CBENE K- — L T HRE A IEEE — £ RS O T ARRE O R
Tk N N- R PR A AN 1, 4 - R P R T R R R OOA H R
R RIR . B e R bl TR O FR L 2- SRR CRE VIRIR OIRTR L, 1, - =R Ak
2- B a- PRME d- M AR AR O BE VO BT R L O T EE R IEEE . Y - T AR =
B LB H WS . = QIR H R = R H R o e C B IR 7 IR R L SR e UK
FEWE e S0 KB 5 A PR SRR S AT LR )RR L S I A R AT RR PR AR
P | PP S TR R | PP R S T R L )RR P L SE IR PR i R R U e L TR R
IECBE IE I A\ BERR = e BRI « TR VR M 2 i A8 — F R Ry V3R 4 B VTR TR
FLIR NI BRIV A TG S P TR N R R IR O - R VR VIR — AR = L T L
HORBE IR A S 0 — R OIR R OIE CR GG CTR KR L8 T e P I H 2
Wik L T R TR S R DL AR v g TR R a0 e L DY SR R O
[[EINE2 TN NN Bt & i NG LB SR S L

[0444] T & 1) [ AR A4 2 A AN A SEA B P ARG A L T T R e R R
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SV I 3 N SR N B 5 s AN - v BN, s ISR Y SN N s NS o it N NN
AL P 5T o

[0445] ¥ 22 R 1420 ot ] DAAS ) b FH T ] A4 R0 R A i o) ot P 2 vp G 2 AR A A i mT
DA 25 A4 R B () S S R 1) ot o o R TS PR o Pl LU B S 1 1 W BHES 7 19 AE B R &
(R FE HEATTRT DA AR LAk 770 38 3 77 i Bl 2 7 sl R T At B 1 o B 28 ) 3 T v PR A o L A
B A Joe B DR R TSR 1 25, 0T b SRR IR — LA s e B O SRR IR Y AR, - R HE R TR
B s bt By /A A I RS A, W SR R A T BRIy B/ A A IR, tn A A =
FElE s 2, QA IR R 4 s e 2 ZR MR IR 11 26, 0 — T SR ZE MR N s i SR B FH R S AR I 2
W= (2- £ O FR) B L DR EA R A 5 L B B, 40 L AR By R B s 2=, in &AL+ e it
— W TRITIR I B & Wl 4 58 & e IR R G 5 34 480 £ e AR 480 TR o P ik B L 3R
Whs DR B TR BN — - R BRI Eh s UL e HoAb Y R, B an iR T :McCutcheon’s
Detergents and Emulsifiers Annual [ZF FEFEFAFAALFIEL]  MCH A & (MC
Publishing Corp.) , &R, FE VG (Ridgewood New Jersey) (1981) o

[0446]  mT DL FH T2 35 AR W i) ot 1) G AU A2 90060 955 3 s 4 A0 551) S R 2 8 759 551 L Bl
AU G RE PR AT GRS TR A BT Y VTR 28 A ) R R B e pHI ) 5 S
S P JE b A ) 1) Ak T R RSO R PR IR AR G R B R T R o
T G TR 77 425 751« A A A R DA S A 5 ] Ak R

[0447]  HRHE AR B B2 & W] CAAS S I 057 5 208 0 77 B0 6 A 420 B S A SR U5 ) Ik 4
TH S LIS 1) Joe B IR B MG SIS S TR AT AR W) VR A ) o AE AR AN U BH B 2H A HR R s n
38 A2 o it F VR S I M0 .01 % 2£10% . 45140, 7] PLYE W 8 & W) B4 1) 4% DL 5 K
TIN5 DA B A B2 R B N N W55 55 B o 032 7R el 2 0 ) 6 55 A0 477 3t S A R s ) 3
A5 A SR RO Joh BCBE AR AT I8 5 LA (PR A 3l 5 R SR Ut P 9 PR Joe SR I 48] da PR AT AR 0 5
BB AU 3, f g B A I o A0 B I S 0 R B4 C g - ., I 7 1R B0 e R i, I L2, -
C, MR IR B FR AT A=, A o R IR AR AR TR DA A 2 1 PR R i (il D9 AR 2 PR S L A A
fifs FF S RIS TG FE S & 4 2 S AT AE 3R 50 FHerbicide Adjuvants,10™ Edition,Southern
I1linois University,2010 [FR¥E 5V FIZEE, 55 10, m 7R 1 K5, 20100

[0448]  IXULEREH GWEFE WS EETEA0. 1% £99% L HZZEEIFN0. 1% 2
95% 1 EA 20 (D) b EW LA R 4% B 1 M1 % 2999 % O HC #1442 77, 12 0 ) A7 79108 0k 3
TR E BT N0E25 % B R TN R 5T A K B A& 0l AL B R B B T A0 196 2299%
TCHAZIEHEEIT 0. 1% 295 % A KL GV UL R % 811 1% 2299.9 % [ AL fil {4
), T HC AR 74T A% M R HE 4% B Bt N0 FR25 %6 R 2R TH VG P Jo o 1 7 FH 72 i v DAAIE 3 b gl
B e A4y , ue 280 FH 285 1 30 4 FH AR RE TRC A1 o o

(04491 i FH 2R 1E Wi Y il -2 A 8 Ak 5 HL B e T 438 (9 14 Joid it FH 7 92 VR0 A  ARe 42 1 7
BFHAYD B AR KA UL L S2 0 T SR R HoAth R 2= it LB TR] B 2 HAREYD . — ik
SKE, AT LKL S I 11/ha%220001 /ha S /& 101 /ha%E 10001 /haff) b2 i FH .

[0450] Lk FIBC ] & rT DLEA DU 4k (B & %) -

(04511 Ly

[0452]  JEMERLSY : 1% 595% , {1460 % £290 %

[0453]  FRTEMEF: 1% E30% , Li%5% £20%
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[0454]  VRAKRERAA 1% E80% , ikl % £35%

[0455] B

[0456]  JEMERS>:0.1% % 10% ,181E0. 1% £5%

[0457]  [E{A#14:99.9% F90% , fLi%99.9% F99%

[0458]  EVFBIR4ED) -

[0459]  EMESSY 5% E75% ,E1E10% F£50%

[0460]  7K:94% %24% ,1[i%88% £30%

[0461]  FLTEIVENER: 1% £40% ,Li%2% £30%

[0462]  WTVR IR

[0463]  JHEMERS>:0.5% %90% , i1 % £80%

[0464]  FLTHIENER:0.5% E20% , 181kl % £15%

[0465] [l {A#i4:5% £95% ,Lik15% F£90%

[0466]  Fiki s

[0467]  EMERS>:0.1% %30% ,fLi%0.1% £15%

[0468]  [H{&#4A:99.5% E70% ,fLi%97 % £85%

[0469] A BHEIAH AW v] DLt — A5 20— P R ARG F AR a0, iR 4R A8k
BH AL A 40t ] DA 55 JHL A B 25751 mld R 4 A K T R ZEL A A P o A — AN I 1 S i 45 o %
FyAN A T AR A B B RN/ B R 22 A

[0470] Ak, A = (D) B4 EW7] BLE — Fh el 22 i HAth B 52550 205450 F DA 4R & i B
LR EY) . SR A BAR S s i ‘T RN BA (D MAED) - T+ L5 g 1+
SRR LR (ELRE R R - ) s THOR LR s T+ R s TR B K T35 K s T+ MR R
TR R s T+ A M IE IR 5 T+ M E IR 5 T+oR B s THRE R R s T+3% 50 s T+ Ms il [
(B 45l % - FEE) 5 THME P s T+ PAPL R IR 5 T+ X0 P8 2B 5 T+96 Bk 5 T+ X005 Bk -85 T+
bixlozone; T+FRERE s THEIARNE ; T+ 5l s T+ A W g TR B s T+ il 5 g (B 4 e
Hf BTG - £, 55) 5 G A R i (B0 HE Sl i - FR L) 5 T+t P (B S i - £, 0%) 5 T+
SRAZ I THRRRE I ; THEURERE ; T+3A B Bk s T+EBE R (clacyfos) s THIA SR s T+ ER (B
TR - B 3E) s T+ ME B s T+ = S IE IR s T+ b FzJE (eyclopyranil) s T+ AL B 52
(cyclopyrimorate) ; T+ MBS FE ; T+E A NS (BFEEHEENE - T2 s 1+2,4-D(BFEHHE
TR AN2- 2B CUFE) s 1+2,4-DB; TR BERE s T+EH SR 2 s T+ H 2 (B HG AR VR T 28 0
SRR IEAR SN R O O R RN L) s TR R - O T
SR B 5 T+ GBI 5 T+ HEA ; THAPE A G s THaRUME B iR s T+ — F B g s THRS — Wy B i
THB PR A s THECE R s TR, s T+T T s T+ QA PR B THIE MR B R (R FE
FEME R EL R - 2, 3E) T+ IE IR (fenoxasul fone) ; [+fenquinotrione ; [+PY ML BE g, T+
g W5 R o« T+ O Al 40 i s T+ AL BE I (Florpyrauxifen) ;s T+ SR B R (FLFAS ML R
R TR s TR B A P (E0FE SRR B - ) 5 T+ SR B fl 5 T+ Ml s T+ B9 5 T+ o
B 5 T HE T R (R FE e W R - 2R - ) s T A R (B FE A HEL A LR
(fluroxypyr-meptyl)) ; T+W& BLER HI S 5 T+ 5500l i B0k 5 1+ FF T P it o 5 T+ B4 g (G L
) s THEUH B (RS LG SR S N B 2h) 5 T+E UL ERE (halauxifen) (BLFGREMEIE
P - FHJE) 5 T+GUNE s il e - HR R s T+t g UK R (B FE ML g UK R - FE L) 5 T+IAMR Il 5 T+
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hydantocidin; T+F & DR LR 5 T+FF DR 5 T+ R EH 5 T+ ; THIRBMH 5 T+ = IR Efi B
2 (indaziflam) ; T+AH Ml P (LG REFE - AL -84) s T+iofensulfuron; I+
iofensul furon-4H; [+ K ; T+ K B (ipfencarbazone) ; [+ g ; [+ R 7, T+
SRR B T+FL R B R ; [+1ancotrione ; T+H| 4B ;s THMCPA ; THMCPB; T+ — FH PU SN IR
(mecoprop-P) 5 T+ ME P B Jfe 5 T+FFJE R 5 T+ FR R A o - R O 5 T+ R il B ] 5 T+
B 5 T+ B ff s T+ 5 M B K (methiozolin) s THRATFE s T35 A Y Bl 5 TR M i s T+HH
SR 5 TR B s T+ B RB A 5 THOR R s THAMCBE i 5 T+ R g 5 T+008 K 5 T+ O e fk o 5 T+
R B 5 T+ R 5 T+ SR Rt 1 5 T+ LA s I s T+ — &b | skl T+ =R AR R T+
T R s TR s THEET5 0 5 T+IRUM Ik B Jlg 5 TR bR S S 5 T+ A R 5 T+ P i g - 0 T
R GEN TR s TN F s TR G T8O T+IB Bl ; T+ K ik R 5 T+ P R 1% gk [
(propyrisulfuron) , I+ AR EE ; T+ EFF 5 T+HEUREFE o T--00 ML B  T+AL Bk (LRG3
Pk - 2, 358) « THRS PR B ApL Mo 5 Tk P , THACk s il 2 - 2 06 s THIBEIE g Bl s THMA By ;s T+3A I 5
fif s T+pyrimisul fan, T+MEATE FEE - 54 ; T+ 1 P2 (pyroxasul fone) s T+ A% L i ; T+ S
IR s T+ EIRR R s T+ R R (LG R e R R - & 2 Fl v KRB IE (quizalofop-P-
tefuryl)) s THIRE AR 5 T+ NE 5 F00E s T+ ARIE 5 T+P0 3 T+S- S T4 FE B i s TRt Bl 5 T
+ FFREE B fi 5 THIB IR e 5 T+4RF 0 MR B 5 THREIR 5 T+IARE ] 5 TH4F 1 38 s THRE T 45 s T+
il i % (thiencarbazone) ; T+MEMy [ ; T+ 25 20 (tiafenacil) ; T+¥ELL FI4E
(tolpyralate) s T+ ML MR s T+ = FHOR B s T+3 B AR 5L i (triafamone) s T+BF 4 £ T+
Pk AR o 5 Tt I (EOHG RAERE - FH ) 5 T+ B8 s T+ — e T b (B30 = e i b - 4) 5 1
+ =R (trifludimoxazin) s T+HRAR R ; T+ ki % ; T+ =5 FERS P s T+4- e 0k - 1- 4
HE-5-HIE-3- [4- (=G H L) -2- b mE Jt ] K e - 2- ] s T+4 - F2 k-1, 5- ZH L -3- [4- (=0
FRIE) -2- ML mE I J KMt - 2- il 5 T+5- L5 B -4 - F2 0k - 1 - FE R -3- [4- (3L -2-Iibmg 2 ]
KR A% - 2- Bl s T+4 - FR 0k - 1- O -3- [4- (9 JE) -2- L mE i ] WKk e - 2- ] 5 T+4 - F2 3 -1,
5- T FAEE-3-[1-HIJE-5- (4R 3E) nb e - 3-S5 TR M d - 2 -l s T+ (4R) 1- (540U T ik S e -
3-0k) -4- LR L -5-FR - 3- P AR - KM e - 2- 5 T+3- [2- (3, 4- ZHIAJEORIL) -6- FH &R -3-
AAR-MEME -4- 3 A ] 3R (3.2, 1] he-2,4- i T+2- [2- (3,4- ZHISAFERIL) -6- F 5L -3-
AAR-WEE -4- BRI ] -5- AR - PR Ot -1,3- s 1+2- [2- (3,4- “HI AL RAEL) -6- F &L -3-
AR MR -4-FRIE TR e -1,3- Ll T+2-[2- (3,4- LK) -6- FHFE-3- 480 -k
W -4-$rHE]-5,5- “HIE-IRChE-1,3- /il 1+6-[2- (3,4- ZHIEIEIRIE) -6-HHE-3-4
WA -4-3FE]-2,2,4,4- DU FE-FR Ve -1,3,5- =F s T+2- [2- (3,4- “HIEFEFKIE) -6-
B3-S AR -MEMR -4- B2t ] -5- -3 ke - 1,3- s T+2-[2- (3,4- ZHIEHEIERE) -6-
- 3-SR - AR - 4- e hk ] -4,4,6,6- DU R EE-2R e - 1,3- s T+2- [6- RN 2E-2- (3,4~
TR OR L) -3- AR -MAE -4 - Bk ] -5- R - I - 1, 3- N T+3- [6- BRI AR -2- (3,
4- THIEFORER) - 3-SR -IAME -4 - Bt ] A3 2. 1] R -2, 4- s T+2- [6- PR A 5k -2-
(3,4- HIABEIRIEL) -3- AR -WAME - 4-FRIE] -5,5- “HIE-FRCbi-1,3- [ ; 1+6- [6- R4
Fe-2- (3,4 ZHIRFEREL) -3- S AR-MAR -4-Fk ] -2,2,4,4- DU B - 3R ke - 1,3, 5- = ;
T42- [6-FA 3L -2- (3,4- ZHIRBEORSEL) -3- A R-Mhe -4- 3R ) PR e - 1, 3- i s T+4- [2-
(3,4- HEFEFIL) -6- FIL-3- A -AME-4-FRFE]-2,2,6,6- DY FEE - PUSAE IR -3,5-
EANT+4- [6-FR N3 -2- (3,4- IS FEIRIL) -3-FAA0-MEMR-4- 3k HE ] -2,2,6,6- P4 FE - [/
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S -3, 5-

(04711 EA =0 (D MALE IR & BCAYiE n] DL 2 iR e Eh K20, Il i fEThe Pesticide
Manual ,Fourteenth Edition,British Crop Protection Council,2006[&H EAEY5FT
W, ZE PR, e EAEY R 2 25, 2006 ] HH BT E2 211

[0472]  HA (D) K- &4038 7T LAEE B HARAR F AL 2% i (i 2% SURE 71 ok 2 O R B
D PRA P AR X ek AL B S AE R A F A A TF M [The Pesticide
Manual ] H145 H .

[0473]  EA (D ML &Y SR ST R & ik 2 M 1:100421000: 1,

[0474]  XERG) ] DUA R A T DL ESE R ECH] h (FEXME LT “SEPER” W %
BA XD (b &M 5RE BRI B SRS -

[0475] A& BRI EA =0 (D Btk & er DL BB R4 & ARk i & (e T
K AANX D EY) B3 - T+, T+HE R AR (RFE % (cloquintocet-
mexyl)) s T+IA N RAENZ s T+ — F AR NG s T+HAR B (RUFG AR B - £ 0K) ; T+ HNE 5 T+ AL
J 5 T+ B I T+ U M (B0, 5 DR IE LR - £, 358) 5 THLE P A B i (Eo, G b e i i - —
4.3E) sT+metcamifen; T+N- (2- AR LR HH BRI -4- [ (FRAR AR A L) & ] R me o Jie A T+
fir R Ji o

[0476] e )2 BA 2 (1) MALE Y05 38 TR I i - SORIE ML IR (G35 R I e g -
43E) FRENE (LI R EIE) A1/ BRN- (2- B AR RO FRBE L) -4- [ (FF 28 - S B ) (0 ] 2R
o VRS o

[0477] Eﬁiﬁ(l)ﬁﬁﬂc/\%ﬁﬁﬁé AE AT LA S iR e B 20, 1 an 4 fE The Pesticide
Manual, 14" Edition (BCPC) ,2006 [ & 47 M, 55 14k (BCPC) ,2006] B2 Ef o
PE I RIS F T — PP BB VS VB VR Bk B R BB B ER (WITEW0 02/34048
b EE ) , B X R M 2B (fenchlorazole-ethyl) A& M i & H T il 5
(fenchlorazole) ,Z54E,

[0478]  fiLikh, BA X (D FE S 22 ARG 2 M100: 12 1:10, JEHZM20: 1
£1:1,

[0479]  XELYRGH W] DUA R A T DL ESE R0 ECH] b (FEXME oL “SEPE R W %
BA XD b &5 22710 BEEY) -

[0480] Ak AR EA X (D) B G WAE N BR B2 A F 0 o R, A% B — 2B 4s F T
AR E WY 775 %07 108 A BT IR AR A s e AT T 3 B it FH A 0 B A K B
ML EPIEC S A TR S RS, 6] B fa RS0 Jlb 8AE IR A= K BB 1k Bl
DR EE EE A R R AR R AR E R RE) o BT BRI A KB A K
X 3.

(04811  HA 0 (1) B4 1t H Lk 28 m] DUAE 56 10 BR B 9 A8 4 I H B e T 4 38 ) 4 Joi
it B 732 (P Rl s B8 s s it A TR 9 s e A it 55) AEEY) s il —frek 2
T A B RS AT 1S 2 A AN FLAth 52 it FH 7 v it B TRD AN B A A 4 S BE 1 TR 25 o AR i AR i
i) B 2 (1) AL & 403E % LLI10g/ha%E2000g/ha It Hi /& 50g/haZ 1000g/ha ) Lt i
o

[0482] B @ I WG 2 St A7 i A L S R @ I B T R T AR I 2 AEHE AL b g
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B s AL 3 AT DS FH LAt 5 v Aok (BT XER KD S Ei=e .

[0483]  m] DL AR 45 A< i BH (0 4L & 0 A P S AE D in s 90, 9 ok 22 ANz i
IRy ST AN 1 B 3N v QW 0 NS AN 2 S WS A

[0484]  {EAHEYDIE o] CACLFERT , G SRAR AR AR B0 B At MR R o 3 L 5 IR AR LA (A
HE) EAR R RS .

[0485] {4 3 49t B Sy ik B8 3k MR 1 8 A v B I 2R R TR ) T T 0 R )
B2 P 2] R B 551 (481 an ALS - 1) 77 . GS - I i] 35 \ EPSPS - # il 71) . PPO - 101 i 551  ACCTHtg - )
#1177 A B2 HPPD - 1 7510 FAD i 52 12 F 0 S8 VR 40 o 3l 3o MR P 8 b 7 E 0 k7 JEL St R e e e
(g, R SRR AR A 52 1 R E P 1) S22 Clearfield ® B 2231 32 (R 2 1z (canola) ) »
T I L PR TR U v O A IR T JHOGT I R PR 52 R A 1R ST 1 e J AR R A
Ptk oKk f A, ix st ok A RoundupReady® fiLiberty Link® 5 ks 4% 7 =& 7]
B -

[0486] Rk N4 BE A ik L R TR 7 vk B2 R 7 How 3 B Bt i e /54,
BBt Tk Cof BRI T K AEAG BLik) Beiffe AR B & g Pitk) DL IR Bt L4 % (4
B2 h 2 W dgHME) Bt ERMSZHENK®RBt 176 F K38k (4 IEiAFh T4
(Syngenta Seeds)) .Bt&E & A& H 75 25 & 2R A 8 H 34N R R AR AR 2 1 5 75 3% B EE %
B IS B 2% A T S DR R A F S 45 A A SR AEEP-A- 451 878.EP-A-374 753.W0 93/07278.
WO 95/34656.W0 03/052073F1EP-A-427 5291 . A& — AN B Al A B Ak ik

—Fhal 2 P EE 2 02 R 0 B S R A 1 S22 Kmo e KOut ® (£2K) WYield Gard® (E
*) . NuCOTIN33B® (#1£) . Bollgard® (#71£) . NewLeaf® (%% %) |

NatureGard®UL [ Protexcta® o 1Y) /E V) sl LA 74813 AT LA 57t Bk 5711 ) 9 B
[t R R (“Shnny” # IR 5 5) i, B0 PA7E B A FRIE R B RN Cry3ik
H BRE 77 0 IR B 2 i & H B 1

(04871 {REWpad B PR AR D A5 18 ik 55 R0 & P 07 vk B (R AR SRS 5F B 5 A Frig i H 1t
PR (48] 4 et B A A7 A 1 B v R SR DA A St B A k) (R RS AR

[0488]  H.Ath A FH IFE ) ELH6 51 Un 75 5 /R BRI B L 28 [l DA A 8% 55 i B8 e b b A
FH B R 5 R B, DL B AE ), GnAE T BRER o

[0489] AR EAEA 2 (D) P& A A st v] DL 42 1) 22 F 1 R0 0051 2
B PR o 38 AT DL A 45 o ) B R ) SE ) B KRR 22 R BT A L T
(Brachiaria plantaginia) - 4% (Bromus tectorum) .yHVb &L, 5 F (Digitaria
sanguinalis) #¥ (Echinochloa crus-galli) . ZHF4 BEEH 2 BT KRB
(Panicum miliaceum) .—&HAH.ZOK (Poa annua) JJiJEHE (Setaria viridis) KM EE
(Setaria faberi) FIPH %2R (Sorghum bicolor) o AJ PARE % Hill A KT~ -4 1) SE 1) 0, 4%
T R < SR T BT BE L B2 B (Chenopodium album) « &SR AR B BB L 22 2048 B ik G 25
2RI AR CHT SRR AR R BE VR B R N DL R H T

[0490] ARG/ HED R A T HEEFEHE LT (burn-down) N A, FF H A IR
Al TS E A B K EGRREYIEY) .
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(04911 ZL 7 188 ek 258 451) B 19 248 . i B A O BH 1R AN [ 077 T AR St A o 87 24 B0 () A2 5 AE AN i
AR B B R 0T 5 AT RIOS4E 5 i R A 2.

[0492] sy

[0493] 4527k iy <451 FH >k i BH 17 A PR 1) A< & B

[0494]  Fc il fih SEA

ERL:208 a) b) ¢
E RS 25% 50% 75%
R F BB 4R 5% 5% -
F AE K BLER A 3% - 5%
[0495] —F T XEHRM - 6% 10%
XBEC B8 - 2% -
(7-8 mol 893K £ T %)
= B Ry AR 5% 10% 10%
o A 62% 27% -

[0496] Rz & 5iXLed ) 70 70 IR & I BRI &7 & & R ALH 78 70 IS , T 25
HH AT DA FH KR B 1T & e 7 B2 B 2 ) e T R P 3 1 7)o
(04971  F[

X 350 10%
FEARRC B8 3%
(4-5 mol #93R & TI%)

[0498]  + e K X AR 45 3%
EARGBECL_ERE (3B5mol HFATK) 4%
3R ER 30%
—WERAW 50%

(04991 FEAEWN OR rb AT LAAE P AT A AT e 75 22 (0 B 2 1) L0 AT LI T FH 7K R B X
RFIRAE AT o

£ 5| a) b) c)

& RS 5% 6% 4%
[0500] . 95% - -

=4t - 94% -

5 W - - 96%
[0501]  JE I Wz & 5 HARIR G FF KR A WAE & 3& AT ES L A it B 3R A5 S B ] i

A5
[0502] £ H LKL

53



CN 111032640 B W OB P 49/142 7

&R 15%
[0503] KR & B BR 44 2%
RPEAGER 1%
[0504] &5 ¥4+ 82%

[0505] ¥z & HiXEeEFNE S IF BT EE , 3 H B VR &9 /KB B R &4 65 o B
SRR T4
[0506] 0 4% Uk 55

[0507]  yEMERK S 8%
[0508] 3§ 2 % (4> T-5:200) 3%
[0509] =&+ 89%

[0510]  CKpA& 4 5 1) 2H & 7E VR A 2% A 2 S Mt A 1 F R 0 iR B i b DAL
ARG To AR B A FORL T o
[0511] Bk 4aY)

EFERS 40%
73y A 10%
FEBMRC_E® (15mol 893X K TI) 6%
[0512] KR % B R4 10%
RPEGRE 1%
BEid (RTFAEKP 75%8 L& H X) 1%
XK 32%

[0513]  CKe kG 4HBIE B (0 20 & 553X Le /e 51 2 DIV &, AT 45 B VBOR 4 4, T LA i F 7K
Hii B M AZ I A DD ARAT E AT AT AR P 97 B2 B P R B

[0514]  ZRREI IR 3 BT

(05151 K52817 HIALE 5 240 1 57 B VA 77 LA R T4 B FR AR — R U IR I / 22 1 PP Rk - SRR O
FEIREE RS (8:1) FATIR A MR EWAEL. 243 Y5 LRI 0. 0543 B VH T A L
51. 643 F7K BT & Vb BEAT FUAC B 204 2 7y B2 BORLEE o [A) L LB R IAES . 343 B 7K
2.8 KL, 6-C IR S KR SN B2 R G RN TE -

[0516] N4 3RAT 1) I J =0 I VIR N O . 250 11 3 AR 751 LA K2 34 () 73 BRI HEAT B o 2 I
PR TRC ) 28 %6 HITE ML BT o 12 U FE ) ELAR /2 8- 156K

(05171 Re B4 e il it A Dol FH 33tk A 26 B b R /R vk Bt FH 21 b -

[0518]  ZH5iE .

[0519]  Boc=/#fl ] S FE L

[0520] br="Fl&

[0521]  CDCl,=%f/j-d

[0522]  CD,0D=FHIf#-d

[0523] C=#RKJ¥

[0524]  D,0=7K-d
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[0525]
[0526]
[0527]
[0528]
[0529]
[0530]
[0531]
[0532]
[0533]
[0534]
[0535]
[0536]
[0537]
[0538]
[0539]
[0540]
[0541]
[0542]
[0543]
[0544]
[0545]
[0546]
[0547]
[0548]
[0549]

DCM= S H it
d=_"HI&

dd =X . E g

dt =X —H I
DMSO= " Fil 3£ IF K,
EtOAc= 4R Z. T
h=/Nif

HC1 = #h R

HPLC= = R AH v (R T4 8 1 A TP HPLCH 2 B AN 7 VA k)
m= % H %

M= & /K

min=74)ff

MHz = JK % 2%

mL=2=7}

mp = f# .
ppm=H JJ 73 %

q=PU
quin= L HE &

rt==

s= HI&

t=—HE

THE = U &5 I
LC/MS=BUAH € 3% o 11592
1] & T S AHHPLC /7 75
Bk & WEWaters FractionLynx Autopurificationz 4t b f# FHHES+/ES-iH it i

58 ) [ ) 4 U HPLCAEAY, , 1% R G0 & B 254580 B 25 276 TV 5 2% /ISt B2 48 . N5 1548
JE 4% .SF0.2998 ¢ Fe — M & BEH (Y ] (nm) : 21042400) 2424ELSDAIQDa i #24% . Waters
Atlantis T3 54K 19x10mmiR4 4 S5Waters Atlantis T3 OBD, 54K 30x 100mmf| & 4L —

AL -

[0550]

B A 7V  FE TS IE AR HEFL (V) 2000, YEIEEE (°C) 120, HEFLA0% (L/Hr.) 50

[0551]  Jii &y (Da) : 1IF100%800, 711154800,
[0552] AR 4 DA N EREESR, I 11, 44340z 47 i 8] SR R 4T 1) 2% BUHPLC (AN FH EAEF i, FH
FEBEARGTT) -
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[0553]

[0554]
[0555]
[0556]
[0557]
[0558]
[0559]

[0560]

[0561]

[0562]

[0563]

Jnmkigg (10g) A1 = 1F T 3 &40 (44 . 6g) LETHF (100mL) H [PAE TR - 4 e NVR &

B 18] BRMA |BERNB |ARE
(min) | (%) (%) (ml/min)
0.00 100 0 35
2.00 100 0 35
2.01 100 0 35
7.0 90 10 35
7.3 0 100 35
9.2 0 100 35
9.8 99 1 35
11.35 99 1 35
11.40 99 1 35

515%%,0ml/minZ i (ACD)

515%%,1m1/min 90% FH % /10% 7K (A FR)
VA 5 750.05% =% LR 7K
WHIB: 2 0.05% =9 LRI .0

il 2 5K 451

ST 2- (4-WEIE - 2- FEMAME - 1-85-1-5) ZASPL HhA TR #%

C Dol

21 ~Tﬁ(ﬂ$ﬂ$ 4-3) Bl i) %

7o

FE-T8°CLAERTT » i) 57t A i s B A ) VA Y (DY S e ) IV, 125mL) H 35

YITE-78°C it

BB B S NYR S Y IR 2 =R R A K &AL (100mL) ¥ K I+ H 41 2 B

(3x150mL) A= HL o 4 A5 M= S B B AN T M4 , e 44 i i
30% LFR LBEVEN) - 153 B IR AR O BAIR A =T 2k (WA 15 -4 - 56) B ke

[0564]

[0565]

RN AL (S ke )

'"H NMR (400MHz,CDC1,) 9.17 (t,1H) 9.02 (dd, 1H) 7.54 (dd, 1H) 1.57-1.49 (m, 6H)
1.37-1.29(m,6H) 1.19-1.13(m,6H) 0.92-0.86 (m,9H) .

RO L 2 - Wk I - 4 - LI (o] 4%
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—N —
[0566] <: >—<j\N
\ /7 \

[0567]  ff2-JRMERE (2.50g) F1 =T & (MR -4-55) 2kt (5.80g) 7£ VU S MKIR (25mL) H 1%
AR S 20min. 78 2= i FRPY (S E8 ) 42 (0) (1.80g) INA R MIREYIH , I HIA
Ja TE120 CAERIE H B ST 30 73 o 4 I TR S R N /K A, 37 HOFH 4088 <18 (100mL) A5
WA VUZ WS st — Ak ekt (H A F 1980% LR LBaHEN) 15 2 2K 6 [l
PRI 2 - Wk IR - 4 - FLEIE

[0568]  'H NMR (400MHz,CDC1,) 10.17 (dd, 1H) 9.39(dd, 1H) 8.92(d, 2H) 8.43 (dd, 1H) 7. 39
(t,1H)

[0569] PR3:2- (4-WE g - 2- BEMANG - 1- 845 - 1- %) SRR ERAL ) 1) %%

[0570] ﬁooc H2- Wk -4 - FEmEng (0.120g) F12- IR LR EM (0. 196g) KRG PIFE/K
(2.3mL) HftFE42/ NN R VIR A %Wﬁﬁ— Ik 1) % A S AHHPLCARAL, , 25 H 52 K €6 ] 4 4R
(112~ (4-WEIE -2- FEMAMR - 1- 345 - 1- %) LR

[0571] 'H NMR(4OOMHZ,D20)10.19(d,1H)9.84(d,1H)9.20(dd,1H)8.99(d,2H)7.64(t,1H)
5.27-5.18(m,2H)3.71-3.63 (m, 2H) .

[0572]  SA5i]2 . 4 - kWG - 4 - B g (1) 1] £

[0573] N/_>—<:\N
\\—N/ \ N”

[0574] ] fkdp /NI P 3B N =T (AR - 4-2E) B¢ (0.387g) «4-&MHE (0.100g) Y (=
RELN) HE (0) (0.101g) “#ALEE (0.265g) AL E 4 (0.00665g) A1, 4- —R&EE (4. 37mL) FF
TERRCBE 264 F I #RER 140 CRESE1/INGT o 4 I B TR A iR 48 il — S AR e it vk Al ik (F
TE B II0ET0% LG RIEEEE D) 25 B RS G [ AAOIR 114 - Ik R -4 - g

[0575]1  'H NMR (400MHz,CDC1,) 9.90-9.83 (m,1H) 9.41 (dd, 2H) 8.97 (d, 1H) 8.21-8.13 (m,
1H)7.89(dd, 1H) .

[0576]  SE5i3:2- (4-WENE -2- FEMAIE - 1-$4-1-58) 218 T RS AL A2 1K 1] £

OO —§=

[0578] ¥ URAR LR H e (0.755g) N 3] 2 - Wk - 4 - FwEnE (0.505g) 7E PR (6. 4mL) )
R, FRAE60CINFA24/ NS B S TR S W0k 4 I HA AR M H — SR et B o 4 i 45 [
PRI E , FH IR BEE: IF T, 45 R C [ AR ()2 - (4- Mg -2- JEmARE - 1- 845 - 1- ) SR
[N/

[0579]1  'H NMR (400MHz,D,0) 10.22(d, 11)9.84 (d, 1H)9.30 (dd, 1H)9.01 (d, 2H) 7.66 (t, 1)
5.84(s,2H)3.79(s,3H) .

[0580]  SIffil4 : (4-MENE -2- FEMANGE - 1 -85 - 1 - J%) HRER ERA3 M 1 %
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o)
O“*‘s”—o

[0581] </:N\>_</j\\N+_/
=N —N

[0582]  7ES0°C,H42- (4-MHNE -2- FLWAMR - 1-$5-1-5) L1 HERIR1LY) (0.420g) £E = H1 %
F e e ik SRR R T (4. 96) T AEPEO6 /NI o e S TR B W0 /IN Lo b FH ZKAE K iR 4 O B 1o 1 46
M SRRHPLCAAL , 25 HY 52 iR AR C [ AACTR B (4 - W - 2- Mk ER - 1- 845 - 1 - ) VIR #h .
[0583]  'H NMR(400MHz,D,0) 10.26 (brs, 1H) 9.94 (brd, 1H)9.27-9.39 (m, 1H) 8.96-9. 14 (m,
2H)7.56-7.73 (m, 1H)5.97 (s, 2H)
[0584]  Sf55:3- (4-WREHE - 2- HEMANE - 1- 5 - 1-55) PbE - 1 - IR hAG HY ) 7%
0
osd o

OO
—N —N

[0586] [ 2-WAR -4 - BLmsiE (0.200g) 7E1,4- HELE (3.79mL) HFIVATR F NN, 3 - PR
Wi (0. 189g) o KR G WIFEIO CHEFEA4/ NS o i P 45 8] 1A 358 H 5 FH P 0 25 o i [ A e 5
T [AHHPLCAEAY, , 5 H 3~ (4-WWE - 2- FEMKIGR - 1-$45- 1-F%) I e - 1- PR &6

[0587]  'H NMR (400MHz,D,0) 10.18 (d, 11)9.80(d, 1H)9.19 (dd, 1H)9.00 (d, 2H) 7.64 (t, 1)
5.01(t,2H)2.98(t,2H)2.53 (quin,2H) .

[0588]  Sf56:3- (4-MEWR -2- FEMAWR - 1-345-1-2%) AIR2, 2, 2- =S LI ERAI R il 46

OH &
N
[0589] <:\>_</j\\N+_/_<O FWJ\O
—N _N/ F F

[0590] DR . 2- Wk R - 4 - JL AR ) il 2%
N— —

[0591] <¥ N
\ N/ \ N//

[0592] 5 =T 3 (WEME-4-3%) B4 (3. 87g) (2- &ML (1.00g) JPU (=L B) 4E (0)
(1.03g) 11 ,4- —RELE (43. TmL) HIVE-& YD LESE S5 AF T E 140 CHEEE LN 4 [ B R
G g FAE A R B & 0% 250 % L IR R A4, 45t 2K F ]
PR )2 - Wk Ige - 4 - FE L s

[0593]  'H NMR (400MHz,CDC1,) 9.87 (dd, 1H) 9.39 (dd,1H)9.19 (d,1H) 8.81-8.75 (m, 1H)
8.72(d,1H)8.11 (dd, 1H) .

[0594]  JDHR2.3- (4-NkME-2- FEMAIR - 1- 85 - 1-55) AR H R AL () ) %

[0585]
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O—
N
[0595] <:\>—</j\\N+_/_<O
=N _N/

Br~
[0596]  ¥43-YRTAER H Hg (0.518mL) I F2-KAME -4- Feiikik (0.250g) 75 4% (15.8mL)
IR o B S REVR A DI AE 80 CREB224/ NI o [ VR B Wik 4 , I B i R Wi+
AR I S B e B K AR IR G S 25 ) AR RCIR PR3 - (4-THEigs -2 - WA - 1- 85 - 1
) IR H ESIRAL Y (fEN53- (5-MEHE-2- FEmiiE - 1- 85 - 1-55) INRES IR : IR &
) ,’I%/ﬁ\:ﬁt*ﬂnnﬁﬁﬂ:): S
[0597] PR3.3- (4-MEME-2- JEmAE - 1-45- 1-28) NR2, 2, 2- =9 4R ER A9t 4%
[0598] 4@3 (4-MLEPgR - 2- AR - 1- 845 - 1-J%) TN IR H VR AL (0.515g) FIKR ERFR (11. ImL)
(PRI B P I AR ZE 80 C FEEEA/ NI o 5 S NETR A 074 E I LA L B I B S BV A ik
2 38 L 1) 45 Y SOAHHPLCARAY, , 25 H AR CRCR 193 - (4-MHERgs - 2- BE AR - 1-855-1- 55) N IR
2,2,2-Z®m LR
[05991  'H NMR (400MHz,CD,0D) 10.28 (d, 1H) 10.00 (d, 1H) 9.62 (d, 1H) 9.28 (dd, 1H) 8.96-
8.93(m,1H)8.90(d,1H)5.19-5.12(t,2H)3.28 (t,2H) »
[0600] S5 7:2- (4-WANE -4-FEBAR -1-545-1-2%) ZBEERERAT LI &

o

[0601] — o
(O

[0602]  JDUR1:2- 2- AT SEILIRIEINAL) LAEIR2, 2- — FIBL PG 1 1) 2%

H O\\//

[0603] \|<T \N/\/S\o/\|<

[0604]  KiBoc- B/ (1.00g) IIAE| 2 JaHR2, 2- — HI K A (1.35¢) 7£ ¥ (10. 1mL) H1
FVA R IR N R T0 CREZE24/ NI B SR , 4 Y B2 i (o TBUAACIR K2 - (2- BT S 2 Bk
L) AmiR2, 2- — RIS

[0605] 'H NMR (400MHz ,CDC1.) 3.90 (s, 2H) 3.38-3.30 (m,4H) 1.50-1.43 (s,9H) 1.00-0.97
(s,9H) »

[0606]  JDIR2: [2- (2,2~ = FIL N S IE AR I L) £ L a0 | UL ) %

H
| ,.H % //0

N S
[0607] H H/\/ \O/\|<
ClI”

[0608]  H52- (2- KU T AL FRIE W IE) L B1R2,2- I EEPIRE (1.00g) AI3MH B AL
(24.2mL) FIIR EVIININETOCHRFER TN o Ff S MR S04, 20 B 2L BRI [2- (2,
2- HISE NSRRI AL) 2R ) AL, AR R BN [H AL

[06091  'H NMR (400MHz,CD,0D) 3.95 (s ,21) 3.59-3.53 (m, 2H) 3.44-3.39 (m, 21) 1.00 (s, 9H)
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PR S A 2120 % PR IF HAZJEAEAE A
[0610] U3 :4- (3-WRHEE) WA 1) | &

o}
[0611] @—C\\N
= _N/

[0612]  [r]4 - PSRN - 1- 8559464 (2.509) ERIRAN (2.2g) LA 2K (17.3mL) FI1,17 - XX
TORBEERL) Rk AR (T1) (0.634g) MRS W R INN3- BRI HIER (1.00g) 7E £ 1
(17.3mL) I AE R T IR A0 CRF L 24/ N o W s BV A4 88 st ik v

T PR TR R K S & TR A5 C, S8 55 A B & B A R

A HLZE FH SR Be  H FBR R 85 18 o 1 v 4 1) 8 VRAE — i 4tk (R ke Y 0-

100% LR LERIBRFEVERL) - 25t R IREL [ ACIR 14 - (3-BRIRG ) AN o

[0613]  'H NMR (400MHz,CD,0D)9.45 (s, 1H)9.03-9.16 (m, 1) 8.36 (s, 1H) 7.86 (dd, 1H) 7.71
(t,1H)7.04(d,1H) .

[0614]  2BR4.4- (2,5- —FHIAEE-2,5- RN - 3-J5) Wk EE (1 il 4%

\O

@]
[0615] / \
Q_C\ —/N
e N

[0616]  4- (3-PRMEHL) MkME (0.025g) AR IRE N (0. 14g) 7E HIEE (0. 5ml) H VR & 44
HAE-10°CHH IR (0.069g) - 307385 » FI 11 LD AP B R S04 AN LMK P Bt A R M
(3mL) VK S Lo 47K JZ H R CERZE B A WLZ R4, 45 HifHA4- (2,5- %A -2 ,5-—
SN - 3- J5L) Mk

[06171  'H NMR (400MHz,CD,0D)9.42-9.41 (m,1H)9.20-9.19 (m, 1H) 7.85 (dt, 1H) 7.02-6.94
(m, 1H)6.08-5.77 (m,2H) 3.46 (d,3H) 3.42(d, 3H) .

[0618]  DURS:2- (4-MAME-4-FEWAME - 1-§4- 1-55) LR ERALL 1 2%

[0619]  ¥4- (2,5- ~HIEIE-2,5- A WKIH-3-3E) KA (0.500g) F1[2- (2,2- ~HFEHH
FEREME L) £ R S bz (0.658g) MR A ITE60°CAE /K MEMELER (12mL) Hm#A2/ N
W I LR B DR 48 1 3 1) 4% T S ARHPLCAE AL , 25 H AR G0 [ AR 1192 - (4- Mk hgs -4 - JE A
e -1-85-1-%5) LREER 2

[06201  'H NMR (400MHz,D,0) 9.80-9.97 (m,2H) 9.62-9.75 (m, 1H) 9.35-9.50 (m, 1H) 8.97
(dd,1H)8.19-8.42 (m,1H)5.20-5.29 (m,2H) 3.59-3.73 (m, 2H) »

[0621]  Sf58:3- (4-MEME -2- FEMANR - 1- 545 - 1-28) IR SALPIA29 1 1l %

OH
N
[0622] <__\>—</j\\NL/_<O
=N =N -

Cl
[0623]  FH/K (3P AARFR) Yo H A B 7R #t g (5.84g,Discovery DSC-SCX) HIFE K
VIR B /D B K I3 (4-TE e - 2- JEmAME - 1-84-1-38) THIR2, 2, 2- =& 41 2: (0.292¢0) hn
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AR BB S HK G VEAE , FF AR5 FH2MER IR (3N EEARAR) Weflit - e Ui B ik
VRIS o 1 T ROIR AN 3 - (4- MR -2- SEMEIGE - 1845 - 1-5) MR AL -

[0624]  'H NMR (400MHz,D,0) 10.03(d,1H)9.80(d, 11)9.35(d, 1) 9.05 (dd, 1H) 8.87-8.82
(m,1H)8.76 (d,1H)5.08 (t,2H) 3.22(t,2H)

[0625] 45|93~ (4-MIEWE -2 FEMKIE - 1 -85 - 1 - 55) IR Y i AL D A3 0 1 1 4%

O—0
N
[0626] MN L/_<o
—N — -

Cl
[0627]  FHHIEE (3 MR Vel A B 7 2C #M i (1.6g,Discovery DSC-SCX) Eﬁﬁo
BB DEFEARM3- (4-Nb-2- AR -1-85-1-5) NiR2,2,2- — 8 LR
(0.081g) Mn#k BAE b o 1 %% W B GAMERER) BEliAE, H HLAA 5 H 3N B2 £ R (3444
FR) Bl o W W SR B B A 4, 13- 31 2 35 0 JRCIR A 3 - (4- b igs - 2- Rk e - 1- 855 - 1-3%) TR
H i &AL
[0628]  'H NMR (400MHz,CD,0D) 10.30-10.26 (m, 1H) 10.04-10.00 (m, 1H) 9.66-9.64 (m, 1H)
9.33-9.30 (m, 1H) 8.97-8.93 (m, 1H) 8.91-8.88 (m, 1H) 5.25-5.14 (m, 2H) 3.71-3.68 (m, 3H)
3.35-3.27 (m,2H) .
[0629]  Sf510:3- (4-MENE-2- FEMAIGR - 1- 345 - 1-55) IR R ARR2,2,2- =5 LR EEAS 11
%

04< 0
[0630] </:N\>—</j\\N +—/_<o F>()|\O_
/ 3
—N —N F

[0631]  Kifdl Ak (0.24g) FI3- G MR 7 A BE (0.357g) N2 2- Mk -4- FLmzng (0.25¢) 78
Ji (6mL) HH I H FHEAESO C M FA25 /N o 4 S VR A Wk 44 5 J k- 1 % 284 [ AHHPLC A

ch A SRR ROIR I3 - (4-WEnE -2- JEmk R - 1-85- 1-2%) INBR RN TR2, 2, 2- — 3 LR h

[06321  'H NMR (400MHz,CD,0D) 10.29-10.43 (m, 1H) 10.02 (d, 1H) 9.36-9.49 (m, 1H) 9.04-

9.18(m,2H)7.63-7.76 (m,1H) 5.10-5.24 (m,2H) 4.92-5.04 (m, 1H) 3.14-3.41 (m,2H) 1.12-

1.25(m,6H) .

[0633] S5 11:3- (4-MANE -2- JEBANR - 1- 553 1-255) N ERIRALAIAL07 (1)) %

[0634] <: >_</j\\ _/_<
—N

[0635] HS-(4-HM‘[‘E-2-ﬁﬂLﬂ%-l-%-l-ﬁ)WE&EIHEEZ,&Z—jﬂZ@a‘é%ﬁ(O 2g) AL
S0 (1L, 4857 8 %) AK (5mL) VRSP ZE80 CRpLk4 N, IF Hv& 103 42 . 7£80 °C F-

IA/INI T R S IR IR G S ELKS BITES B Ca B DA BRI, 45t 52 09l 2 T AR £ 3 -

(4-WEIE - 2- FEMARE - 1-85-1-58) FIERIRALY) o

[0636]1  'H NMR (400MHz,D,0) 10.16 (d, 11) 9.86 (d, 1H) 9.21-9.15 (m, 1H) 8.99 (d, 2H) 7.64
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(t,10)5.11(t,2H)3.24(t,2H) .
[0637] Sl 12: 1~ (4-PamE -2 FEMAGE - 1- 855~ 1-3%) PIe -2 - R AR AT 34 H) il 2%

/O_
f0638] C_N%C\Njﬁ%
/ O
\ 7/ \

[0639]  JDYR1:2- (2,2- LA A SLRAIE L) 2R P I 1) 1 2%
o)
AN

%
S

[0641]  fp2- F R BEIE 4R FHIE (0.5¢) W N2, 2- ZH L P -1-BF (0. 306g) AL g
(0.284mL) 7E & H K (14.5mL) T 1 (UKIR) W 8 R BLTRA PD FRA T HE2/NT 5 8
Je F LA KM S AL B 20 TiC o K /KR A 5 A S0 ot (x2) BEH K A F A ML U iR 4
s o AR ZE () CBRGEIIL) oW B AR , 45 2R AR 2 (2,2- ZH B
SAIETEEIE) 2R IS
[0642]  'H NMR (400MHz,CDC1,) 4. 11 (s,2H)4.00(s,2H)3.84(s,3H) 1.01 (s, 9H) +
[0643]  JDHR2:2- (2,2 — FEPY A LA TE 22) TR IR FF G 110 ol 4%

O

O O
\\S//
[0644] \OJH/ “‘o/\|<

[0645]  ZERAM N BEALEN (BP0 sH60% ,0.039g) £E VUSRI (4. 46mL) F1 VR &)
AH @K 20°ComH A IMA2- (2,2- Z RN EIEEBER) 4R H R (0. 2g) 78 DY MR
(1.78mL) H FIVE W, FRAE DL L R B FE5 4Bl o I B e (0. 067mL) 4% s B e 28 == 3
FEBEFE LN o S REVR S AR 2MER TR 5 1R 16 2 1A 43 L o 4 /K )2 F A A1) R 2.8 (x2)
K ALY AR RS TR Ik 4 , 45 B (TR AR (1) 2- (2, 2- TR N4
SR EL) VIR F R

[0646]  'H NMR (400MHz ,CDClS) 4.12-4.09 (m, 1H) 3.97(d,2H) 3.83(s,3H) 1.69(d,3H)0.99
(s,9H) .

[0647]  JDHR3.1-FRIEP ke -2-BEPR2, 2- — HIEE N R i 4%

N7

[0648] HO/\(S\O/X

[0649]  FERAA T, [M2- (2,2- — F B A LML) AR H IS (1) 78 & F e (126mL)
HH A (KIS TR i — 5 T AR AR (A e R IML 10 5mL) , ZE IS I A2 ok IR
FEARIFAES CLL T o [ VIR S AEO CHERE LN o N TR -2- 15 (12. 6mL) FH44 S S VRS 4
FEOCHERE LN, I HLAR 548 H iR 2 =R I SR A ek M 2 i 5 — & ke 2 1]
I3 IC K A HLAR PR BR B 4, R4 8 A bt T el 0 B (R O oE
100% EtOACIBREE) , 45t 2 TR AR ACIR 1 - SRR bt - 2 - TR 2, 2- — FR AL P I o
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[0650] 'H NMR (400MHz ,CDC13) 4.03-3.84(m,4H)3.43-3.33(m,1H)2.60-2.52(m, 1H) 1.45
(d,3H)1.00(s,9H) .
[0651] B84 . 1-F2 I TR ot - 2- B 163 1K) ) 5

e
N 7

[0652] Ho/\r NOH

[0653]  ff1-FRIE N b -2- T PR2, 2- — FH AL A (0. 25g) FEM/AKPEER TR (9.51mL) TR &)
INFAZE 95 CHRpERA/INIT B S TR A VA EN il I A R T8k 4

[0654]  'H NMR (400MHz,D,0) 3.88-3.78 (m,1H) 3.56-3.47 (m, 1H)2.98-2.89 (m, 1) 1. 18,
3H) .

[0655]  JDHRG:1- (4-WENE-2- FEMAIR - 1-85- 1-55) e - 2- B PR EhA 134 1 il £

[0656]  [r)2-Wkigg -4 - FLWENE (0. 1g) fETG/K LI (6.32mL) H ¥4 A (UK W i, 1,
1- =5 -N- (=50 R e L) WA E A% (0. 131mL) , I HoB S IR & e 3 i NI HE154)
B ) BEYR AW NN = 2R LB (0. 332¢) A1 ZUME (0. 5mL) AR 1 - F2 L 7 J5¢ - 2 - iR (0. 133g)
(R0, I T A 80— TR R — S AT TG (0. 25mL) o K [ IR S0 AES0 C N 170/ N o 4
LV AR T AR /K5 LT 18] 43 B o K /K 2 e 4 I e o ) £ Y SOAHHPLCARAL, , 45 H 22 1
O AR 1 - (4- Mg - 2- JEMANR - 1-855- 1-28) P - 2- TR 28 .

[0657]  'H NMR (400MHz,D,0) 10.20-10.18 (m, 1H) 9.81 (dd, 1H) 9.19 (dd, 1H) 9.00 (d, 2H)
7.65(t,1H)5.10-5.07 (m,2H)3.84-3.74 (m,1H) 1.39(d,3H) .

[0658]  Sffi|13:3- (4-WBnE-2-JEMAIE - 1-84-1-38) THR2,2,2- = LR A0 &

OH o
N
[0659] </ \>_(\\N +4<_'\<0 F %\0
/ F
—N —N F

[0660]  [r]2- Wk -4 - Fem%ng (0.5g) £E/K (10mL) IR SN T -2- %8 (0.816g) .4
TRAIAE RN T I FA0/NET o K S TR B DR 48 , I LK i 4 T8 4 FH AT 24 R 228 I R 74
TFF % 5 (3] A 3o 1) 6 Y S AHHPLCAGi AL, , 45 HH 3 - (4- Mg -2 - FEMEE - 1 -85 1-38) TR2,2,2-
=L

[0661]  1H NMR (400MHz,D,0) 10.22(d, 1H)9.92(d, 1H)9.18-9.26 (m, 1H)8.99-9.05 (m, 2H)
7.68(t,1H)5.49-5.60 (m,1H)3.39(dd,1H)3.10-3.21 (m,1H) 1.71(d,3H) »

[0662] S5 14:2- (3-FF AL -4 - Mg -2-FE - AR - 1-§45- 1 - 2) ZBHPR ERASS Il &

0
/
—N — Sa
[0663] N*—/_ };‘?0
\ 7\

[0664]  DYRL. =T Jk- (3-5-6- F AL - WA - 4- 58) B b 11 il 4
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S N
[0665] /J " \ 7
N
cl

[0666] ¥ — 5 PR R G LA 1 v v (DU AU v IM, 1. 7TmL) W31 & -78°C L Al H N3 - & -
6- FH A 2L - WA (0. 2g) 7EVUZIMKIR (2mL) HH VA, 1R BRI B AR B - TOC LA R B BT IR A
YITE-T8 CHEFEA05 Bl 7E-T8°C, FE1040 B0 P ) A 12 I = 1E T B &40 85 (0. 47mL) , 28
JETE-T8 CHREEA 12/ N K [ RV A 7K (10mL) ¥ K FH: F 1% 2016 (50mL) ZEHL . #7K
JZH R AN 218 206 (50mL) ZEHL K& H A HLZ SR EREA T8 , W 4 A2 — A rE it
AT B (S Che P 0 E100% LR AT IRG ) LA IR = T3 - 3-&(-6-H 3 -
WA -4-25) ikt (HPLCIR BE I [E]2. 07min) , 5 AR =T 25 - (6- 5 -3- H A 2k - kIR -4 - )
Bkt (HPLCARBE IS AI 1. 79min) LR A2: 1.

[0667]  JPIR2.3-5(-6- F 58 Ik - 4 - BB - 2- JiL - WA e 1Y) i) 4%

0

—N —
[0668] <: N
\_ 7 \

[0669]  HfHH = Tﬁ& (3-5-6- WA B - Wk igz -4 - 58) #)¢ (15.2¢) £E1,4- —I&JKE (304mL) H
AR 2SR 204 8o Tl F AR NN AL T2 4R (1.02¢) = (R A R) — 48 (0)
(1.65g) F1=ZKFEMB (0.763g) H-FF RIS 2058 N2 - IRMEIE (6. 13g) J& K MBI A
TEEI R T L8 /ING o I B VR A %/\zﬂ WGE IR A RE LT (B 5 2 (i F 57 C e
HII05100% 2R Z.BE KR SE) 4 4 IR A E AR 1 S AR 3 - G- 6 - P AR e - 4 - W g - 2-
J-WAR 64 -3- A 2L -4~ Mﬁ 2- ﬁ@ BAR VR EY) W H A T F— 2P K,

[0670]  1%3:6- Eﬁseuﬁ@ 3~ FH ik - 4 - W - 2 i - IRk TR ) 1) 4%

[0671] < >_§j<

[0672]  FEZRSUR T, A3 -50-6- FH A Bk -4 - g - 2- B -mk gk (1.5g) 71,4 - WK% (45mL)
W R N F SR (1.2g) FO1, 17 - X (AR BEE) — k] — &8 (11) (0.49¢) -

KRS RS54 8, AR5 I3 E 100°C . 22540 B0 I I N B IR4E (4. 4g) HIRE Y
FE100°CANAN/INGF o 4 S TR G 074 A1, W i - AE — AUKE B db A7 el 2 g () e bt
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102100 % L 18 LBEIBRIE) , 45 H6- 4R 5 - 3- F 3k - 4- Mg - 2- L -k

[0673]1  'H NMR (400MHz,CDC1,) 8.91 (d, 1H) 8.82-8.99 (m, 1H) 7.52 (s, 1H) 7.37 (t,1H) 4.17
(s,3H)2. 88(s 3H) .

[0674] 14 .6-F5E-5- IJMHE 2~ FE - A - 3 - T ) 1) 45

[0675] < >—§j<

[0676] 446 1 4 J: - 3 - Pk -4 - e - 2- - AR (0. 5g) ZEVR IR LS (10mL, 487 £ %) 1)
TRAIAESOC INFNL6 /NI oKt i BETR AP0 1, W4 5 2K (2x30mL) sk , 75 2146 - H
ﬁ—S—ﬂMDﬁ—}ﬁ—ﬂLﬂ%-S-@%w{ HAZ BT T — 25K,

[0677] %5:6-5-3- Eﬁﬁ 4 - T IE - 2- i - A TR 1) 1) 2%

[0679]  H46- HH Bk -5- Mg -2- FE - Mk -3- % (0. 025g) 7EMFIBES (0. 25mL) H VR & ¥7E80
CHRF3 /NI o ¥ [ IR G4 , I HA 5 R W FH UKV 117K (2mL) # B 5 FH ik BR S AR ¥ i
H K ZH GBR ClE (2x15ml) 228 45 FF KA VL= S B ER A8 115 I K 4 , 15 316 - & -
3-F -4 Mg - 2- B - WA R A g — DAt T — PR

[0680] 1H NMR(4OOMHZ CDC1,) 8.94(d,2H)8.13(s,1H) 7.41 (t,1H)3.03(s,3H) .

[0681] 6+ 3- FF I - 4 - W g - 2- - Ik 1R () 1) %

[0682] < >_§j\

[0683]  [H)6- & -3~ F Ak -4 - mEng - 2- J - AR (0.37g) 78 LBF (15mL) H AR F I\ = L%
(0.24g) F110% €A% (0.035g)  KFIR G WAEBRIE J1 N EA LD R BB G P H 41
(10mL) F R I i Fe i 0 8 (FH 59 M 2B (2x20mL) Pei5%) o W e VR 48 -1 — A kE
HEAT LRSS B (EH S O b R 02100 % LR LER IIBE ) 5 25 H 52 L E AR 113 - H 2 -
4- IJMDE 2-F ﬂﬁﬂ%

[0684]  'H NMR (400MHz,CDC1,) 9.25 (d, 1H) 8.93 (d,2H) 8.02 (d, 1H) 7.38 (t, 1H) 3.04 (s,
3H) .

[0685] PRT7.2- (3-FAL-4-msng-2- K -mEE - 1-85-1-3L) 2 8RR EhASSII | %%

[0686] J@B-Eﬁﬁ—zl—wm—z—ﬁ—w% (0.125g) F12-JR £ Fehsgah (0. 153g) 77K (2. 5mL)
HH IRV S TR BT M0 18 /INIT o 4 S VR A Wk 44 3l 3ot i) 6 284 I AHHPLCAG AL , 25 HH 2 -
(3-FH L -4-mRng -2-J-WAE - 1-85-1-58) LhERR 2, A8S.

[0687]  'H NMR (400MHz,D,0)9.76 (d,1H)9.69-9.88 (m, 1H)9.02(d, 1H)8.77(d, 1) 7.69 (¢,
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11)5.21(t,2H)3.71(t,2H) 2.94 (s, 3H) .
[0688] S| 15 3- Y5 - N - HH Jeke ik 25 - A S e 10 ) %
[0689] /\)C.I)\O\\S/’O

Br N

H

[0690]  FEZ IR T, [a) HH A i (0. 5g) 78 H1 2K (25 . 8mL) H ¥ ¥ VL 3 n 3 - 2 T4 It S
(1.77g) 4 X BLIRAWILELL0CINFAA/NE S SEFE DK ¥ A1, HUK B 45 [ 4 3 0 5
A 2R 4 2 TG B[] AR 1 3 - YR - N - FE Rt g o - AT T o
[06911  'H NMR (400MHz,CDC1,) 8.28 (br s,1H)3.62 (t,2H)3.34 (s, 3H) 2.94 (t,2H) .
[0692] S5 16:2- FR 4K -3~ (4-WHNE -2- JEmANE - 1-855- 1-2%) b - 1 - TR £ A 143110 il 4%

OO

O-“::g o
[0694]  H52-Wkigs -4 - FEmENE (0.3g) /K (6mL) MI3-5-2-F2H - A e - 1 - iR (0. 45¢) (TR
EVIAE RTINS K o K S LR B IR AR » FF ELF AU T 92 F R TR T W0 25 BT 13 [ 48 K
[ 4 Je 3oL ) 6 T S AHHPLCEAL , 23 H 2 -k - 3~ (4 - W - 2- F AW - 1845 1 - ) P - 1 -kt
BREh ,A143,
[0695]  'H NMR(400MHz,D,0) 10.24 (d, 11)9.80(d, 1H) 9.25 (dd, 1H)9.04 (d, 2H) 7.68 (t, 1H)
5.21(dd,1H)4.93(dd,1H)4.64-4.71 (m,1H)3.19-3.36 (m,2H) .
[0696]  SE17:3~ (4-MENE -2~ FEmARR -1 -85 - 1 -56) NR2, 2, 2- =9 SRR ERAL 25 %

o)
[0697] </ N\ 4 \N,L_/_‘<O FZ/U\O_
- —n F
F

[0698]  FEZEIE N, 443~ (4-MEnE -2-FLmkiR - 1-85- 1- 38 IR A (0.119¢g) 7£2,2,2-=
FCTR (AmL) FRBEFE2 /N K B N TR B DR 4 FE A VR T 45 H B IR B ERCIR I3 - (4- 1%
ME-2- FEMARE - 1-45-1-35) NIR2,2,2- = AFEEh, A125, Hr i B I [ 4L .

[06991  'H NMR (400MHz,D,0) 10.18-10.13 (m,1H)9.87-9.82 (m,1H)9.20-9.14 (m, 1H) 8.98
(d,2H)7.63(s,1H)5.10(s,2H) 3.24 (t,2H) .

[0700] S5 18:3- FH -3~ (4-WHnE -2- JEMARGE - 1-$5- 1-5%) TIR2,2,2- =S LPRERAL3LIN)

N — 0
[0701] </ \>_<\j>N+ P F
=N N . o
OH F

[0702]  g2-mENE-4-FEmENE (1g) \3,3- —HIERAMER (1.96g) .2,2,2- =& LR (5mL) A7k
(5mL) HIVR B WERE 5 FAEL100°C N8 /NI o B e TR A Wik 46, 3 H FH 2 Tk

[0693]
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(5x10mL) BEak BT 75 ] A% o o [ A 3 3k 1) 4% 28 e AHHPLCAE AL , 4 3 - FE L - 3- (4 - Mg - 2 - J ik
E-1-$5-1-55) THR2,2,2- =& LM h ,A131.

[0703]  'H NMR (400MHz,D,0) 10.18 (m, 1H)9.97 (m, 11) 9. 21 (m, 1H) 8.98 (m, 2H) 7.61 (n, 11)
3.36(s,2H)1.94(s,6H) .

[0704] S5 19 5- HH FE R I - 2 - A R - 4 - i - I g 1) ) %

[0705] { >—@

[0706]  AUE1.5- 50 -2-WhME -4 - FL - BB (1) ) £

[0707] C|~</;N\>—C/)N

[0708]  ¥42,5- & MENE (6g) 7E1,4- MEkE (60mL) H FA A 20 S <.2073 8 o 1e) HoHbom
N =T 3 (WA -4- ) 8505 (14.87g) DY (= 2RFE M%) 41 (0) (4.66g) FIFHIRAMITEL10°C Nk
18/NE o K e VR G BRI K R, I B 488 B8 (3x100mL) ZEHL A HLZ IR 48 978 —
AAHE BT g S (AR II75% AR ATETEML) 45 H 2ok 41 68 [ M40l 115 - - 2-
AR - 4 - i - I g

[07091  'H NMR(400MHz,CDC1,) 10.12 (dd, 1H)9.38 (dd, 11) 8.86 (s, 2H) 8.38 (dd, 1H)

[0710]  JDUR2.5- HI LML - 2- Mk s - 4 - J5 - I 1) 1) %

[0711]  [A)5-50-2-WAME -4 - FE -0 (0. 8g) 7EN, N- = FBE FEBE i (8mL) H B3 ¥ i A\ HR
AN (1g) » 3 HAG IR A ITEL00°C A8/ NI o K [ BV A 90V #) 28 =5 IR 3 N TKoK
(50mL) H o 5 T 15 [ 44 ok 368 458, 48 2 1€ UK 140 5 - Y il 3 - 2 - i v - 4 - i - 1o
E

[07121  'H NMR(400MHz,d,-DMS0) 10.01-10.10 (m, 1H) 9.45-9.60 (m, 3H) 8.46-8.55 (m, 1H) ,
3.48(s,3H) .

[0713]  SEf520:N,N- — FF 3 - 2- Wik P - 4 - B - WA g - 5- 1% (1 i) 4%

\ —N —N
MU\

[0715]  FEARU /NI AR, 7] 5- 5 - 2 - AR -4 - FE - mEnE (0.035g) 7F % UK 40 & % ,
ImL) F IR SR I AN N- — SR 3 20 (0. 16mL) o B4 TR S0 7E ok S5 S #E 150 °C 46
/NI o S BEVR S AR LR <l (30mL) 57K (15mL) 2 8] 73 it o 44 /K J2 H 53 48 4R £ g
(30mL) ZHL ¥ A ML= LB BRAN T T 9K 4, 25 th 5 3 C [ A4fR ION, N- R L - 2- g - 4 -
B -WEE -5-

[0716]  'H NMR (400MHz,CDC1,) 10.05 (s, 1H)9.24(d, 1H) 8.30 (s, 2H) 8.25 (dd, 1H) 3.12 (s,
6H) .

[0717]  SEf5i21 - 2- Wik -4 - BEMEIE - 5- R 1) 1) 4%
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__N
[0718] N}<\: />—</::\/N

[0719]  7E120°C, FER A N, H45- G -2-WE e -4-JE-mkng (2g) (FRALEE (0.75g) W &¢
(0.068g) « = (P FEPIHER) 48 (0) (0.98g) F1 IR 3E-[2- (2,4,6- =R NHERKE) K
FIW% (0.99g) 7EN,N- — FU 2 2Bt iz (16mL) HH VR A N # 1 2/Ne) AR HIV 2 5 ROV AE
KE R B 181 3 L KA B Z SR R AR T4, W4 A2 — st Bk AT il & (G
FEH1120% - 100% LR B en) » 20 H 5238 0 [ 40K (12 - AR - 4 - FEmE g -5- IS

[07201  'H NMR (400MHz,CDC1,) 10.19-10.20 (m, 1H)9.50(d, 1) 9.19(s,2H) 8.47-8.49 (m,
1H) .

[0721]  Sf522: 5- R A 3 - 2 - Wik s -4 - 5k - I P 1) %

—N —N
[0722] \N
./ \ 4

[0723]  {E120°C, ER/SH T K5- G- 2- Mk - 4- B - 10 (0.05¢) « =FF 3L (0.007¢) «
WA FEIER (0.045g) « = (I FFEETAEH) 48 (0) (0.024g) FBERL AN (0.07g) £ Ik
(0. 5mL) H IR A P I #A/IN o B S B 4 1 AE A Rk B R AT 83 4y 85 (3R e 19
60% LR LRV > 25 H 23 O [ ARCIR 115 - PR TR 6 - 2 - AR -4 - JE - I

[07241  'H NMR (400MHz,CDC1,) 10.00-10.21 (m,1H) 9.27-9.40 (m, 1H) 8.54-8.67 (m, 2H)
8.35-8.46(m,1H)2.14-2.22 (m, 1H) 1.18-1.24 (m,2H) 0.87-0.93 (m, 2H) .

[0725]  si2f5|23:1- (2 Mk -4 - ﬁtunﬂﬁ 5-3) LR ) 2%

[0727]1  B0%1.5- (1—745&%1}%%) -2 - WA - 4 - B - R ) 1) 2%
N
[0728] /
/—o =N =N

[0729]  Mg5-G(-2-MkWE-4- L -mEng (1g) = T2 (1- L LA L) ke (2.062g) (=
I S ALAR (IT) (0.368g) 7EN,N- — HI & F Bk i (10mL) 1 [KIVRS ILET0°C N #1678
I FEAE 25, ¥ IR NAE K LR SR 18153 BL B B AL Z S B R AN )5, We 4 IR AE — 4
Tk b AT 340 B (R B 120 % - 100% B8 S BE i) , 45 i B B i AR 195 - (1-
LAEIE LIRIE) -2- ke -4 - k-

[0730]  'H NMR (400MHz,CDC1,) 10.17 (s, 1H) 9.36-9.47 (m, 11) 9.09 (s, 2H) 8.87 (s, 1H)
4.83-4.88(m,1H) 4.46-4.49 (m,1H)3.97-4.04 (m,2H) 1.45-1.51 (m, 3H) »

[0731]  JDIR2.1- (2-WhAME -4-JEmEnE -5-38) LW 1) &

[0732]  #5- (1- LA O MHE) -2 - WA MR -4 - F - WEE (0.4g) N (4mL) FI2MAK 14 2h 1R
(0.88mL) FIARAESS CIMARI/INK o FEAFN S5 , IR NAE /K5 R BR8] 73 B o A AL
JEE— 20 AR RN SR K BEk A WLE S DR BR BN T8 , e 4 FE A — At B albAT s 4 25 (A
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CEEH120% -100% LR LBEHEML) 25 Hi1- (2-WAMR -4 - JEmENE -5-38) 2

[0733]1  'H NMR(400MHz,CDC1,) 10.15 (s, 1H)9.41 (d,1H)8.88(s,2H) 8.42-8.44 (m, 1H) 2. 10
(s,3H) »

[0734] 5124 :N,N- — Eﬁﬁe 2- uu% 4 - J5 - MR IE - 5 - FE R (1) 1) %

[0736] y/ml:Z-HL[[%‘ZI‘%H{{Q‘HE‘B‘EﬁﬁﬁiEﬁﬁaﬂgﬁ%u%

— __N
[0737] >—<\: )—(\\N
o N —N

[0738]  7EO°C, ] 2-WA MR -4-FEmENE -5- F i (0.52¢) 75 FHEE (5. 2mL) HH VA R In NS
1641 (0.023g) #E7K (5. 2mL) HH VAR - FEO CHEFEI0 48 5 , 4 I MR & 1) H LR IR A 22 pH
3B R SR A WD GG HAE K S LR LR 2 18 73 TE o 45 7K 2 H 53 4P 2.1 2.5 (2x200mL) %
B & A HLZ L BIR AT B 5 W 4 , 25 H S8R 0 [ AR I 2 - Wk g - 4 - B g - 5- FH R
H i .

[0739]  'H NMR(400MHz,CDC1,) 10.22 (s, 1H)9.41-9.46 (m, 3H) 8.50 (dd,, 1H) 4.05 (s, 3H)
[0740]  JDR2.N,N- - FH L - 2- WA -4 - B - W g - 5 - R R Jie 1) 1) 4%

[0741]  FEZE /N H , K2 - ks - 4 - FE Mg - 5- HH IR FH R (0. 02¢) AHN- 3 FE % (2mL) VR
EIAESD C N2 /NN o 4 [ NTR B DI 4, 25 Y 52 B[l AAOIR N, N- — FH B - 2- k1R - 4 -
HE-WENE -5- G

[0742]  'H NMR (400MHz,D,0)9.82-9.88 (m,1H)9.28-9.32 (m, 1) 8.98 (s, 2H) 8.42-8.44 (m,
1H)2.98-3.02 (m, 6H) .

[0743] 5‘?1§J25-N—EFIJ@E-Z-W%-AL—%—H%‘HE—B—EF'E?EE?E‘JFE'J%

07441 >/__<: >_O

[0745] R/, B2 - AR -4 - L mEng -5 - F R H G (0. 02g) Al H B HH 1 H i (2M¥s
0,0, 2mL) (TR -EILEL00°C IIF2 /NI o 4 S VR e A , 25 H SR A6 20 [ A PR RN - P -
2- Wk -4 - B - g - 5 - FH i

[0746]1  'H NMR (400MHz,CD,0D) 10.05-10.20 (m, 1H) 9.40-9.45 (m, 1) 9.27-9.39 (m, 2H)
8.66(dd, 1H)2.99 (s, 3H) »

[0747]  S25126 . (2-WkME-4-FEmsng -4-38) HEE () 1) 4%

HO
[0748] = / N\\
\ /7 \—/

[0749]  JPUR1 . 2- Wk - 4- BLMEIE - 4- FF i 1) ) %
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\

—N —N
\N

Lo
[0751]  fp2- EUHENE -4 - H g (4.89g) 78 DY ML (50mL) H B A &0 03045 o m) 3
FRIIN =T 3 (WA -4-3%) 8505 (12.9¢) FIPU (=R FE %) 48 (0) (4.06g) , 3 H¥ R NIR A W)
FEL10°CM# L2/ o A A 5, ¥ IR BAE K 5 R 4 B8 2 18] 3 BE 9 H 3 46 G FR 0 1
(2x200mL) 20 K& FE AN Z LB AN T8, Wk 4 HEAE A B T &g 3 (A
e 920% - 100% 2.1 ZREVEIE) , 6 5 52 €0 B FOBR U2 W60 -4 S0 - 4- 1,
[0752]  'H NMR (400MHz ,CDC13) 10.17(dd,1H)9.46 (dd,1H)9.09-9.20 (m, 1H) 8.36-8.53 (m,
H)7.72(d,1H) »

[0753]  JDR2.2-WkNgs - 4- KRR -4 - F R HH 5 1) ) 46

[0750]

O

—N =N
=

[0755]  FE0°C, [ 2-HAWE -4 - JLmEnE -4- i (2. 7g) 78 FBE (27ml) H1 ¥ A E A AL

B (0.55g) TE7K (27mL) H VAT « 2E0 CHEEEI0 41 IS , W IR RS W) H R 4k ZpH 3. 4%

SONAR G IR 4G FEAE K S /R B8 2 1A 73 L o ¥ 7K 2 59 AN 2018 2.8 (2x200mL) A5 HL . Ky

G IR E VLR B EREN TR AR 4 , 25 H AR A AR (1) 2 - kg -4 - B -4 - HH R g

[0756]  'H NMR(400MHz,CDC1,) 10.24 (s, 1H)9.44 (dd,1H)9.17(d, 1H)8.53 (dd, 1H) 8.06 (d,

1H)4.11(s,3H) -

[0757]  JBUR3. (2-MkWE-4- FEmng -4- ) B AR 1) 4%

[0758]  FEZASSR T, [A)2-MkR -4 - JEMENE -4 - R H G (0. 05g) 78 HEE (0. 5mL) H (1949

S22 IMATNEALEN (0.018g) , 44 [ Bl FELRFFAE20°C UL T (M IR-GMIE iR T 3 HE 1678 o

W R VR A F 7K R K 3 2.1 2,188 (3x30mL) 2EHL . 44 7K 2 3t — 25 F &0 45 (100mL) H i

10% SN BERHL & H A NUZ L TRERAN T8 IR A8 F-E A rE Bt e 5 (HA

FEH120% - 100% L8 R PEML) - 25 2 AR 1) (2- Wik e -4 - B g -4- 58) F R .

[07591  'H NMR (400MHz, d,-DMS0) 10.00 (s, 1H) 9.45 (d, 1H) 9.02(d, 1H) 8.40-8.44 (m, 1H)

7.68(d,1H)4.70(d,2H) .

[0760]  SEf527:2- HH A -1~ (4- Mg - 2- JEmk R - 1- 845 - 1-2%) b - 2- TR R R A 1 14T il 4%

0O
Il

[0761] —”>_C\Nj’%°
I”
W

[0762]  JDYR1:2- (2,2- - HIIk YA ILREIHE L) - 2- FY 3k - DR Y 11 1) 5
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[0764]  TEZUVAR RN IFFEUKIBHAED, I EALEN (2 H60 % , 0. 392g) Holm N DY & Wk iR
(22.3mL) B JE IIAN2- (2,2- —H BTS2 R 2L ) £ 08 F I (1) 72 DU SR (8.92mL) HH (1)
VW o I SR A PTE LEIR R B 570 80 01 BAR FE I N FR 42 (0.694mL) o #2 BR VKB I
AR A IAE B N HEE NS RS AP KB K 288 01 (x3) ZEEL K6 1
BHEZB RN T IR I IRAR 45 i 23 EARAIRIN2- (2, 2- Z FE P SE ML) -2- & -
PR G -

[0765]1  'H NMR(400MHz,CDC1,) 3.95 (s, 2H) 3.82(s,3H) 1.71(s,6H)0.98 (s, 9H) +

[0766]  DUR2.1-FRHk-2-FH DL - TR -2-REPR 2, 2- — FRBE U R A 1) %

HO ,—é
[0767] }_ 0

[0768]  FEZAA T =R T HE i (& H i IM,6.62n0) Hma2- (2,2- ZH RN

SASERATBE L) -2- HH J - YR i (0. 668g) 7E & H e (79. 4mL) HH ¥ & (UKIR) W, 18

IS FE AR AR FFTES C UL R o R RV A WTEO CHEHE LN o 7] S SV A P I

P -2-B% (7.94mL) , I HARSAE0C FBaHE LN, SR 5 40 b 28 % iR 4 I RVR G I —

%&Eﬁkm%%ﬁ?ﬁﬁZM7J<riﬂﬁaﬁa/% WA VAL BRI T, Wi A8 — A b fik B kAT (il
38 (HAKEFH0-100% LB LEREEML) - 25 H 20% B 1) 0 AR 1 1 - R L - 2- R R - T

fi-2-TlR2, 2- — B

[07691  'H NMR (400MHz,CDC1,) 3.94 (s, 2H) 3.80 (d,2H) 2.53 (t, 1H) 1.46 (s, 6H) 1.00 (s,

o) .

[0770]  SBIE3.1-$23E-2- H 3L - Tkt - 2- TR IR 11 161 4%

0
[0771] HO\X 2t

# SOH
0

[0772]  ¥41-¥325E-2- FH 3 - TR e - 2- f R 2, 2- — FA LA (0. 393g) FHOM/K I Hh R (14. OmL)
R IR 2295 CHF B4/ NI g [ NR G 04 EIFIR AR K T R T s - ¢

BB TRIFIR AR » 20 Hh S JC IR 1 - -2 - R B - o - 2 - R

[0773]  'H NMR (400MHz,D,0)3.93-3.86 (m,2H) 1.15-1.08 (m,6H)

[0774] P YRA2-FJE-1- (=90 YRR AR E) 74 e - 2- BT 2k (A ] %

(@]
S
[0775) >l/ X 7 ~on
F O 0]

O=wn=0
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[0776]  ¥42,6- — FFENLNE (0.278g) Fl1- 3L -2- FF 3L - N4 - 2- TR (0. 200g) 78 S FF 4
(2.33mL) H IR EMAEUKIE A E 220°C o 5 0 = 5 FF R R — %80 HF LS (0. 403g) , 9 HL
I SR APV B RE15 70 B, SR J5 18 FOINIR 22 =08 W I SR A0 FH KR K F &R e
(x3) ZEHL & FF A ML 2L U 2B BRI T 4k 4 » 25 Hh B ER C Rk B9 2- 2k - 1- (=
HH R AU ) P o - 2- R PR 2

[0777]  'H NMR (400MHz,CDC1,) 4.09 (s, 2H) 1.77 (s, 6H)

[0778]  JDR5.2-FH -1 (4-MENE -2- FEMENE - 1-845-1-28) T b - 2- i R ShA 1 1411 il %
[0779]  42-WkWE -4- FLmE0E (0.040g) < 2- FJE-1- (=5 P LR R A 08 TN e - 2- T iR 2k
(0.072g) F11,4- —WEHE (2.0mL) FIVR S PIINFAZEI0 C I K [ AR A WA A, e 4 FE i@ it
il £ 8 S AHHPLCAEAK, , 45 tH 2 I B AR ()2 - FE B - 1- (4-Wig - 2- FEmk R - 1-85-1-3%) I
fi-2- TR £hA 114

[0780]  'H NMR (400MHz,D,0)10.17-10.12 (m,1H) 9.75-9.71 (m, 1H) 9. 15 (dd, 11) 8.97 (d,
2H)7.61(t,1H)5.04(s,2H)1.37(s,6H) »

[0781] 52528 £ 58 - [2- (4-WsngE - 2 FEMAME - 1-85-1-3%) L8] IRIBEER EhA 1131 il 2%

P—O
07821 N/ I
0782 <\: \ / F\&O_

[0783]  JDERI.1- (2- — LR IEBENEAE £ HE) -4-WEIE - 2- FE - AR - - BHA 1241 ] 5

N N E—o i
[0784] o o \N+_/_ | " o~
W Wl F

[0785] ] 2- Mkl - 4 - FLmENE (0.5g) 7E 2N (10mL) FR VR SR INNT -1 -2- — 258 F ik
3L - 268 (0.929g) A4 VR WDAE [ T #2247 INIF o S N 4 T4 5% AW 288 2 S AN
PR e 5% o 4 5 AR e ek ) £ B SO AHHPLC (et AR AR =3 R 4idk, 4 i 1- - = 24
FEWIIE 2. 3E) -4-mEnE - 2- FL -k R - 1- 845, A124,

[0786]  'H NMR (400MHz,D,0) 10.26(d,1H)9.89(d, 11)9.27 (dd, 1H)9.00-9.06 (m, 2H) 7. 69
(t,1H)5.11-5.23(m,2H) 4.03-4.15 (m,4H)2.84 (dt,2H) 1.21 (t,6H) .

[0787]  DUR2. A3k [2- (4-M5ng-2- FEMEME - 1-84- 1-58) ZFE 1R IEIR LA L1311 i) %
[0788]  ff1- (2- =LA SEMRMEIL 4 3E) -4 - Mg -2- - MR - 1- 85 (0. 2g) TE2M/K 14 3h 1R
(4mL) VR A YD AE60 C M FAA/ NN o 5 S S 4 FF 388 1 i) 2 B S AHHPLC (e B A7 1 =
WOTR) Atk i AL - [2- (4-MENE -2-FEmAE - 1 -85 - 1-J%) OB IR IR 2R, A113,

[07891  'H NMR(400MHz,D,0) 10.22(d, 11)9.86 (d, 1H) 9.23 (dd, 1H)9.04 (d,2H) 7.69 (t, 1H)
5.06(dt,2H)3.85(quin,2H)2.44-2.53 (m,2H) 1.13 (t,3H) .

[0790]  SEf5129:3- (4-WAME -3- BEmkik - 1-$5-1-2%) INER A AL YA 381 il %%
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X Cl
N&“\/\“/OH
O

[0792]  AIR1 .3 Ik - 4- LA [ ) 4%

[0794]  FER AN, M M B N =T 36 (mkME -4- %) 8 %5% (0.697g) 3 - JRIABE
(0.25g) DU (=) 418 (0) (0.185g) Fll,4- — 4w (7.86mL) FF7E U HH7E 140 °Cin# 1/
I o ¥ S VR A VDR AR FEAE A B S R 0% 250% LG RIBE R 4lifh, 45
S0 [ AACIR P 3 - ThA TR - 4- FEmk I

[0795]  1H NMR (400MHz,CDC1,) 9.94-9.89 (m, 1H) 9.42(dd, 11) 9.35(dd, 1H) 8.24 (dd, 1H)

8.09(dd, 1H)7 79-7.72(m, 1H) .

[0796] B0, 3- (4-WEMBE-3-FLMkE -1 -84 -1-32) 52,2, 2- =& 2R thA 1821 i 4%
OH o

7971 /) \ = 4/_< F>[)‘\
o) o

[0798]  ¥43- ﬂ%—4-ﬁtﬂu§<o 25g) 7K (15mL) F13-JR AR (0.363g) TR A HILE100°C hn
25/ o B TR A IR 4 B 1) 45 Y S MHHPLC (B B H AR AE =8 4R Ak, 4 i3 - (4-
Mk - 3- FEMAMR - 1- 855 - 1- %) INR2,2,2- =9 LR R, A182,

[0799]  1H NMR (400MHz,D,0) 10.11(d,1H)9.88(d, 1H)9.32(dd, 1H)9.10(dd, 1H) 8.50 (dd,
1H) 7.99 (dd 1H)5.13(t,2H) 3.26 (t,2H) (HhZk—ACO2HFET) »

[0800] 13,3 (4-MEME-1-84-3-JEMAME - 1 -84 - 1-38) AR — G4 IA234 1] %

N cl-

NS OH
NZ

\/\[(l/
[0802]  ¥43- (4-WkIER-3-FLmAE-1-85-1-5) HIR2,2,2- =8 LR 2L (6.56g) F2MK 14 £k
fig (114mL) VRS YFE Z i T B FES /N RS Yk 4, %Ehﬁfﬁ%%”&%{?/'\iﬂﬁhﬁ
VU T8 o B BT A5 B8 3 R 7 €2 [ AR 76 P B (105mL) HR 43 PE 1 o K [ A 4 ek i ot o g ie £

55 MR I B e R AE LA R T 45t K B AR A 3 - (4- Mg - 1 - 2k - 3 - ke - 1 -
BR-1-55) IR ALY, A234

[0801]
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[0803]  1H NMR (400MHz,D,0)10.11 (d,1H)9.88(d,1H) 9.36 (br d,1H)9.10(dd, 1) 8.48-
8.56 (m, 1H) 7.92-8.07 (m, 1) 4.98-5.20 (m, 2H) 3.18-3.32 (m, 2H) (HkI—COHF T)
[0804]  DUR4.3- (4-MkWBs-3-JEmAIEE - 1-$4-1-55) N S ALYIAL 381 il 4%

N ©
NﬁN\/YOH

0
[0806] K3~ (4-MAWR-1-545-3- LA - 1- 8- 1- %) IR — &4 (0.541¢) M2- Y RE
(10mL) TR & HE90 C HAR o TN 7K L A2 SRATE I T, 1X 5 22290 . 8mLo [0 L A I 3 4b
R 2-TIIE (10mL) I (¥ A 50 KT TE M0 Y, I RV 1O 2- TA B AN A i e vk HLAE L 1
Tl 25 H SR E AR K3 - (4TI - 3- FEmA R - 1 - 55 - 1-55) THRR AL, A138.
[0807]  1H NMR (400MHz,D,0) 10.11 (d,1H)9.87(d,1H)9.32(dd, 1H)9.12-9.08 (m, 1H) 8.50

(dd,1H)7.99(dd,1H)5.12 (t,2H) 3.24 (¢ ,2H) (Hte—/NCO2HJH F)
[0808]  SEf30:2- (4-WAME-1-$5-3-FEMAME - 1-$5-1-3L) LML Eh &AL WIA21 31 | &

[0809] 0

+
(ol NéN\/\ S,/

/BT
0o (@)

[0810]  JPIR1:2- (4-WkWE-3-JLWANE - 1-85-1-3%) ZRERL HhAS | &

[0811] .
NS /O
N
/Ao
0
[0812]  Wg3-mkmk-4-JEmkIER (0.41g) <2- R LHHER 4 (0.656¢) F1/K (7.78mL) HIVR & 1E
100°C AT /NS o B e N TR S W0V #0118 ik v 5 2 20 98 28 ok 3% 38 o i) 48 704 s AHHPLC
(Ve P A = AR 2k, 25 2 AR 2 - (4-WAME -3-JEmAR - 1-85-1-3%) &
TR 2L
[0813]  1H NMR (400MHz,D,0) 10.15(d,1H)9.87(d,1H)9.33(dd, 1H)9.12(dd, 1H)8.52(dd,
1H)7.99(dd, 1H)5.32-5.19 (m,2H) 3.73-3.65 (m, 2H)
[0814]  JDUR2.2- (4-WAWE-1-85-3-JEMAME -1-36-1-38) AR EL &AL WIA213 101 &
[0815]  52- (4-WEME-3-FLmABR-1-84-1-45) 4 mEER £8 (0. 2g) AI2M/K M 58 (5mL) FIVA TR
TE R A2/ R S YIR A6 T % RS T/ 0 5K Fh A R T4, 19 21 2 9000
P IS RE AR RI2- (4-WhIER - 1- 845 -3-JEmkmE - 1-85- 1 - &) 2l sh &4k .
[0816]  1H NMR (400MHz,D,0) 10.13(d,1H)9.86(d,1H)9.35(dd,1H)9.11 (dd, 1H)8.57 (dd,
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1H)8.05(dd, 1H)5.27-5.21 (m,2H) 3.71-3.64 (m, 2H) (B—/NHFET)
(08171 SEAI31: 4- Mkl -4~ FEMENE -2 LA fill £

[0819]  FERAA T, MG /M 28N =T 2 (WA -4-J5) 205t (3. 42¢) 4 - Wik Mg -4 - Sk s
ME-2-1% (0.727g) WU (=ZE3L8%) 48 (0) (0.892g) N, N- — 3L 4 i (1.35mL) A1, 4- 0
J5¢ (38 6mL) FELEM HINFAE 140 CHEEE 1IN W I NIR A Wik 4 FEE — A rE B —
A EEH 0% 270% LI BIBL LAY, , 2 HY KA ] 4R (1) 4 - ik g - 4 - R0 - 2- J1Z o
[0820]  1H NMR (400MHz,d,-DMS0)9.82(dd,1H)9.41 (dd, 1H)8.47(d,1H)8.22(dd, 1H) 7.38
(d,1H)6.98 (br s,2H)

[0821]  SEA51|32:2-AME -4 - FEMEIE - 4 - [ (1] ) %

f ]
[0822] HO N/

[0823]  FEZEIE N, M) 2-WAME -4 - JEmENE -4- 1% (0. 1g) A1 4R (1mL) IV -& 4 H i I LA IR
B4 (0.12¢) 727K (ImL) HH IV - B VR A P N E 90 ‘CRE L3043 8 o K S LV A Wk 46 , I H.
V4 I A5 [ FH KRBT 25 R Ik ek, 25 HA 2 - ik - 4 - B g -4 - i

[0824]  1H NMR (400MHz,d,-DMS0) 12.39-13.52 (m, 1H) 9.82-9.86 (m,1H) 9.46 (d, 1H) 8.37
(d,1H)8.30(d,1H)6.64(d, 1H)

[0825]  Sf5i[33:4- FH k- 5- W g - 2- ik - WA W (1) ) £

(
[0826] N

N

\N/
[0827]  IR1:2- (5-F3L-1,4- (WAL -4- 55) mang (1) &

CN
[0828] NZ AN

~ _NH
N/

[0829]  FEZUVAR N, K52 -Whig -4 - Femsng (2g) 78 PUS NG (20mL) H R4 E1 220°C H ]
oA IO\ B L S BE (DY SRR H 3, 8 . 4mLL) o i S5 S TR A e 28 =R R B P 16 /8 o
RBR G K E AN S LR QIR 18 53T K A HLE FH 27K (2x) Beidk, & T0 /KB BR Ak
TR IR G, 4 HAH2- (5-HIFE-1,4- &Mk e -4-J8) mng o HOAR St — B aifbim
[0830]  AIR2.4- FH k- 5- W5 g - 2- K- WA IR (1) 1] £
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[0831]  FERAA T, 12- (5-H2E-1,2- & MEME -4- ) MEng (1g) 7E & H ¢ (20mL) HH 11
WAL, 3- & -5,6- “HFIE-1,4-ZK0 (2.61g) , H HEB R AW S N 16/,
W VR A DR G AR A ARE AT R S b 1920 %6 R e IR AT AY, o K P 15[
PR .08 ST B , 25 4 - PR L - 5- I g - 2- L - kI

[0832]  1H NMR (400MHz,d,-DMS0) 9.54 (m, 1H) 9.28-9.31 (m,1H) 9.02-9.07 (m, 2H) 7.60-
7.68(m,1H)2.62 (s, 3H)

[0833]  s2f6i34:3- [4- (5-5K-6-%AA%- 1H-MERE-2-J) mkE - 1-45-1- L) NE2,2,2- = 4

TR ERA161 1)) 2%
O 0
cl
| F
[0834] NZ XN F

[0835]  JDHR1:3-[4- (5-F-4-H A HE-Weng - 2-J%) WAMR - 1 -85 - 1 - L ] N IR LR AL M i il

o
Cl
NN
[0836] \fj\ o
-
N | \Iil
+
_N o\/
0

[0837]  FEZAA T, Al LM (4mL) HR AR5 - G- 4- F AR Bk - 2- kIR - 4 - k- g (0. 49) HIRA
YR I3 - IR ER .16 (0.346mL) KW A P07E60 °C I #A8 /N ik 4 , 45 A3 - [4- (5-
S -4 FH SRR - - 2- R WA R - 1845 - 1 - 2R ] TN R IR B A Gt — P alitb i fd
[0838]  JDR2:3-[4- (5-F -6~ AX-1H-WEmE-2-38) WAME - 1-85-1- 2] NIR;2,2,2- =5 L
R EEA L1611 ) 4%

[0839]  #43-[4- (-G -4 H A JE -Wrng - 2- ) AR - 1- 845 - 1- 2 ] TR .15 (0. 88g) F2MK
PEERER (8. 8mL) VR G WITE S NI 1 TR A Wik 4 38 ek 1) 46 714 [ AHHPLC (e Mot
HAEAE =R CIR) 2idk, 45 tH3-[4- (5-F-6- Q- 1H-WEnE -2- K) mhis - 1-855- 1- FE ) N R2,
2,2-=® L.

[0840]  1H NMR (400MHz,D,0)9.95(s,1H)9.87(d,1H)9.00(dd, 1H)8.44 (s, 1H)5.09 (t, 2H)
3.22(t,2H) (BRI —NHJ5 T A —~COH 1)

[0841]  Sf5i35:2- I Ak -2~ (4-WH g - 2- JEmk R - 1- 845 - 1-2%) b - 1 - TR R A 1 84 110 il 4%

76



CN 111032640 B W OB P 72/142 T

C
o
[0842] o | e

" 0

N /
R o
& o
[0843]  DHR1.2,2- — F L A J R % 25 110 1) 4%

Oy 4

[0845] = Z.Hg (8. 1mL) AN2,2- LD - 1-F% (2. 3g) 7F 5 45 (40mL) T [R5 RAE UK/
PIERVE A H I Z20°C o i) He b i AR RS BE A (2. 2mL) oK S S TR S A 1 RE 2/ N sk 3 P K P &
W PR RGN H B R R Tk b A B v i ik — Ak 28 (H 3 ANk
Jit) o AR AR Tk VAT 1) S v o L AR B R PR 2, 2- — FH L IO

[0846]  1H NMR(400MHz,CDC1,) 3.90-3.85(m,2H)3.01 (s, 3H) 1.00 (s, 9H)

[0847]  JDHR2.2-FpKk-2-HI - Pk - 1 - MR 2, 2- — FH L A I 1) £

0
O% /

S
~
[0848] O/X

OH
[0849]  FEZRAA T, K HEER2, 2- —H RN (1. 75¢) 7EDYEILME (22. 1mL) H ¥ TR ¥4
HIZE-78°C . [ Hrh i b iE T 288 (b2, 5mol /L, 5. 1mL) o £E 27N PR S S VR 435 i
IR Z-30°CH A TIEE (7.73mL) oK [ ROVRA PR 2 = 5 B 5/ 6 e i
FH MK 1 ER R VR K FE F B8 2016 (x3) FEHX K FH 196 HLAE B P B B B ) I 4 A1
TR EER R O RI0E100% L TR LR AR FE 44k, 45 B I IR il 2- $2 3 -
2-H 3 - e - 1 - Rl IR 2, 2- —FH LT B .

[0850]  1H NMR (400MHz,CDC1,) 3.90 (s,2H) 3.32(s,2H) 2.79 (br s,1H)1.44 (s,6H)0.99
(s,9H)

[0851]  SBUE3.2-¥23L-2- HIE -k - 1 - TRIR 1K 4%

(o)
A\ /OH
[0852] s\\
0

HO
[0853]  42-F2KL-2- H L - TN 4w- 1 -l B2, 2- — FH LA S (1. 84g) FH6M/K 14 2h & (32.8mL)
(IR A WIAE 95 “C AR/ NI o s SR A0V ) 28 S5 I8 R VAR T 1%, 45 Y Sk A ([
ARJ2-FR 2 -2 - H L - T b - 1 - T R

[0854]  1H NMR(400MHz,D,0)2.99 (s, 2H) 1.24 (s, 6H) (52— AOH T Fl—ASO,HFE )
[0855]  JDURA.2- FH DL -2- (4-MENE -2- FEMANE - 1-845-1-28) A - 1 - R ShA 18411 il %
[0856]  f&2-Mikhg -4 - FmEnE (0.507g) fEJ/K M (32. 1mL) H VR B VI FE VKB TR 4 H . 7]
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HAIIANT, 1, 1- = 50-N- (5 FF 2R e ) R i (0. 663mL) , 3 Hof e RVR S0 = i
NP5 Bl ) H AR I\ = 2K LB (1.68g) AITE/K ZHE (0.5mL) Hffj2- ¥k -2- AL - 17
fi- -1l (0. 741g) BIE, B S IS A — R — R Al (1.26mL, 1.30g) - 98 J5 4 [ B R
ENAESOC ANF 44/ NIt o [ RV A WITE /K S5 & Je 2 (8] 70 IE , - ELUK /K 2 i i ) 4 Y
SABHPLC (Pe il A7 E =3 4 1R) 2lifh, 25 Y 2 o i AR 192 - 2K -2 - (4- W g - 2 - ik
We-1-85-1) - N bE- 1-RefR 2k
[0857]  1H NMR (400MHz,CD,0D)10.41-10.35(m,1H)10.05-9.99 (m,1H) 9.31 (dd,1H)9.12
(d,2H)7.67(t,1H)3.67(s,2H)2.10(s,6H)
[0858]  S536:2- (4-MENE -2- FEMARGE - 1-845-1- %) A b - 1 - TR SRA LS LRl 4%

C

=

[0859] N | o

+ O

N /4
N¢\‘/\/S\‘ 3
7 "0
O

[0860]  JDER1.2-FRKE K- 1-HeEfR2, 2- — HH L A I A ) 45
@)
\\840

[0861] o—>v

[0862]  FEZUAA T, ¥ HEEIR2, 2- —HIEL AN (2¢) £ DU SRR (25mL) HH ¥ VR4 H1 2 -
78°C, I HLi N IE T 248 (T e 2. 5mol /L, 5. 8mL) o 78 1N P 2 I VR -5 3 0 T i 22 -
30°CH AN ZEE (6.8mL) o

[0863]  f e WEVR -G 0 i 28 = EL AR 2 . 57N o R s 8 FH 2MK 4 2 R AR K 5 H
% .6 (x3) FEHL K& FE 09A HLAE B 6 B B )8 , Wk 4 HAE AR A 57 O e
F10E100% LR LB kR B aiifl , 25 tH B3 AR 2 - B T e - 1 - TR 2, 2- A
M o

[0864]  1H NMR (400MHz,CDC1,)4.47-4.34 (m,1H) 3.96-3.87 (m,2H) 3.25-3.17 (m,2H) 3.01
(br s,1H)1.34(d,3H)1.00(s,9H)

[0865] D UR2.2-F2FL A b - 1 - B ER 1) 1) 4%

0
W _OH
[0866] /j\/s\\’
HO ;

[0867]  Hp2-FRIEA - 1-BAlR2, 2- — FILPAE (1.35¢) AI6M/KIEELTR (32. 8nL) [FR S
FE95 CINFRA/NIS o K S MR B 078 A = =R AR R TR 45 th B AR il AR 12 - e 2
P - 1 - TR o

[0868]  1H NMR (400MHz,D,0)4.17-4.06 (m,1H)2.99-2.85(m,2H) 1.16(d, 3H) (#kK—4 0H
Ji ¥R —AS0,H/5 1)

(08691  JDUR3.2- (=4 P RLRI I 6 0) P e - 1 - B R ) ) %
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[0870] N \I/\ NOH
F>I/

[0871] ) & H e (2.57mL) Hr[)2-FeBE b - 1- iR (0. 2g) KRR N2, 6- = FIJE

mEaE (0.33mL) , 3 B PSR- J1E0°C o fa) 2 ob i hn = 460 FP A 8 = 480 PP 2 sk 7k

(0.264mL) FF7E il BE R 4 2450 1 1570 B o B8 B 2 2 304 I LR G FE =i T R HE L/

i o K S5 B VR A0 KR K 3 AU B (x3) ZEH s & 91 A WLAE B F AR R 5 T I o

WAR, ¢ H 2R EROIRIN2- (50 FE LI U S ) b - -1 R , 4B 24950 % 4 P2 A & it

—palifb i SR T SR .

[0872]  1H NMR (400MHz,CDC1,) A #)U&5.57-5. 41 (m, 1H) 4.18-3.98 (m, 1H) 3.58-3.35

(m,1H) 1. 76-1 65 (m, 3H) (B —SO,HJH 1)

[0873] 142 (4-WENE -2-FEMEIE - 1-845-1-3%) T be- 1 -BERR ShA1S Tl %

[0874] 4?2—&[1%—4—;@%% (0.15g) 2~ (=380 AL Rt 402k ) b - 1 - fisi iR 2 (0. 55g) AL,
4- gL (7.8mL) VRS ITE90 Cn#24 /N o [ MR S WIE /K-S Z & b 2 1840 fic , 7

HURs 7K 2 8 1 1) 45 28 S AHHPLC (BE it Hh A7 72 =3 4 1R) 4k, 25 tH 2 i e AR 1 2- (4-

WEIE -2- FEMAMR - 1-855- 1) - A b - 1 - R PR £h

[0875]  1H NMR (400MHz,CD,0D) 10.43-10.37 (m,1H)9.93(dd, 1H)9.34(dd,1H)9.11 (d, 2H)

7.68(t,1H)5.66-5.53 (m,1H)3.66 (dd,1H)3.43 (dd, 1H) 1.83 (d, 3H)

[0876]  Sf6|37:2- (4-WEnE-2- FEMENE - 1-84-1-38) 42,2, 2- =4 LR ERA 19511 4%

0
AN F
[0877]
N7 | N, F
N+
NZ " NoH
[0878] 1.2 (4-WENE-2-FEMAIE - 1-35-1-38) 2 LR MR EhA 19411 &
f“”
[0879] N7 X 0 _
NZ \/\o’ Y

[0880] M 2-MkME-4-FLmEnE (0.2¢g) \1,2- —& 4% (3.8mL) Fl1,3,2- AR L2, 2-
A (0.198g) BIR-AYIAE =l FHLFE22/ NN K B S UTTE M08 H IF FH & b Btk
5 HA X3 e A AR VR 5 0 o K VR 5 P R 7K B e Ui, 25 HR 52 R K [ AR 1 2 - (4 - s g -
2- kR -1-84-1- ) 2R L.

[0881]  1H NMR (400MHz,D,0)10.28(d,1H)9.87 (d,1H) 9.29 (dd, 1H) 9.07 (d,2H) 7.72 (t,
1H)5.18-5.28(m,2H)4.62-4.72 (m, 2H)

[0882] DUE2.2- (4-MENE-2-FEMAWE - 1-545-1-5L) 212, 2,2- =5 LR EhA195 19 %
[0883]  KpHH2- (4-WsnE-2-FEmkE - 1-85-1-28) LERER 2k (0. 25g, X R ITR &)

79



CN 111032640 B W OB P 75/142 T

FI2MAKPE EL R (5mL) BIVR A ITESO CINFAL2 /N o 5 [ NVR A Wi 4 » FH R e AR T 2
FEE B 18 ) 25 A S AHHPLC (e M th A2 =3 CTR) 4lifk, 45 12 (4- B RE - 2- FEmk
WR-1-85-1-4%) 48E2,2,2- = LR EL

[0884]  1H NMR (400MHz,D,0)10.25(d,1H)9.81 (d,1H) 9.26 (dd, 1H) 9.05(d,2H) 7.70 (t,
1H)4.94-5.08 (m,2H) 4.17-4.22 (m, 2H)

[0885]  Sf§38:3-[4- (5- % & L ILAE R -2- ) AR - 1-85- 1 - JE ] NPR2,2,2- =9 4R
ERA202 11 I 4%

NH, 0
F
O N -0
N| F
[0886] = | N T F
+
o)

[0887]  43-[4- (5-FU IS -2- 5L) mhig - 1-545- 1- K] N8 2 8 404 (0. 33g) AIaMzK i
Eh1R (5mL) [FVR & WIAE I T A FEA0/ NI oK S STR S W0k 4 , R CUJGe AT 2 FH L Tkt
Bk I ) 45 T RABHPLC (BB A7 E =3 O R) 24, 25 13- [4- (5- 2 2k I Ik S mik 1z -
2-JL) WEE - 1-85-1- KL NFR2, 2, 2- 9 LR .

[0888]  1H NMR (400MHz,D,0)10.18(d,1H)9.92(d,1H) 9.51 (d,1H) 9.43 (d, 1H) 9.20 (dd,
1H)5.18(t,2H) 3.31 (t, 2H) (SRR N F1—ASCO2H)H )

[0889]  Sf39: [ (1S) -1-FRIE-3- (4-MENE-2-FEMkE-1-85-1-3%) H3:14:2,2,2- =% 4
R EEA201 [ 4%

Ao
- 0
I
NP NN OH
[0890] H*
X 0
O H;'N

[0891]  JPIR1: [(1S) -3-1R-1- H S AL Bt - A 2k ] S AL ) o %
0

[0892] o~
NH; CI~
[0893]  7EO°C, &/ K, (25) -2- 5 k-4 - T W2 (0. 2¢) 7E /K I EE (4mL) R AP

T AR S (0. 392¢) o4 MR S WA IR T HEHEE RO SE , 45 th 288 BRI
[(1S) -3~ -1- H AR Fedik - P2k ) Ak i K A et — 2B At f A
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[0894]  JPBR2: (25) -2- (REAIEBILZIEL) -4- 1R - T L BR N i) %

0
Br
\/\HLO/

HN O

[0895] Y

o)

[0896]  HRL[(1S) -3-7R-1- FHE LA IE - U 2 ] A e /2 —SUH e (4mL) i b, 3F HomA
Ik B 240 (0. 28g) fE7K (4mL) H W - KRG WA H 2 0°C, 3 Hom A & H R i
(0.225g) oK s AR IO 28 2 8 IR 15 /NI o 8 S VR A PR 7K (10mL) FokeIF A — &
H ¢ (3x20mL) ZEHL -5 FF A HLZ LB BRAN T , Wi A2 — S i A PR e Th 90
£100% LR LERHIRAFE AL, 45 H (2S) -2- (REIEHRIEEIL) -4- - TR .
[0897]  1H NMR (400MHz,CDC1,) 7.30-7.40 (m,5H) 5.37-5.43 (m,1H) 5.13 (s, 2H) 3.78 (s,
3H) 3.42-3.46 (m,2H) 2.25-2.49 (m, 2H)
[0898]  JDIE3. (2S) -2- (WHEIEWILEIL) -4- (4-MWEng - 2- FEMKE - 1- 36 -1-3L) T FR H g At
(e&ziliaki

-

5%
(]
N/)\Cw No
[0899] N N\/Yko
HN\[rO
0

[0900]  FEZEAA T, 1) (2S) -2- (R FRFEREL) -4- 1R - TR HEE (0. 1g) £ Jo/K A B
(2mL) H AT R I NBEAR ) (0. 054g) o IONTR S W7E i R H e 2o (a2 - g
We -4 - JLmENE (0.048g) HKH IR A WAE R T IN#R 16 /NI o K I BEVR A VD 4 FF HLFE A
(2S) -2- CRAEMEIRIEEIL) -4- (4-MENE-2-FEMEE - 1-85-1-28) TR PRt A&t —2
apfpm A T~ —P k.

[0901]  JPERA. [(1S) -1-FRHL-3- (4-WERE-2-FLmEE - 1-85-1-28) IN2E]%62,2,2- =5 LR
ERA201 [ 4%

[0902] 4 (2S) -2- (FRRIEIRILEIE) -4- (4-W5ng -2- FEmhme - 1-$45-1-3%) T HERfL
(0.5g) FIIRELIR (4.9mL) IR A WITESO CINFA30 4341 o 45 I NV B Wik 4 » V5 T /K 2
Mg <16 (3x20mL) A HL o K 7K 2 38 1 il 2% Y S AHHPLC (e i v A7 72 =9 O IR) 24k, 45
[(1S) -1-$R%E-3- (4-M5ng-2-FLmAIEE - 1- 34 - 1-3%) 3L 542,2,2- = LR s

[0903]  1H NMR (400MHz,D,0) 10.26 (d,1H)9.90 (d,1H) 9.27 (dd, 1H) 9.06 (d,2H) 7.72 (t,
1H)5.17 (t,2H)4.09 (dd, 1H) 2.76-2.79 (m, 2H) (B =ANHJE 7 F1—ANCO2H)F )
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[0904]  S2f5]40: [ (1R) -1-#23E-3- (4-MEngE-2-JEmkIR - 1-84-1-38) ] 52,2, 2- =@ &
T3 ERA207 1 1) 4%

ZNAN OH
[0905] HM
x> ' o
o NH
F _
%\O
F
F

[0906]  JPER1: [ (IR) -3-JR-1- F S AL Bt - P 3k ] Sl AL ) o %

O
[0907] Br\/\')‘to/

NH; CI”
[0908]  7EO°C, FER A N, [(IR) -3-R-1-FR 3 - N 3E ] Ak (0. 1) £ JG7K FHEE (2mL)
VR S A R DD AR BE S (0. 083mL) oK S SIVR S IFE 2 il T H i i IRk dn , 25 Hh B B
[ AR AL L (1S) -3- - 1- H AR SR e Ik - T R ) U fb i I oA R g — 2P b i A A .
(09091  JPER2: [(1R) -1- WAL A AL -3 - (4-Wg - 2- JEmA IR - 1 -85 - 1-28) N 28 1R B Ak

Yol 2
C

=

[0910]

b —]
+

O

NH3 Cl

[0911] ] 2-MkWE -4-FEmENE (0. 1g) 7 M (3. 16mL) HF VRSP H ML (IR) -3-JR-1- H
AR IRIL - TN ) S A2 (0. 16g) IR G WAL R NN 2/ o [ BEVR & W4 , 45 HY
BERAFEBREL(IR) - 1- A IEBRIE -3~ (4-MEng -2-JEmk e - 1 -84 - 1-35) 3L ] IR 1k 4%,
W A — DA fd .

[0912]  2DER3: [(1R) - 1-FR 2L -3- (4-WEE -2- JEmkE - 1-845-1-28) N 2] 822, 2,2- =5 O
ERA207 1 i %

[0913] K[ (IR) -1- AR ZEFRIE -3~ (4- Mg - 2- EWARR - 1 -5 - 1-2%) AL ] R0 (0. 5g) Al
MK PR ER R (7. 29mL) BIVR A PAESO C N FA2/INIT o K Js I VB A5 4 Ak 448 - 3 3o o) 8 284 e A
HPLC (el M AR E = L) alifk, 45 U L (IR) - 1-FR 3k -3 (4-MEIE -2- FEMAIE - 1-$5- 1 - 25)
P52 ,2,2- =/ LR,

[0914]  1H NMR (400MHz,D,0)10.22(s,1H)9.87 (d,1H)9.24 (d, 1H) 8.99-9.04 (m, 2H) 7.66
(t,1H)5.16(t,2H)4.17 (dd, 1H) 2.69-2.85 (m, 2H) ({2 = MNHJFE 7 F1—A~CO2H)5 )
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[0915]  SEfl41 . 23 - [ (4-WE g -2- FEMAME - 1-85-1-38) I3 T IR IBRIR EhA205 1 i) £

f\ |
[0916] \N )

ll _oH

P/

\/\

[0917] Rl:1- (LIRS FFIE) -4-mEng -2-FL -k - 1-852,2,2- =M AR

A2305@ﬁ%u%
O

F})\
S F
[0918]
\N Z N 0 (
ﬂ+ e ©
A ~ \O

[0919]  F7E-78°C,fERSAH T, Z,%Lﬁﬁﬁ@ﬁ‘tﬁ@@?(o 2g) £ A H e (3.57mL) H 1
WA IIAN N-Z 7 3L 2 (0. 244mL) , Bl fa 0N =56 R R — 9 FF SRS I 1 (0. 24mL) o ¥
SSILE 27N N Z2 18 NI Z220°C o (Al M VR A P R DN 2 - kW - 4 - FEERE (0. 188g) 7E S H bt
(3.57mL) HH VAR, EUKS S BEAE B iR T A FE2 /N K S VR A W FH KB K, H G RERRRE
WG FE 8 I ) % L S AHHPLC (Pl FR A7 =3 L) 4lifk, 45 2R R i1 - (2
LML R IL) -4 Mg - 2- B - AR - 1852, 2,2- —H LR R

[0920]  1H NMR (400MHz,d,-DMS0) 10.39-10.35 (m, 1H) 10.01 (d, 1H) 9.47 (dd, 1H) 9.22(d,
2H)7.84 (t,1H)5.78(d,2H) 4.24-4.13 (m,4H) 1.27 (¢, 6H)

[0921]  JDUR2.F2HE- [ (4-MENE -2- JEMERE - 1 -84 - 1 -3%) FF 3 ) TR B IR £RA205 0 il 2%

[0922]  FE=IE N, FERA T, A1 - (2 SRR R ML F ) -4 - Mg - 2- Bk - A TR - 1- 8552,
2,2-=FLMRE: (0.17g) K ZHE (7. 42mL) T HIES P IR (= 3E) i ke
(0.049mL) i HEIE RS, I F AR (ZHR) bt (0.049ml) o FF R FE S S TN &%
Ja IR (S IE) et (0.049mL) o kIt 0I5, 4 S SV -B 40 FH KA 2K 3 it i) 2% 20 I
FHHPLC (el R AFAE = L IR) 2hidh , 5t 2K B B AR (R 2 22k - [ (4 - M - 2 - Sk I -
1-855-1-2%) L] IR B IR 26

[0923]  1H NMR (400MHz,D,0)10.16-10.13 (m,1H)9.72-9.68 (m, 1H) 9.20(dd, 1H) 8.99(d,
2H)7.64 (t,1H)5.11(d,2H) (B%—DOHFET)

[0924] 54542 [ (1S) -1-$23L-2- (4-mEng-2-FEmEmE - 1-84-1-35) 2. 8]4:2,2,2- =& 4
it £h A208 1) i 4%
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3 F
NN O F
L ;
+
[0925] b | SN NH;
+ E
O /N\/\[(OH
F
z)ko_ O
F

[0926]  JBER1: (25) -2- (FUT S IEFRIL G IE) -3- (4-WENE -2- FEMAGR - 1 -85 -1-J%) IR #h 1
il 4

)
[0927] N

[0928] [ TE/K 25 (ImL) AR R 2- Mk s - 4 - FEmsnE (0.05¢) FIVR A9 INAN- [ (3S) -2- &A%
AT be-3- R F AL FHRBUT 16 (0.071g) , I H A I MVR A WIAE i R HHE48/ N o ik
U5 R NARA YIS R (2S) -2- GRUT AL ZHE) -3- (4- W0 - 2- FEmk e - 1- M5 - 1- %) IR
B HAZ G — DAt A
[0929]  2DR2: [(1S) -1-FR2E-2- (4-WEnE-2- JEmkR - 1-845-1-38) 2] 82,2, 2- =5 O
EhA208 1 il %
[0930] % (2S) -2- (HU T A IEPILEIEL) -3~ (4-MEng -2-FEMEHE - 1-85-1-38) HIR2: (0.4¢)
F2MAK A LR (10mL) VA YITE Z RN B 187N o 8 IR N VR A A 4 e Je ot ) 46 7 e A
HPLC (BE I P ARAE = 1) Ak, 25 [ (1S) - 1-$R 3L -2- (4-msng -2- JEmkiE - 1-54-1-35)
R E2,2,2- =R/ LR .
[0931]  1H NMR (400MHz,D,0) 10.26 (s, 1H)9.94(d, 1H)9.31-9.34 (m, 1H)9.04 (dd,2H) 7.69
(t,1H)5.48(d,2H)4.75 (t, 1H) (BRI =NHFTT-F1—ACO2H)H T)
[0932]  S2f543 : N~ FH 3 - 2 - WA R - 4 - Ji& - W g - 5 - ff Pl e 1) 1) %

NH

OQ:'S,

/4 N
[0933] o \(\
s
N N

_N
[0934] DR . 2- 5 -N- B 3L - W g - 5 - Tl Pk g 1) ) %
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[0936]  7E-78°C, AR N, H2- Fmang -5- il Ik & (0. 05g) 7E VU MEmE (1mL) H HIA
AH, IR F R (DY &R H2M, 0. 117mL) , B J5 IIAN, N- — 57 N 2 2.1 (0. 065mL) o 4% )2
I 45 FE20 43 8 I FH VKA B 7K (20mL) ¥ K H 88 2. B8 (3x20mL) REHL % & - A HLZ K
g5, o5 A 2 - G- N- F S - g - 5 - T e A

[0937]  1H NMR(400MHz,d,-DMS0)9.10 (s, 2H) 7.96-8.00 (m, 1H) 2.54 (d, 3H)

[0938]  ZDUR2:N- FH Ik -2 - Wik s -4 - I - W e - 5 - g ok e 1) ) 4%

[0939] RS T » MG M 3 N = T 38 (WAMR -4-J8) 8% (0.64g) «2- 5 -N- F 3 -
WEIE -5 - ML (0.3g) DU (Z2RIEHE) 48 (0) (0.167g) F11,4- —FHEKE (4. 5mL) FFAERGP: R 7E
130°C #3073 Bl o ¥ [ NV A W0 4 55 FBCT 25 IR % , 45 HH 28 0 [ 4 IR N - FR
- 2 - TRE PR - 4 - JE - I - 5 - R L A%

[0940]  1H NMR (400MHz,d,-DMS0) 10.03-10.04 (m, 1H)9.53-9.54 (m, 1H) 9.35 (s, 2H) 8.49-
8.51(m,1H)8.04-8.05 (m,1H)2.58(d, 3H)

[0941]  Sf5i44:2- (6- I -4 - WA nE -2~ -WAMR - 1 -$5- 1- ) MR ERA2 121101 4%

[0942] N | o
\N/N\/\S//
/N0
0
[0943] D1 .3- FH 3L -5-WEIE - 2- 3 - TH-WAME - 6 - i (1) 1) £
= SN
I
[0944] N

0O N~

[0945]  FEZAAT, [l UL, 4- —REHE (2mL) HrR)5- -3~ FH - TH- Mk -6 - i (0. 1g)
VRS NN =T & (mBng-2-38) 8545 (0.234g) « =4I — S ALAR (0.038g) Flffk IV
i (0.02g) , I AR EWAE130°C NI /N o S BTR AW, 4- W ke fioBe , 456 B v S
A eSS I uE , ABR EANE M BT A A RE A & e 0510 % H B R R
gy, 25 5 6 [ AR R 3 - O - 5- g - 2- - TH- AP -6 - I

[0946]  1H NMR (400MHz,d,-DMS0) 12.90-13.20 (br s,1H)8.92-8.93 (m,2H) 7.68 (s, 1H)
7.53-7.54(m,1H) 2.31(s,3H)

[0947]  JDUR2.3-5(-6- F Ik -4 - Mg - 2 - I - WA PR 11 il 2%
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e
[0948] X\ Z

o N
[0949]  K53-F L -5- Mg - 2- F - TH- WA -6 - (1.93g) FAIREELSK (1.93mL) VR A HI7E100
CHNFAS/INGS o 2 F I, 4 I TR B DU 4, AR N UK 5 FH ¥ (R 7K 14 Bk R S A T VLB AL, 22
pH 8.4 /K= H 4R £ 1 (2x150mL) ZEHL 4 & I A HLZE FHK (2x40ml) B, SRR+
BRI, 25 H13- G- 6- HI k-4 - Mg - 2- JHE - AT
[0950]  1H NMR (400MHz,CDC1,) 8.94-8.95 (m,2H) 7.78 (s, 1H) 7.42-7.44 (m, 1) 2.80 (s,
3H)
[0951]  JDBR3.3-FHJk-5-WHE - 2- k- AR (1) 1] £

@
[0952] NN

[0953]  f = ZJK (1.32mL) A E3-50-6- H FL -4 - WE g -2- F-HAWE (1.5g) £ LBE (40mL)
2.1 15 (10mL) VR AW W o SR S & S IR I 10 % 405k (0. 2g) o H%
RAPIEESERAR FEER NEA LN A R AMAAEAL T (0. 2g) FH RS 7 403/
i o Kf S NV A4 2% (50mL) Rk i i ik v ok e (FH 2 (2x40mL) Pevss) o B i ik
Ui IEAE EARE B & e 0510 % I BR R 4tk , 45 HY B A U E AR 13 - F
Hk-5-WENE - 2- Fh - WA

[0954]  1H NMR (400MHz,CDC1,) 9.97(d, 1H)8.89(d,2H)8.27(d,1H)7.35-7.38 (m, 1H) 2.82
(s, 3H)

[0955]  $DUE4.2- (6-FHIE-4-MEBNE-2-FE-WAME - 1-44-1- L) Z IR EhA21 2110 %%

[0956]  f3- HIJL-5- Mg -2- F-Mk Wz (0.8g) F12- IR L et g a1 (1.078g) 7E7K (16mL) H
TRAMAEL120°C NFA24/ N o K S SEVR A W 48, BT 22 B SR Ik e 5k ad ok o) 48 2 I A
HPLC (We il HH A7 AE — 3 L 1R) 2liAk, 45 2~ (6- -4 - g -2 - JE - kMR - 1 -85 - 1- 5%) 47k
FREh .

[0957]  1H NMR (400MHz,D,0) 10.00(d, 1H)9.08(d,1H)9.00(d,2H)7.65(t,1H)5.16 (t,2H)
3.68(t,2H)3.12(s,3H)

[0958]  siffij45 . — H RE R E Ik - [2- (4-ME0E -2- FEMAMR - 1 -85 - 1 - 5%) SO MR ] (e
(azanide) A214 /] 2%

f\N
N
N z O o
[0959] | e
+ N
L o
N~ N\

N
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[0960]  JDUER1.2- R -N- (- HI L) L WERZ ] &

N Q
[0961] \N/S\N)I\/Br

I H
[0962]  {EO°C, i) — I BE AR R % (0. 5g) Fl4- (— FF RE 40 3E) mhng (0.541g) £ — S W ki
(19.9mL) H F1¥ W R VR 8 VR (0.903g) o 4 e W 2242 i &2 = IR IF i 24/ N o %
O . SMZK 1 Eh R 70 L o A L2 S BR B T 1 Rk 4 45 SRR B iR R 2 - R -N-
(ZH LG O WERG H r= A&t — D aifb mfE A
[0963]  JDUR2. — FARLEREMEIL - [2- (4-WENE -2-FEMAE - 1-85-1-38) AL 1 B EA21417)
il &
[0964] ] 2- Wk -4-JLmENE (0. 15g) £ LM (10mL) H IV H N2 - ¥R -N- (B BL & 1
MERE) 2. Wz (0.21g) , IF B IR S MAESOChn16 /Nt K Fr BT iE e, FH 2
(2x20mL) Peigk , 25 H BRSO AR 19 = F I R IE L - [2- (4-Ms g -2- JEmkR - 1-85-1-
) LI AT
[0965]  1H NMR (400MHz ,d-DMS0) 10.36 (s, 1H) 10.06-10.10 (m, 1H) 9.56-9.62 (m, 11)
9.18-9.22(m,2H) 7.82-7.86 (m, 1H) 5.88-5.94 (m, 2H) 2.80-2..86 (m, 6H)
[0966]  5f5|46:N- (2-JR L) -1,1,1- =5 - FERR I e 1) ) %

Of 4

[0967] |:7< \H/\/Br

FF
[0968]  ZEO°C,¥2-1R LR RALY) (1g) FIN,N- BN EE 2. 0% (1.42¢) HITR S & F ki
(24 .5mL) ¥ HE B 2 S N AR A5 5] o i N = 5 AR I (1. 55g) FRAEO CHEFE3 /NI o4 [ o
RS VIR FEAE K ERIR 5 R 2 8] 43 T o ¥ A HLJZE FHZK S IMZK 1 SR 8 A1 R 7K e, &0
FRAEE T3 91k 4 , 19 3 2 IR B PR ON- Q-JR 43E) -1,1,1- =5 - it iz .
[0969] 1H NMR (400MHz,CDC13) 5.44(br.s.,1H)3.71(q,2H) 3.53(t,2H) »
[0970]  SEf547:2- 9% -N- 48 3k - ZBERZ 1) 4%

0

)‘I\/BIr
[0971] HN

|

/O
[0972]  {EO°C, ] A fZ 3h e &k (0.248g) MIN,N- — TP % 2, i (2. 29mL) 7 PU &5 IR
(10mL) H Ay B VIR Th i N2 - 11 Z Wi (0.5) o8 [ RVE-A Y0 IniG 2 = I8 2k 2 /N Ff I
NIVR G YIRS FAE A RE B2 17 Okt 4R ARk, 45 H 23R 3 B AR 112 -
TR-N- A - 2%
[0973]  1H NMR(400MHz,CDC1,) 4.48 (s, 2H) 4.24-4.28 (m, 1H) 3.88-3.92 (m, 3H)
[0974]  Sf548: 3- R -N- T - P BE AL 1 il 4%
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0
N
.
o S
\ﬁ Br

[0976]  ZE0°C, [ 2 i (0.5g) #E7K (10mL) HIPU SR (10mL) o R4 H 3 HHoin N &SR
By (1.427g) AEOC F 1070815 , W N3 - IR P S (1. 27mL) 7E VU SRR (5mL) o I - K5 BT
19 R BLRAYITE I T HERE3 /N o I K I B IRAYH — & H be (2x75mL) ZEHL K& I
A HUZ LB RN T IR 40, 45 th B IR T E AR 1 3 - ¥ - N- U - TR Tk e

[0977]  1H NMR(400MHz,d,-DMS0) 12.40 (br s,1H)3.54-3.70 (m,2H)2.80-2.94 (m, 2H)
[0978]  SEf5i|49: [(1S) -1-FRHE-4- (4-MENE -2- FEmkRRE - 1-85-1-2%) T 2] —SUbEA211 1)
il 2%

C
= CI~ "
[0979] * Z E il
A +\/\,/:\n/0 H
cr 8

P12 (25) -2- DO GRUT S8R B AL ) A ] I3 1R — WY G A 1) %

[0980]1

No

o) o)
o)

[0981] T o

T

o) 0

|
[0982]  FEZVHT M) (2S) -2- GRUT AR AR Bk AL 2 2E) [ 8 — HYIR (0. 3g) £ £ i (6mL) 1
B R N4 - — H B2 FE g (0.028g) o IR -G W% 2 20°C I In AN Bk iR — U T Ml
(0.264g) o S N HMe 28 25 3 0 R 187N o 4 [ RV A WI7E /K 5 IR £ Bis (80mL) 2 ] 43
Bi I FH 1R .15 (80mL) AHX 45 I BI-E HLZ FH 10 % AKPEFT B BR e 3% , Bl Ja T M AR R &
BRI RN ER KBRS K B IR A HLUZE S0 IR T8 , W4 HF /£ — e AR O e ()
IR B4R, 4 T BT (2S) -2- W (U T R IE) 2 3L ] IR i — WEE.
[0983]  1H NMR (400MHz,CDCL,) 4.95 (dd, 1H)3.73(s,3H) 3.68 (s, 3H) 2.36-2.54 (m, 3H)
2.15-2.23(m, 1H) 1.50 (s, 18H)
[0984]  JPIR2. (2S) -2- [R (BT AR L) 2 Ht ] - 5- A - TR FH R 1) ) &
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[0985]

[0986]  FEZUIA T, K (2S) -2- DR GRUT AR B At ) 2 2L ] g — H1 g (0. 28g) 7£ LTk
(5.6mL) IR AEN 2 -T8° CHZ I — 7 T 2S48 (PR IM, 0..82ml) o4 [ WA -
T8 CHEFEL04r 8, S8 5 7K (0.094mL) ¥ K FF H B FE30 0 Bl o FHR 2 Z iR 5 » I [ 440
RN o FE TR B e ik e a8, FBUT 8 W R A ek I ELW DBk 4, 45 H (2S) -2- [
GRUT S kAL ) Z A ] -5 - AR - R g

[0987]  1H NMR (400MHz,CDC1,)9.78 (s, 1H) 4.90 (dd,1H) 3.73 (m,3H) 2.45-2.66 (m, 3H)
2.11-2.28(m,1H) 1.42-1.63 (m, 18H)

[0988]  JPIR3: (2S) -2- (R (BUT AL AL) & Bt ] -5 - Fa k- TR FH R 1) ) &

~

OYO
N 0]
HO -
i

[0990]  FEZAT 4 (25) -2- DO GRUT e B Ak ) 22k ] -5- S - IR F R (0. 2¢) 270
K FE (4mL) VAR A Z20°C, FR o UM A A6 (0. 025g) HAasHE2/N o S MR &
Vs AL S ACRE EAE 3 O Th i IR SR 4EAL , 45 H B TS IR I (2S) -2- [ (L
TR BRAE) s ] -5 R Ak - TR TR

[0991]  1H NMR (400MHz ,CDC13) 4.90(dd,1H) 3.74-3.67 (m,5H) 2.30-2.20 (m, 1H) 1.99-

1.89(m,1H) 1.68-1.41(s,20H) (Hhse—ANOHF 1)
[0992]  JBUR4. (2S) -2- [ XN GRUT AL H3E) &I ] -5- 1R - IR H g 1) il 4%

[0989]
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[0994] 4 (2S) -2- [ GRUT S 2 A ) & 2] -5- 72 2 - IR g (4g) 78 J5 /K DY & Wk i
(40mL) H IS BA EN 0 C I I TY IR ER (5.728g) o [ HeH i in = 2K 3 (4.576¢) 7EDY
SRS (40mL) H BV o A5 S BN 22 2 R FE R R 24/ N o S BVR A W 4 HEAE AL
T B R O e 1 2R 2R atiAk, 45 (2S) -2- [ GRUT S 3k Bk dt) &3k ] -5- VR - TR R
fis o

[0995]  1H NMR (400MHz,CDC1,) 4.88(dd, 1H)3.73(s,3H)3.38-3.50 (m,2H) 2.24-2.27 (m,
1H)1.85-2.12(m,3H) 1.51 (s, 18H)

[0996]  JPERS. [(1S) -1-H A B ARAE -4 (4-W5ng -2- FEmAme - 1 -85 - 1-3%) T3] 442,2,2-=
WOTRER

[0998]  [n] £ Jfi§ (12.6mL) H K 2- Wikl - 4- FLIEE (0. 4g) BB SN (25) -2- DX GRUT
AR J ] -5- - IR H S (1.141g) , FF B R MR G WILE RN R N2/ o R
JNLVR 5 ) 4 e i o) 25 B4 S AHHPLC (BRI A7 AE = IR SR , T EBOC- {3 ik A 4 2%)
afifh, g5 [(1S) - 1-FEE AL -4- (4-mrng -2-JEmAnk - 1- 85 - 1-2%) T2 ]#2,2,2- =/
ﬁ“il\

[09991  1H NMR (400MHz,D,0) 10.22(d, 1H) 9.80-9.86 (m, 1H) 9.20-9.27 (m, 1H) 8.99-9.06
(m,2H) 7.66-7.73 (m, 1H)4.90-5.01 (m,2H)4.20 (t,1H) 3.76-3.84 (m, 3H) 2.20-2.40 (m, 2H)
1.97-2.18(m, 2H) (EJeNHJF T-)

[1000]  JDUE6: [(1S) -1-FRIHE-4- (4-MEng -2- JEmkE - 1-85- 1 - 58) T 28] &b BeA21 L]
%

[1001] K[ (1S) -1- FHAR SRR -4 - (4-Wing -2- JEmANE - 1-85-1-5) T2 14:2,2,2- =5 O
iR &5 (0. 1g) FAMAKYEER R (0. 78mL) FIIR S WIE60 C NI 4/ o S BRS04 » 25 H
[(1S) -1-FRFE -4~ (4-msng -2-FEmkz - 185 -1-3%) T3] &L

[1002]  1H NMR (400MHz,D,0) 10.24 (dd, 1H)9.87 (dd, 1H)9.27 (dd, 1H)9.06 (d,2H) 7. 72 (t,
1H) 4.99 (t,2H) 4.08 (t,1H) 2.23-2.44 (m,2H) 2.00-2.16 (m, 2H) (k2 =NHFE T H—4
CO2HJ% )

[1003]  SEf5i50:3- (4-MENE -2- FEMANE - 1- 845 - 1 - 2%) TN ER S AL A26 (1) 1] %%

[1004] |
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[1005] R1:3- (4-MWang -2- FEMARR - 1- 845 - 1-F5) IR FHE2, 2, 2- — 3 L BR EhASA il 4%

[1007] K £ (31.6mL) HH A3 - IR IR HI M (1.58g) \2-WkiGE -4 - FLmEnE (0.5¢) VR G TE
80°C 24/ NI o Rt S MR B v #0, W4 R AE K (10mL) 5 5 F e (20mL) 22 [8] 73 i o 45 7K
JZIE I ] 5% S ARHPLC (ORI A7 £ =50 L IR) 24k, 45 th A8 (IR A 3 - (4- M - 2- O
WA - 1-85 - 1-2%) NIR FlR2,2,2- =M LR
[1008]  'H NMR(400MHz,D,0) 10.15(d, 11)9.85(d,1H)9.18 (dd, 1H)8.98 (d,2H) 7.63 (t, 1)
5.12(t,2H)3.59(s,3H) 3.25 (t, 2H)
[10091  'H NMR (400MHz,CD,0D) 10.43-10.32 (m, 1H) 10.04(d, 1) 9.43 (dd, 1) 9. 12(d, 2H)
7.65(t,1H)5.18(t,2H)3.70(s,3H)3.36-3.27 (m,2H)
(10101 JDYR2:3- (4-MENE -2- BEmAME - 1-35 - 1-3%) IR AL YIA26
(10111 K53~ (4-ME0E -2- HEMAIE - 1-85-1-28) NIRHIR2,2,2- =3 LR 2 (0.392¢) Ak h
1R (7.66mL) [FVE 5 IES0 CRNFR /NI o K S SR v 41, W 446 JF T R T B » 4t 20K
T RIS - (4-MENE - 2- FEmEME - 1- 55 - 1- k) IR ALY
[1012]  'H NMR (400MHz,D,0) 10.16(d, 11)9.85(d, 1H)9.18 (dd, 1H)8.99 (d, 2H) 7.64 (t, 11)
5.11(t,2H)3.24 (t,2H) (Bk—ACOHET)
[1013]1  'H NMR (400MHz,CD,0D) 10.43-10.32 (m, 1H) 10.02(d, 1) 9.36 (dd, 1) 9.09(d, 2H)
7.68(t,1H)5.16 (t,2H)3.29-3.21 (m,2H) (HRK—NCOHKF)
(10141 SLAFI51 . R A2k - [ (4- WEEIE - 2- SEMAIGR - 1 -8 - 1- k) FY 2k | RUBAR £ A245 1) il 25
(10151 JDURL: =5 FP AR — H SR S L2 IR 0 1 %

F F |

o
F \\P o
[1016] S/ N\
0%\ O
© /

[1017] o — S A I 2k AR R (L) £ & e (20mL) H A 21 22 -78°C, FF HmA
2,6- " HIEEMENE (1.32mL) , B f5 I0 N =960 PR R — 960 FH R ARG (1. 91g) AR R SIVR A
Phimiit 28 5 R IR LN R s RETR S PRI N K v I U e (50ml) AL KA HLE
FIIMZKE £ R (50mL) Ped » 22 TR SRR BN TR I IR 4 28 H 2 0 s CdRUAAIR ) = Jo P R IR
R B A P

[1018]  1H NMR(400MHz,d,-DMS0)4.82 (d,2H)3.78(s,3H) 3.74 (s, 3H)

[1019] PR 1- (T H SR AL W I Ik PP k) -4 - R - 2- ik - Wik e - 1 - 35 — 3 RS R £ A 238 19
il %%
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O
N
\O_
N F
[1020] | e y
Z
N X o) I
|l N0
N P

(10211 FEZIR N, [ 2-WEGE - 4- FEBERE (0.6g) 7£ £ iF (15mL) HH AR P N =560
T — SR BRI T (1. 549g) o K TS S TR Br W E S N 1P 16/ g S BTk &
WA I A AT RS R MIE K (TEmL) 5 & e (75mL) - [ 73 B o K /K2 FH 573 A ) — S
Je (75mL) Yok , Wi i SO A T 100 % 7K GER AN =5 L 0R) 4ifl , 45 1 2
BREVRACIRIR 1 - (7 A R AT ) -4 - Mg - 2- - o - 1 - B — U P IR 26

[10221  1H NMR (400MHz,D,0) 10.37 (d, 1H) 10.00 (d, 1H) 9.48-9.42 (m, 1H) 9.23-9.20 (m,
2H)7.83(t,1H)5.82(d,2H) 3.83 (s, 3H) 3.82-3.78 (m, 3H)

[1023]  JDYR3: FIAEHE - [ (4-MENE -2- FRMANR - 1-845- 1 - 3%) FIJE ] IR IR £RA24 5 1) il 4

.\
| Né“vpxx;
[1025]  FESIR T, Al 1- (Z F SR B I 2 F L) -4 - W g - 2- i - AR - 1 - 845 — 96l HH R IR 21
(0.1g) /£ = H e (10mL) HH A4 FEE W R DD N = H JE A6 (0.097mL) o S SLVR A W1
TR N IEFE2/IN R S B AR , I HOKE TR AR YD T K (25mL) H 9 H & H kT (2x25mL) ¥
B o P K JZ A4 I 38 1 1) £ Y S AHHPLC (e i v h A7 AE =3 QIR 204K , 25 H 52 P (0 [t 4
RIS - [ (4-Wng - 2- JEMANR - 1-845- 1-28) H AL ] IR B R 28 .
[1026]  1H NMR (400MHz,D,0) 10.19-10.15(m,1H)9.73-9.69 (m,1H)9.25-9.20 (m,1H)9.01
(d,2H)7.68-7.62(m,1H)5.19(d,2H)3.61 (d, 3H)
[1027]  ZRA (R 30 B9 H Al AL & W 2 8 i AR 72 MO 4 R 46 A1 R 46 o BER N Dt
A, BA (D & War Lon ESCRrR E AR 25 BTz 3 P B ek 2
AT M B R AR AE AR TR SIS OL R AR E BB T R RS, IF HA
A 20D LG a] LRMET G P s T2 .
[1028]  BRAE 5 Ui, A SCH & FINMR G 7E AL & A Bruker SMARTHR%H7400MHz Bruker
AVANCE TIT HD_bid g Ab2Afrfsom AR F IMS K ppm, A TMS Bk S 1B HE 5 N
NS % LN ZEME TR G  s=0l% , d= " HI§, t==FI§,dd=X__FEI¥,dt=X
=g, q=PUEIE, quin= T HIg,m= 2 FEIE. 53 5br. H THIR % 1S 5 IF Happ. T4
R 2
[1029]  SRA ) HARAL G4 A 18 i AR 7 MO Y B a6 1R} 45
[1030]  FRA-AK WGV I R s
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[1031]

R
%5

'H NMR

Al

(400MHz, D,0) 10.19 (d, 1H)
9.84 (d, 1H) 9.20 (dd, 1H) 8.99
(d, 2H) 7.64 (t, 1H) 5.27-5.18 (m,
2H) 3.71-3.63 (m, 2H)

A2

(400MHz, D,0) 10.22 (d, 1H)
9.84 (d, 1H) 9.30 (dd, 1H) 9.01
(d, 2H) 7.66 (t, 1H) 5.84 (s, 2H)
3.79 (s, 3H)

A3

(400MHz, D,0) 10.26 (brs, 1H)
9.94 (br d, 1H) 9.27-9.39 (m, 1H)
8.96-9.14 (m, 2H) 7.56-7.73 (m,
1H) 5.97 (s, 2H)

A4

(400MHz, D,0) 10.09 (d, 1H)
9.87 (d, 1H) 9.35 (d, 1H) 9.12
(dd, 1H) 9.04 (d, 1H) 8.29 (dd,
1H) 5.24 (t, 2H) 3.67 (t, 2H)

AS

(400MHz, D.0) 10.15 (d, 1H)
9.87 (d, 1H) 9.33 (dd, 1H) 9.12
(dd, 1H) 8.52 (dd, 1H) 7.99
(dd,1H) 5.32-5.19 (m, 2H) 3.73-
3.65 (m, 2H)
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R
%5

'H NMR

A6

(400MHz, D,0) 10.18 (d, 1H)
9.80 (d, 1H) 9.19 (dd, 1H) 9.00
(d, 2H) 7.64 (t, 1H) 5.01 (t, 2H)
2.98 (t, 2H) 2.53 (quin, 2H)

A7

(400MHz, D,0) 10.08 (d, 1H)
9.79 (d, 1H) 9.39 (d, 1H) 9.08
(dd, 1H) 8.89-8.83 (m, 1H) 8.78
(d, 1H) 5.24-5.16 (t, 2H) 3.65 (t,
2H)

[1032]
A8

(400MHz, CD;0D) 10.32 (d, 1H)
10.02 (d, 1H) 9.65 (d, 1H) 9.34
(dd, 1H) 8.98-8.94 (m, 1H) 8.92-
8.89 (m, 1H) 5.22-5.12 (m, 2H)
4.22-4.11 (m, 4H) 2.87-2.76 (m,
2H) 1.38-1.31 (m, 6H)

A9

(400MHz, CD3;0D) 10.28 (d, 1H)
10.00 (d, 1H) 9.62 (d, 1H) 9.28
(dd, 1H) 8.96-8.93 (m, 1H) 8.90
(d, 1H) 5.19-5.12 (t, 2H) 3.28 (t,
2H) (4% —A CO:H & F)

Al10

(400MHz, CD;0OD) 10.27 (d, 1H)
9.93 (d, 1H) 9.63 (d, 1H) 9.28
(dd, 1H) 8.96-8.92 (m, 1H) 8.88
(d, 1H) 5.11 (t, 2H) 2.95 (t, 2H)
2.62 (quin, 2H)
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we% M 'H NMR
%5
N7 X
i (400MHz, D:0) 9.80-9.97 (m,
7 2H) 9.62-9.75 (m, 1H) 9.35-9.50
All L (m, 1H) 8.97 (dd, 1H) 8.19-8.42
\L o | (m, 1H) 5.20-5.29 (m, 2H) 3.59-
/4
by So 3.73 (m, 2H)

(400MHz, D;O0) 9.86-9.95 (m,
2H) 8.90-9.00 (m, 3H) 8.35 (brd,
2H) 5.27 (t, 2H) 3.69 (t, 2H) (4t
% —ANH R T)

Al12

[1033] (400MHz, D:0) 10.28 (s, 1H)

9.88 (d, 1H) 9.27 (d, 1H) 8.71 (d,
1H) 7.10 (d, 1H) 5.29 (t, 2H) 4.13
(s, 3H) 3.74 (t, 2H)

Al3

(400MHz, D,0) 10.19 (s, 1H)
9.78 (d, 1H) 9.14 (d, 1H) 8.74 (s,
2H) 5.24 (t, 2H) 4.06 (s, 3H) 3.71
(t, 2H)

Al4

(400MHz, D,0) 10.39 (s, 1H)
10.01 (s, 1H) 9.57 (s, 2H) 9.44 (s,
1H) 5.23-5.50 (m, 2H) 3.70-3.85
(m, 2H) 3.45 (s, 3H)

AlS
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o s '"H NMR
BT
=N
N ,(N: P (400 MHz, D;0) 10.17 (d, 1H)
daa | L 10.03 (d, 1H) 9.20 (dd, 1H) 8.23
N \L | (d, 1H) 6.99 (d, 1H) 5.35 (m, 2H)
< |3.74 (m, 2H) 3.35 (s, 6H)
O
CI\[/\N
|
SN (400MHz, D,O) 10.24 (d,1H)
A17 ‘*ka+ 9.86 (d, 1H) 9.24 (dd, 1H) 9.05 (s,
\L o | 2H) 5.26 (t, 2H) 3.70 (t, 2H)
Oﬁs%
|
N
-~
1031 : " (400MHz, D>0) 9.98 (d, 1H) 9.45
Alg NN (d, 1H) 8.81 (dd, 1H) 8.37 (s, 2H)
NN 5.06 (t, 2H) 3.56 (t, 2H) 3.12 (s,
\L o | 6H)
S“\
d o
I
SN | (400MHz, D>0) 10.22 (d, 1H)
A19 LN 9.85 (d, 1H) 9.22 (dd, 1H) 8.96 (s,
\L o |2H) 5.25 (t, 2H) 3.69 (t, 2H)
o"?%o
NH,
§ (400 MHz, D,0) 10.11 (d, 1H)
) 9.96 (d, 1H) 9.13 (dd, 1H) 8.29
A20 SN (d, 1H) 6.83 (d, 1H) 5.31(m, 2H)
- IS M~ [3.73(m, 2H) (B k B A NH: R T
" 0 &/ TOH | Fa—A SO:H i F)
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o k4 '"H NMR
5
=N
| P (400 MHz, D.O) 10.24 (s, 1H)
A21 N Z fﬁ 9.90 (d, 1H) 9.24 (d, 1H) 8.86 (d,
LN 1H) 7.57 (d, 1H) 5.31 (t, 2H) 3.74
\L o |(t, 2H) 2.66 (s, 3H)
R
0"
\pN
NN (400 MHz, D:0) 10.22 (d, 1H)
A22 o s 9.86 (d, 1H) 9.21 (dd, 1H) 8.90 (s,
w\ 2H) 5.25-5.31 (m, 2H) 3.69-3.77
& (m, 2H) 2.44 (s, 3H)
[1035] o
F
F F
| N (400 MHz, D2O) 10.30 (s, 1H)
A23 NN 9.90 (d, 1H) 9.32 (d, 1H) 9.29 (d,
“+ 1H) 8.04 (d, 1H) 5.25 (t, 2H) 3.68
N \L (t, 2H)
0]
y
4 N0
F
F
F*{f‘” (400 MHz, D:0) 10.31 (d, 1H)
A24 N)\CNI 9.94 (d, 1H) 9.33-9.38 (m, 3H)
LN 5.26-5.31 (m, 2H) 3.69-3.73 (m,
1 2 2H)
S _
O‘Irllr o
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e 5 '"H NMR
%5
”“‘*\(\N (400 MHz, D:0) 10.35 (d, 1H)
a0 AN 9.97 (m, 1H) 9.45 (m, 2H) 9.36
- __p |(m, 1H) 5.30-5.36 (m, 2H) 3.73
s | (m, 2H)
fo) ]
N
- | (400 MHz, D;0) 10.16 (d, 1H)
N Z | ¢ 19.85 (d, 1H) 9.18 (dd, 1H) 8.99
A26 NP (d, 2H) 7.64 (t, 1H) 5.11 (t, 2H)
3.24 (t,2H) (% —4 CO:H R
@]
)
OH
[1036] N | (400 MHz, D,0) 9.87-9.97 (m,
A2 S 2H) 8.92-9.07 (m, 3H) 8.44-8.53
S H~S | (m, 2H) 5.27 (t, 2H) 3.68 (dd, 2H)
g | (K —ANH B T)
N7~
L (400MHz, CD;0D) 10.32 (d, 1H)
NN 10.13 (d, 1H) 9.56 (s, 1H) 9.42-
A28 S o |9.35 (m, 1H) 9.23 (d, 1H) 8.61 (d,
. 1H) 5.21 (t, 2H) 3.32-3.27 (m,
2H) (# % —A CO:H & T)
OH
N
[\ (400MHz, D;0) 10.03 (d, 1H)
7 B 9.80 (d, 1H) 9.35 (d, 1H) 9.05
A29 \e on | (dd, 1H) 8.87-8.82 (m, 1H) 8.76
NN | (@, 1H) 5.08 (¢, 2H) 3.22 (t, 2H)
" © (%% —A CO:H & F)
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o s 'H NMR
5

(400MHz, CD;OD) 10.30-10.26
(m, 1H) 10.04-10.00 (m, 1H)
9.66-9.64 (m, 1H) 9.33-9.30 (m,
1H) 8.97-8.93 (m, 1H) 8.91-8.88
(m, 1H) 5.25-5.14 (m, 2H) 3.71-
3.68 (m, 3H) 3.35-3.27 (m, 2H)

A30

(400MHz, D.0) 10.07 (d, 1H)
9.87 (d, 1H) 9.10 (dd, 1H) 8.95
(d, 1H) 8.13 (d, 1H) 5.24 (t, 2H)
3.67 (t, 2H) 2.78 (s, 3H)

A3l

(400MHz, D,0) 10.26 (s, 1H)
9.86 (d, 1H) 9.26 (dd, 1H) 6.42 (s,
1H) 5.28 (t, 2H) 4.06 (s, 6H) 3.74
(t, 2H)

A32
[1037]

(400 MHz, D,0) 10.34 (d, 1H)
9.96 (d, 1H) 9.54 (s, 2H) 9.37 (m,
1H) 5.25 (m, 2H) 4.02 (s, 3H)
3.70 (m, 2H)

A33

(400 MHz, D>0) 10.20 (m, 1H)
9.80 (m, 1H) 9.10 (m, 1H) 8.76 (s,
2H) 5.30 (m, 2H) 3.70 (m, 2H)
2.10 (m, 1H) 1.20 (m, 2H) 0.95
(m, 2H)

(400MHz, D.0) 10.12 (d, 1H)
9.83 (d, 1H) 9.08 (dd, 1H) 8.42
(d, 1H) 7.89 (d, 1H) 5.28-5.19 (m,
2H) 3.71-3.64 (m, 2H) 2.74 (s,
3H)

A34

A35
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R
%5

'H NMR

A36

(400MHz, D:0) 10.15 (s, 1H)
9.84 (d, 1H) 9.15 (dd, 1H) 8.86 (s,
2H) 5.13 (t, 2H) 3.27 (t, 2H) 2.40
(s, 3H) ($% —A CO:H 5 -F)

A37

(400MHz, D,0) 10.20 (d, 1H)
9.91 (d, 1H) 9.22 (dd, 1H) 8.86
(d, 1H) 7.58 (d, 1H) 5.18 (t, 2H)
3.31 (t, 2H) 2.66 (s, 3H)

[1038]
A38

(400MHz, D,0) 10.15 (d, 1H)
9.79 (d, 1H) 9.12 (dd, 1H) 8.73 (s,
2H) 5.12 (t, 2H) 4.06 (s, 3H) 3.29
(t, 2H)

A39

(400MHz, D,0) 10.32 (d, 1H)
9.96 (d, 1H) 9.32-9.38 (m, 2H)
8.10 (d,1H) 5.19 (t, 2H) 3.30 (t,
2H)

A40

(400MHz, D;0) 10.22 (d, 1H)
9.92 (d, 1H) 9.18-9.26 (m, 1H)
8.99-9.05 (m, 2H) 7.68 (t, 1H)
5.49-5.60 (m, 1H) 3.39 (dd, 1H)
3.10-3.21 (m, 1H) 1.71 (d, 3H)
(8% —4A~ CO:H &/ F)
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] M '"H NMR
o5
NH,
El“ (400 MHz, D,O) 10.06 (s, 1H)
NNy 10.00 (d, 1H) 9.13 (dd, 1H) 8.28
A4l | on | (d, 1H) 6.85 (d, 1TH) 5.20 (t, 2H)
0 \/ﬁof 3.31(t,2H) (%% HA NH. & F
Fi)ko_ Fo—A~ CO:H B F)
F
|
N
d \C\{“ (400MHz, D;0) 9.93 (d, 1H) 9.53
o i (d, 1H) 8.80 (dd, 1H) 8.35 (s, 2H)
NN 5.01 (t, 2H) 3.23 (t, 2H) 3.14 (s,
\L’ro- 6H)
o]
[1039] - .
\(: (400MHz, D;O) 10.18 (s, 1H)
A43 il E .- |9.86 (brd, 1H) 9.21 (dd, 1H) 9.03
N N | (s, 2H) 5.2 (t, 2H) 3.25 (t, 2H)
o]
H,N
Z N
\ED _ (400MHz, D:0) 9.98 (br s, 1H)
Add ot 9.60 (br d, 1H) 8.88 (br d, 1H)
N7 8.37 (s, 2H) 5.03 (br t, 2H) 3.20
° | (brt,2H) (H%XHAA NH: A F)
L
=N
~ /(N: o2 (400 MHz, D,O) 10.07 (s, 1H)
P | _ 9.83 (d, 1H) 9.07 (dd, 1H) 8.15
N~ (d, 1H) 6.76 (d, 1H) 5.10 (t, 2H)
© 13.20 (t, 2H) 3.16 (s, 6H)
L
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] M '"H NMR
BT
o
/ \E\F (400 MHz, D;0) 10.33 (d, 1H)
A4 NN 10.00 (d, 1H) 9.54 (s, 2H) 9.40
NP (dd, 1H) 5.20 (t, 2H) 3.43 (s, 3H)
\H,o— 3.32 (t, 2H)
o]
/ﬁw (400 MHz, D,0O) 10.09 (d, 1H)
_ 9.81 (d, 1H) 9.10 (m, 1H) 7.37 (s,
el Y _ | 1H) 5.08 (t, 2H) 3.21 (t, 2H) 2.51
NN (s, 6H)
I
10401 - (400 MHz, D.0) 10.13 (s, 1H)
. » 9.80 (d, 1H) 9.12 (dd, 1H) 7.27-
1T o |7.42 (m, 1H) 5.21 (t, 2H) 3.66 (t,
X \/\},Sio 2H) 2.52 (s, 6H)
[e]
o]
- (400MHz, D.0) 10.39 (d, 1H)
i ® 9.92 (d, 1H) 9.39-9.46 (m, 1H)
NN . |9:27 @@, 1H) 8.10 (d, 1H) 5.30 (t,
s~ | 2H) 3.73 (t, 2H) 2.82 (s, 3H)
Off ~o”
(400 MHz, D,0) 10.18 (m, 1H)
NN 9.8 (m, 1H) 9.18 (m, 1H) 8.7 (m,
Aso | L y 1H) 7.46 (m, 1H) 5.24 (m, 2H) 3.7
N i o |(m, 2H) 2.2 (m, 1H) 1.2 (m, 4H)
SN | (k& —A OH A F)
(e}
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AS1

(400 MHz, D>0) 10.10 (m, 1H)
9.80 (m, 1H) 9.10 (m, 1H) 8.60
(m, 2H) 5.10 (m, 2H) 3.20 (m,
2H) 1.90 (m, 1H) 1.10 (m, 2H)
0.85 (m, 2H)

AS2

(400 MHz, D20) 9.91 (d, 1H) 9.67
(d, 1H) 8.83 (dd, 1H) 8.22 (d, 1H)
7.19 (d, 1H) 4.93 (t, 2H) 2.95 (t,
2H) 2.49 (quin, 2H)

AS3

(400 MHz, D,0) 10.05 (d, 1H)
9.84 (d, 1H) 9.11 (dd, 1H) 8.93
(d, 1H) 8.23 (d, 1H) 5.01 (t, 2H)
2.96 (t, 2H) 2.51 (quin, 2H)

[1041]

A54

(400 MHz, D,0) 10.15 (d,1H)
9.85 (d, 1H) 9.18 (dd, 1H) 8.98
(d, 2H) 7.63 (t, 1H) 5.12 (t, 2H)
3.59 (s, 3H) 3.25 (t, 2H)

AS5

(400MHz, CD;0D) 10.26 (d, 1H)
10.05 (d, 1H) 9.30 (dd, 1H) 9.03
(d, 1H) 8.24 (d, 1H) 5.17 (t, 2H)
3.26 (t, 2H) 2.85 (s, 3H)

AS56

(400MHz, CD;OD) 10.21-10.34
(m, 1H) 9.97 (d, 1H) 9.25-9.35
(m, 1H) 9.10-9.15 (m, 2H) 7.60-
7.76 (m, 1H) 7.16-7.34 (m, 5H)
5.16-5.24 (m, 2H) 5.05-5.15 (m,
2H) 3.31-3.39 (m, 2H)
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AS7

(400 MHz, D20) 9.94 (d, 1H) 9.81
(d, 1H) 8.97 (dd, 1H) 8.43 (d, 1H)
7.36 (d, 1H) 5.22 (t, 2H) 3.66 (t,
2H) ($% —ANH R F)

AS8

(400 MHz, D-0) 10.29 (m, 1H)
9.91 (m, 1H) 9.49 (s, 2H) 9.31 (m,
1H) 5.14 (m, 2H) 3.26(m, 2H)
2.74 (s, 3H)

[1042]

AS9

(400 MHz, D,20) 10.26-10.42 (m,
1H) 9.94 (d, 1H) 9.33-9.49 (m,
1H) 9.23-9.31 (m, 1H) 8.06-8.27
(m, 1H) 8.19 (s, 1H) 5.17 (t, 2H)
3.28 (t, 2H) 3.01 (s, 3H)

A60

(400MHz, CD;OD) 10.28-10.21
(m, 1H) 9.99 (d, 1H) 9.26 (dd,
1H) 8.93 (d, 1H) 8.04 (d, 1H) 5.27
(t, 2H) 4.16 (s, 3H) 3.59 (t, 2H)

A6l

(400MHz, CD;OD) 10.26-10.22
(m, 1H) 9.87 (d, 1H) 9.49-9.47
(m, 1H) 9.20 (dd, 1H) 8.85-8.82
(m, 1H) 5.24 (t, 2H) 3.58 (t, 2H)
2.71 (s, 3H)
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A62

(400MHz, CD;OD) 10.24-10.20
(m, 1H) 9.93 (d, 1H) 9.24 (dd,
1H) 9.02 (d, 1H) 7.89 (d, 1H) 5.11
(t, 2H) 4.11 (s, 3H) 2.93 (t, 2H)
2.61 (quin, 2H)

A63

/
pra—pd
+

(400 MHz, D>0) 9.89 (br s, 1H)
9.69 (br d, 1H) 8.82-8.98 (m, 1H)
7.83-8.03 (m, 2H) 7.49 (br d, 1H)
5.02 (br t, 2H) 3.19 (br t, 2H)
2.55 (s, 3H)

A64
[1043]

(400 MHz, D:0) 10.03 (d, 1H)
9.78 (d, 1H) 8.99 (dd, 1H) 8.82
(d, 1H) 8.29 (d, 1H) 8.13 (t, 1H)
7.70 (dd, 1H) 5.24 (t, 2H) 3.71 (t,
2H)

A65

=N

/
;é:

(400 MHz, D,0) 9.82 (d, 1H) 9.68
(m, 1H) 8.73-8.74 (m, 1H) 8.56-
8.57 (m, 1H) 7.91-7.93 (m, 1H)
7.54-7.56 (m, 1H) 5.13 (t, 2H)
3.27 (t, 2H) 2.45 (s, 3H)

A66

N

(400 MHz, D20) 9.80 (d, 1H) 9.71
(d, 1H) 8.75 (dd, 1H) 8.52-8.58
(m, 1H) 7.85-7.94 (m, 1H) 7.53
(dd, 1H) 5.21-5.30 (m, 2H) 3.66-
3.75 (m, 2H) 2.44 (s, 3H)

A67

\
\

/
;é:’.

(400 MHz, D;0) 9.91 (d, 1H) 9.72
(d, 1H) 8.91 (dd, 1H) 8.55 (dt,
1H) 7.74-7.82 (m, 1H) 7.61-7.67
(m, 1H) 5.00-5.05 (m, 2H) 3.18 (t,
2H)
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A68

(400 MHz, D,0) 10.05-10.10 (d,
1H) 9.80 (d, 1H) 8.02 (m, 1H)
8.60-8.69 (m, 1H) 7.83-7.93 (m,
1H) 7.67-7.79 (m, 1H) 5.15-5.35
(m, 2H) 3.69-3.73 (m, 2H)

A69

Cl

(400 MHz, D.0) 10.03 (d, 1H)
9.74 (d, 1H) 8.98 (dd, 1H) 8.80
(d, 1H) 8.25 (d, 1H) 8.11 (dd, 1H)
5.17-5.24 (m, 2H) 3.65-3.72 (m,
2H)

A70

[1044]

(400 MHz, D,0) 10.03 (d,1H)
9.77 (d, 1H) 8.99 (dd, 1H) 8.63
(d, 1H) 7.77 (d dd, 1H) 5.19-5.29
(m, 2H) 3.66-3.72 (m, 2H)

A71

(400 MHz, D,0) 9.99 (d, 1H) 9.75
(d, 1H) 8.94 (dd, 1H) 8.70 (d, 1H)
8.34 (dd, 1H) 7.67-7.90 (m, 1H)
5.09 (t, 2H) 3.24 (t, 2H)

AT72

(400 MHz, D,0) 10.01 (d,1H)
9.72 (d, 1H) 8.94 (dd, 1H) 8.69
(d, 1H) 8.34 (dd, 1H) 7.74-7.89
(m, 1H) 5.19 (t, 2H) 3.67 (t, 2H)

AT3

(400 MHz, D,0) 10.11 (d, 1H)
9.83 (d, 1H) 9.08 (dd, 1H) 8.46
(d, 1H) 8.29 (t, 1H) 8.06 (d, 1H)
5.11 (t, 2H) 3.25 (t, 2H)
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A74

(400 MHz, D,0) 10.15 (d, 1H)
9.81 (d, 1H) 9.10 (dd, 1H) 8.48
(d, 1H) 8.28 (t, 1H) 8.06 (d, 1H)
5.24 (t, 2H) 3.7 (t, 2H)

A7TS

(400 MHz, D20) 9.91 (d, 1H) 9.67
(d, 1H) 8.87 (dd, 1H) 7.95-8.03
(m, 1H) 7.85-7.94 (m, 1H) 7.48
(d, 1H) 5.14 (t, 2H) 3.61 (t, 2H)
2.54 (s, 3H)

[1045] A76

(400 MHz, D:0) 10.21 (s, 1H)
9.85 (d, 1H) 9.22 (dd, 1H) 6.41 (s,
1H) 5.14 (t, 2H) 4.04 (s, 6H) 3.28
(t, 2H)

AT77

(400MHz, CD;OD) 10.35-10.47
(m, 1H) 10.05 (d, 1H) 9.37-9.44
(m, 1H) 9.08-9.15 (m, 2H) 7.65-
7.78 (m, 1H) 7.32-7.43 (m, 2H)
7.18-7.27 (m, 1H) 7.03-7.15 (m,
2H) 5.30 (t, 2H) 3.58 (t, 2H)

A78

(400 MHz, D:0) 9.98-9.93 (m,
1H) 9.58 (d, 1H) 8.98 (d, 1H) 8.89
(dd, 1H) 8.42 (d, 1H) 4.91 (t, 2H)
4.01 (s, 3H) 2.95 (t, 2H) 2.48
(quin, 2H)

A79

(400 MHz, D>0) 10.06-10.04 (m,
1H) 9.76-9.72 (m, 1H) 9.21 (d,
1H) 9.05 (dd, 1H) 8.88 (d, 1H)
4.97 (t, 2H) 2.96 (t, 2H) 2.51
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(quin, 2H)

A80

(400 MHz, D,0) 10.28-10.42 (m,
1H) 9.93-10.10 (m, 1H) 9.37-9.45
(m, 1H) 9.12 (d, 2H) 7.70 (t, 1H)
5.06-5.20 (m, 2H) 3.21 (t, 2H)
1.40-1.46 (m, 9H)

A8l

(400 MHz, CD;0D) 10.29-10.43
(m, 1H) 10.02 (d, 1H) 9.36-9.49
(m, 1H) 9.04-9.18 (m, 2H) 7.63-
7.76 (m, 1H) 5.10-5.24 (m, 2H)
4.92-5.04 (m, 1H) 3.14-3.41 (m,
2H) 1.12-1.25 (m, 6H)

[1046] AS82

(400 MHz, D>0) 10.07-10.18 (m,
1H) 9.77-9.90 (m, 1H) 9.12-9.23
(m, 1H) 8.96 (d, 2H) 7.52-7.70
(m, 1H) 5.04-5.17 (m, 2H) 4.03
(q, 2 H) 3.14-3.30 (m, 2H) 1.01-
1.13 (m, 3H)

A83

(400 MHz, D,0) 10.09-10.03 (m,
1H) 9.80-9.76 (m, 1H) 9.15 (s,
1H) 9.04 (dd, 1H) 8.66 (s, 1H)
5.20 (t, 2H) 3.65 (t, 2H) 2.62 (s,
3H)

A84

(400 MHz, D,0) 10.08-10.04 (m,
1H) 9.78 (d, 1H) 9.32 (s, 1H) 9.08
(dd, 1H) 8.82 (s, 1H) 4.99 (t, 2H)
2.96 (t, 2H) 2.57-2.46 (m, 2H)

A85

(400MHz, CD;OD) 10.29-10.24
(m, 1H) 10.02-9.95 (m, 1H) 9.41
(s, 1H) 9.29-9.25 (m, 1H) 8.79 (s,
1H) 5.16 (t, 2H) 3.30-3.23 (m,
2H) 2.73 (s, 3H)($ % — 4> CO:H
BRT)
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A86

(400MHz, CD;OD) 10.16-10.12
(m, 1H) 10.09 (d, 1H) 9.22 (dd,
1H) 8.36 (d, 1H) 7.44 (d, 1H) 5.18
(t, 2H) 3.27 (t, 2H) (% —A
CO:H J{ F#—4A~ OH Jii F)

A87

(400 MHz, D;0) 9.83-9.86 (m,
1H) 9.62-9.75 (m, 1H) 9.01-9.04
(m, 2H) 7.40-7.83 (m, 1H) 5.18-
5.25 (m, 2H) 3.57-3.80 (m, 2H)
2.64-2.87 (m, 3H)

AS88

(400 MHz, D,0) 9.76 (d, 1H)
9.69-9.88 (m, 1H) 9.02 (d, 1H)
8.77 (d, 1H) 7.69 (t, 1H) 5.21 (t,
2H) 3.71 (t, 2H) 2.94 (s, 3H)

A89

(400 MHz, D,0) 10.22 (d, 1H)
9.93 (d, 1H) 9.25 (dd, 1H) 9.05
(d, 2H) 7.70 (t, 1H) 5.22 (t, 2H)
3.30-3.40 (m, 2H) 3.27 (s, 3H) (4
%—A~NH R ¥F)

A90

(400 MHz, D,0) 10.10-10.04 (m,
1H) 9.67 (d, 1H) 9.05 (dd, 1H)
8.91 (s, 1H) 8.34 (s, 1H) 4.94 (t,
2H) 4.01 (s, 3H) 2.97-2.90 (m,
2H) 2.54-2.44 (m, 2H)

A91

(400 MHz, D,0) 9.98 (m, 1H)
9.78 (m, 1H) 8.98 (m, 1H) 8.76 (s,
1H) 8.24 (m, 1H) 8.10 (m, 1H)
7.68 (m, 1H) 5.12 (m, 2H) 4.10
(m, 2H) 3.26 (m, 2H) 1.14 (m,
3H)
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Y5
N
) - (400 MHz, D>0) 10.23 (m, 1H)
A02 @ 9.89 (m, 1H) 9.25 (m, 1H) 9.12 (s,
YL _|2H) 5.16 (m, 2H) 3.26(m, 2H)
SIS 13,08 (s, 3H) 3.02 (s, 3H)
o]
HN"
- (400 MHz, D;0) 10.27 (m, 1H)
AT 7 /“ 9.94 (m, 1H) 9.33 (s, 3H) 5.18 (m,
NN 2H) 3.26 (m, 2H) 2.94 (m, 3H)
a NI o~
NN (8% —A NH B F)
o]
o
" (400MHz, D>0) 10.22 (d, 1H)
A » 9.84 (d, 1H) 9.21 (d, 1H) 6.91 (s,
Y . | 1H) 5.25 (t, 2H) 4.05 (s, 3H) 3.70
[1048] N&“\/\fsﬁ‘\o (t, 2H) 2.52 (s, 3H)
0
i (400MHz, D:0) 9.89-9.98 (m,
,ﬁLNH 1H) 9.83 (d, 1H) 8.97 (dd, 1H)
A95 NN ~6.49 (s, 1H) 5.18 (t, 2H) 3.60 (¢,
I /'l“*\/\s’f 2H) 2.33 (s, 3H) ($% —/ - NH
ACHD, &)
(400MHz, D.0O) 10.06 (d, 1H)
B 9.65-9.77 (m, 1H) 9.00-9.09 (m,
A96 «K(\\ 1H) 8.48-8.63 (m, 1H) 5.02 (t,
N o | 2H) 3.15 (t, 2H) 2.49 (s, 3H) 2.26
\/\O{ (s, 3H)
. (400MHz, D.O) 10.10 (d, 1H)
A | « 9.73 (d, 1H) 9.07 (dd, 1H) 8.57 (s,
| 1L o |1H) 5.13-5.18 (m, 2H) 3.58-3.64
NS, | (my 2H) 2.49 (s, 3H) 2.26 (s, 3H)
o]
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A98

(400MHz, D>0) 10.06-10.03 (m,
1H) 9.75-9.71 (m, 1H) 9.12-9.09
(m, 1H) 9.04 (dd, 1H) 8.74 (dd,
1H) 4.97 (t, 2H) 3.00-2.94 (m,
2H) 2.56-2.47 (m, 2H)

A99

(400 MHz, D,0) 10.23 (d, 1H)
9.85 (d, 1H) 9.22 (dd, 1H) 8.89 (s,
1H) 5.25 (m, 2H) 3.70 (m, 2H)
2.70 (s, 3H)

[1049]

A100

(400 MHz, D20) 10.53 (br s, 1H)
9.58 (br s, 1H) 9.16 (br s, 1H)
8.85-8.92 (m, 1H) 5.15-5.22 (m,
2H) 3.23 (br s, 2H) 2.69 (s, 3H)

A101

(400 MHz, D,0) 10.20 (d, 1H)
9.85 (d, 1H) 9.21 (dd, 1H) 8.66
(d, 1H) 7.05 (d, 1H) 5.13 (t, 2H)
4.08 (s, 3H) 3.26 (t, 2H)

A102

(400 MHz, D,0) 9.65-9.81 (m,
2H) 8.67-8.77 (m, 1H) 8.53-8.61
(m, 1H) 7.91-8.00 (m, 1H) 4.95-
5.10 (m, 2H) 2.98-3.02 (m, 2H)
2.54-2.56 (m, 2H) 2.43-2.45 (m,
3H)

A103

(400 MHz, D,0) 9.77 (d, 1H) 9.68
(s, 1H) 8.72 (d, 1H) 8.54 (s, 1H)
7.92 (s, 1H) 5.22 (t, 2H) 3.67 (t,
2H) 2.42 (s, 3H)
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%5
P S (400 MHz, D,O) 9.77-9.85 (m,
i 1H) 9.72 (br s, 1H) 8.74 (br s,
A104 [ o | 1H) 8.52-8.59 (m, 1H) 7.73 (br's,

N2 NS | TH) 5.26 (brs, 2H) 3.71 (br s,
o ° | 2H) 2.49 (br s, 3H)

~o
- (400 MHz, D;0) 10.19 (d, 1H)
A105 | 9.83 (d, 1H) 9.19 (dd, 1H) 6.92 (s,
Y | 1H) 5.11 (s, 2H) 4.05 (s, 3H) 3.22

N ° | (t,2H) 2.52 (s, 3H)
\/jl/

o (400 MHz, D:0) 10.40-10.51 (m,
" 1H) 9.48-9.65 (m, 1H) 8.99-9.23
A106 » (m, 1H) 8.36-8.54 (m, 1H) 5.13-
AN . ~|5.30 (m, 2H) 3.97-4.21 (m, 3H)
[1050] WN\/YO 3.17-3.37 (m, 2H) 2.14-2.25 (m,

& |3H)

(400MHz, D.O) 10.16 (d, 1H)
9.86 (d, 1H) 9.21-9.15 (m, 1H)
8.99 (d, 2H) 7.64 (t, 1H) 5.11 (t,
2H) 3.24 (t, 2H)($# % — A~ CO:H
RF)

(400MHz, D>0) 10.21-10.16 (m,
1H) 9.92 (d, 1H) 9.25-9.20 (m,
2H) 8.51 (d, 1H) 5.26 (t, 2H) 3.68
(t, 2H)

A107

A108

(400MHz, D,0) 10.20-10.14 (m,
1H) 9.93 (d, 1H) 9.56-9.53 (m,
1H) 9.21 (dd, 1H) 8.79-8.74 (m,
1H) 5.25 (t, 2H) 3.67 (t, 2H)

A109
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R
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Al110

(400MHz, D,0) 10.19-10.16 (m,
1H) 9.87 (d, 1H) 9.65 (s, 1H) 9.22
(s, 1H) 9.19 (dd, 1H) 5.23 (t, 2H)
3.66 (t, 2H)

Alll

(400MHz, D20) 10.08-10.04 (m,
1H), 9.84-9.79 (m, 1H) 9.06 (dd,
1H) 9.01 (d, 1H) 7.95 (d, 1H) 5.01
(t, 2H) 4.01 (s, 3H) 3.01-2.95 (m,
2H) 2.58-2.49 (m, 2H)

Al12

(400MHz, D,0) 10.18-10.15 (m,
1H) 9.90-9.85 (m, 1H) 9.56-9.53
(m, 1H) 9.30-9.27 (m, 1H) 9.19
(dd, 1H) 5.23 (t, 2H) 3.67 (t, 2H)

Al13

(400 MHz, D>,0) 10.22 (d, 1H)
9.86 (d, 1H) 9.23 (dd, 1H) 9.04
(d, 2H) 7.69 (t, 1H) 5.06 (dt, 2H)
3.85 (quin, 2H) 2.44-2.53 (m, 2H)
1.13 (t,3H) ($2 % — A~ OH i F)

All4

(400 MHz, D,0) 10.17-10.12 (m,
1H) 9.75-9.71 (m, 1H) 9.15 (dd,
1H) 8.97 (d, 2H) 7.61 (t, 1H) 5.04
(s, 2H) 1.37 (s, 6H)

AllS

(400MHz, D;0) 10.00-10.13 (m,
1H) 9.67-9.78 (m, 1H) 8.93-9.06
(m, 1H) 8.30-8.44 (m, 1H) 7.40
(d, 1H) 4.98 (t, 2H) 4.11 (s, 3H)
2.97 (t, 2H) 2.52 (quin, 2H)
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Allé6

(400MHz, D:0) 9.86-9.98 (m,
1H) 9.72-9.81 (m, 1H) 8.96 (dd,
1H) 8.34-8.48 (m, 1H) 7.35 (d,
1H) 4.86-5.10 (m, 2H) 2.84-3.05
(m, 2H) 2.43 (s, 2H) ($ % —A
NH & ¥F)

All17

(400MHz, D>0) 9.98-10.10 (m,
1H) 9.85 (d, 1H) 9.13-9.22 (m,
1H) 9.06 (dd, 1H) 8.12-8.24 (m,
1H) 5.16-5.31 (m, 2H) 3.58-3.73
(m, 2H) 2.57-2.69 (m, 3H)

[1052]
Al118

(400MHz, CD;0D) 10.28 (d, 1H)
10.14 (d, 1H) 9.40-9.32 (m, 2H)
8.67 (d, 1H) 5.21 (t, 2H) 3.34-
3.26 (m, 2H) (#: % — /4 CO:H i
)

Al119

(400MHz, CD;OD) 10.39-10.33
(m, 1H) 10.14 (d, 1H) 9.71-9.68
(m, 1H) 9.44 (dd, 1H) 8.93 (d,
1H) 5.20 (t, 2H) 3.35-3.24 (m,
2H) (% —A CO:H & F)

A120

(400MHz, CD;OD) 10.31-10.23
(m, 1H) 10.08 (d, 1H) 9.89 (s, 1H)
9.38-9.31 (m, 2H) 5.19 (t, 2H)
3.34-3.26 (m, 2H) (% % — A~
CO:H & F)
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5

(400MHz, CD;OD) 10.35-10.28
(m, 1H) 10.09 (d, 1H) 9.77 (d,
1H) 9.40-9.34 (m, 2H) 5.19 (t,
2H) 3.34-3.23 (m, 2H) (H % —A~
CO:H & ¥F)

Al121

(400MHz, D>0) 10.24-10.20 (m,
1H) 9.91 (d, 1H) 9.20 (dd, 1H)
8.76 (d, 1H) 8.40 (d, 1H) 5.26 (t,
2H) 3.68 (t, 2H)

A122

(400MHz, D:0) 10.16 (d, 1H)
9.79 (d, 1H) 9.20 (dd, 1H) 9.00
(d, 2H) 7.64 (t, 1H) 5.04 (s, 2H)
1.25 (s, 6H) (# %k —A CO:H B
T3

(400MHz, D,O) 10.26 (d, 1H)
9.89 (d, 1H) 9.27 (dd, 1H) 9.00-
9.06 (m, 2H) 7.69 (t, 1H) 5.11-
5.23 (m, 2H) 4.03-4.15 (m, 4H)
2.84 (dt, 2H) 1.21 (t, 6H)

Al123

[1053]

Al24

(400MHz, D>0) 10.18-10.13 (m,
1H) 9.87-9.82 (m, 1H) 9.20-9.14
(m, 1H) 8.98 (d, 2H) 7.63 (s, 1H)
5.10 (s, 2H) 3.24 (t,2H) (H % —
A CO:H & F)

A125

(400MHz, CD;0D) 10.39 (d, 1H)
10.15 (d, 1H) 9.40 (dd, 1H) 8.89
(d, 1H) 8.45 (d, 1H) 5.22 (t, 2H)
3.34-3.25 (m, 2H) (& % —A
CO:H % F)

Al126
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Al127

(400MHz, D:0) 9.99 (d, 1H) 9.91
(d, 1TH) 9.04 (d, 1H) 8.34 (d, 1H)
6.74 (d, 1H) 5.13 (t, 2H) 3.24 (t,
2H) (Hk —A> NH R FAH—A~
CO:H &)

A128

(400MHz, D:0) 9.99 (s, 1H) 9.62
(d, 1H) 8.88 (d, 1H) 8.71 (dd, 1H)
8.37 (d, 1H) 7.79 (dd, 1H) 5.14 (t,
2H) 3.25 (t, 2H) ($ & — A~ CO:H
BRT)

[1054]
A129

(400MHz, D,O) 10.29 (d, 1H)
9.95-10.00 (m, 1H) 9.32-9.41 (m,
3H) 5.18 (t, 2H) 3.25-3.35 (m,
2H) (H% —A~ CO:H A F)

A130

(400MHz, D,0) 10.16-10.25 (m,
1H) 9.81-9.89 (m, 1H) 9.19-9.27
(m, 1H) 8.97-9.09 (m, 2H) 7.63-
7.74 (m, 1H) 5.08-5.20 (m, 1H)
4.92-5.01 (m, 1H) 3.35-3.47 (m,
1H) 1.31 (d, 3H) (% % —A
CO:H & F)

Al3l1

<Y
(]

(400 MHz, D;0) 10.18 (m, 1H)
9.97 (m, 1H) 9.21 (m, 1H) 8.98
(m, 2H) 7.61 (m, 1H) 3.36 (s, 2H)
1.94 (s, 6H) (% —A~ CO:H &
)
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A132

(400 MHz, D>0) 9.72 (d, 1H) 8.98
(d, 1H) 8.66-8.74 (m, 1H) 8.71 (d,
1H) 7.65 (t, 1H) 5.06 (t, 2H) 3.21
(t, 2H) 2.87 (s, 3H) (H % —A
CO:H & ¥)

A133

(400 MHz, D20) 9.72 (d, 1H) 8.98
(d, 1H) 8.66-8.74 (m, 1H) 8.71 (d,
1H) 7.65 (t, 1H) 5.06 (t, 2H) 3.21
(t, 2H) 2.87 (s, 3H) (# % —A
CO:H & F)

Al134

(400MHz, D,0) 10.20-10.18 (m,
1H) 9.81 (dd, 1H) 9.19 (dd, 1H)
9.00 (d, 2H), 7.65 (t, 1H) 5.10-
5.07 (m, 2H) 3.84-3.74 (m, 1H)
1.39 (d, 3H)

A135

(400MHz, D,0) 10.00 (d, 1H)
9.73 (d,1H) 8.96 (d, 1H) 8.50 (s,
1H) 7.69 (d, 1H) 5.18-5.23 (m,
2H) 3.66-3.71 (m, 2H) 2.45 (s,
3H)

A136

(400MHz, D20) 9.85 (s, 1H) 9.80
(d, 1H) 8.95 (dd, 1H) 8.52 (s, 1H)
7.95 (s, 1H) 5.24 (t, 2H) 3.67-3.72
(m, 2H) 2.40 (s, 3H)

A137

(400MHz, D.0) 9.78-9.89 (m,

1H) 8.96 (dd, 1H) 8.87-9.00 (m,

1H) 8.53 (d, 1H) 7.96 (d, 1H) 5.14

(t, 2H) 3.28 (t, 2H) 2.41 (s, 3H)
($% —A~ CO:H i F)
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A138

(400 MHz, D;0) 10.11 (d, 1H)

9.87 (d, 1H) 9.32 (dd, 1H) 9.12-

9.08 (m, 1H) 8.50 (dd, 1H) 7.99

(dd, 1H) 5.12 (t, 2H) 3.24 (t, 2H)
(H% —A~ CO:H i -F)

A139

(400MHz, D,0) 10.05-10.15 (m,
1H) 9.84-9.94 (m, 1H) 9.28-9.39
(m, 1H) 9.05-9.14 (m, 1H) 8.41-
8.56 (m, 1H) 7.90-8.06 (m, 1H)
5.07-5.21 (m, 2H) 3.56-3.67 (m,
3H) 3.22-3.34 (m, 2H)

A140
[1056]

(400 MHz, D,0) 9.86 (d, 1H) 9.62
(d, 1H) 8.85 (d, 1H) 8.70 (m, 1H)
8.35 (d, 1H) 7.77 (m, 1H) 5.24
(m, 2H) 3.65 (m, 2H)

Al41

(400 MHz, D;0) 9.83-9.92 (m,
2H) 8.98 (d, 1H) 8.68 (d, 1H) 8.12
(d, 1H) 7.59-7.66 (m, 1H) 5.27 (t,
2H) 3.71 (t, 2H)

Al42

(400 MHz, D,0) 9.87 (d, 1H) 9.83
(d, 1H) 8.99 (dd, 1H) 8.71 (d, 1H)
8.23 (d, 1H) 5.25 (t, 2H) 3.70 (t,
2H)

Al43

(400 MHz, D,0) 10.24 (d, 1H)
9.80 (d, 1H) 9.25 (dd, 1H) 9.04
(d, 2H) 7.68 (t, 1H) 5.21 (dd, 1H)
4.93 (dd, 1H) 4.64-4.71 (m, 1H)
3.19-3.36 (m, 2H) (# % —4 OH
BF)
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Al44

(400 MHz, D>0) 9.95 (d, 1H) 9.74
(d, 1H) 8.93 (dd, 1H) 8.58 (d, 1H)
7.67-7.83 (m, 1H) 5.06 (t, 2H)
3.26 (t,2H) (#% —4 CO:H R
T3

Al45

(400 MHz, D,0) 9.68 (d, 1H) 8.73
(d, 1H) 8.49 (d, 1H) 8.09 (td, 1H)
7.80 (d, 1H) 7.65 (dd, 1H) 5.07 (t,
2H) 3.26 (t, 2H) 2.77 (s, 3H) (%
% —A> CO:H & F)

Al146

(400 MHz, D,0) 10.23-10.33 (d,
1H) 9.81 (d, 1H) 9.30 (dd, 1H)
9.15 (d, 1H) 8.06 (d, 1H) 5.01 (t,
2H) 2.97 (t, 2H) 2.52 (m, 2H) (%
% —A> CO:H & F)

Al147

(400 MHz, D,0) 10.23 (d, 1H)
9.85 (d, 1H) 9.25 (m, 2H) 8.06 (d,
1H) 5.02 (t, 2H) 2.98 (t, 2H) 2.53
(t, 2H)

A148

(400 MHz, D>0) 9.99 (s, 1H) 9.77
(d, 1H) 8.96 (dd, 1H) 8.80 (d, 1H)
8.25 (d, 1H) 8.06-8.12 (m, 1H)
7.68 (t, 1H) 5.10 (t, 2H) 3.25 (t,
2H) ($% —A~ CO:H R F)

Al149

(400 MHz, D;0) 9.78-9.88 (m,
2H) 8.95 (dd, 1H) 8.66 (d, 1H)
8.10 (d, 1H) 7.56-7.65 (m, 1H)
5.12 (t, 2H) 3.23 (t, 2H) (%% —
A CO:H & F)
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Al150

(400 MHz, D:0) 9.99 (d, 1H) 9.75
(d, 1H) 8.96 (dd, 1H) 8.80 (d, 1H)
8.24 (d, 1H) 8.10 (dd, 1H) 5.09 (t,
2H) 3.25 (t,2H)(# % — A~ CO:H
RT)

Al51

(400 MHz, D:0) 9.80 (d, 1H) 9.68
(s, 1H) 8.72 (d, 1H) 8.46-8.54 (m,
1H) 7.71 (d, 1H) 5.12 (t, 2H) 3.26
(t, 2H) 2.48 (s, 3H) (&% —A
CO:H & ¥)

Al52
[1058]

(400 MHz, D20) 9.75 (d, 1H) 9.69
(d, 1H) 8.70 (dd, 1H) 8.42 (s, 1H)
7.74 (s, 1H) 5.23 (t, 2H) 3.69 (t,
2H) 2.42 (s, 3H) 2.36 (s, 3H)

A153

(400 MHz, D,0O) 9.84 (s, 1H)
9.64-9.69 (m, 1H) 8.99-9.05 (m,
1H) 9.02 (d, 1H) 7.67 (t, 1H) 5.09
(t, 2H) 3.26 (t, 2H) 2.78 (s, 3H)

Al54

(400 MHz, D.0) 10.25 (s, 1H)

9.84 (d, 1H) 9.26 (d, 1H) 8.97 (d,

1H) 7.72 (d, 1H) 5.05 (t, 2H) 4.86

(s, 2H) 3.02 (t, 2H) 2.59 (t, 2H)
(2% —A~ OH & F)

A1S55

(400 MHz, D-0) 9.96 (d, 1H) 9.69
(d, 1H) 8.90 (dd, 1H) 8.62 (s, 1H)
8.14 (d, 1H) 7.89 (dd, 1H) 5.19 (t,
2H) 3.67 (t, 2H) 2.40 (s, 3H)
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N o (400 MHz, D:0) 9.81 (d, 1H) 9.68
(o -0~ |(d, 1H) 8.73 (dd, 1H) 8.57 (d, 1H)
AN £ 17.95 (d, 1H) 5.12 (t, 2H) 3.26 (t,
A156 S | 2H) 2.44 (5, 3H) (R — A COH
o BRF)
i ] i | (400 MHz, D20) 9.86 (d, 1H) 9.81
N F)HLO- (d, 1H) 8.90 (dd, 1H) 8.73 (d, 1H)
A157 7N N 8.63 (d, 1H) 7.89 (t, 1H) 5.16 (br
SN oH |t,2H) 3.29 ppm (t, 2H) (% —
\/\Lr AN CO:H & F)
NN (400 MHz, D:0) 10.04-9.99 (m,
A A 1H) 9.87 (d, 1H) 9.07 (dd, 1H)
Al158 | | Lo |8:51(d, 1H) 7.57 (d, 1H) 5.23 (t,
[1059] TN P | 2H) 3.66 (1, 2H) (Hkk FHA NH
RF)
~F 2 (400 MHz, D:0) 9.90 (d, 1H) 9.85
f o&i (d, 1H) 8.93 (dd, 1H) 8.79 (d, 1H)
A159 Z 7 F 8.67 (d, 1H) 8.01 (t, 1H) 5.12-
N~ |5.35 (m, 2H) 3.63-3.81 (m, 2H)
g o | (Hek—A SO:H & F)
0 (400MHz, CD;0OD) 10.16 (d, 1H)
S Eﬁ*"' 10.00 (d, 1H) 9.18 (dd, 1H) 8.57
A160 | VYT (d, 1H) 7.53 (d, 1H) 5.12 (t, 2H)
SN 1325 (1, 2H) (SRR AAS NH2 | F
© Foe—A~ CO:H B F)
o]
o ., i (400 MHz, D,0) 9.95 (s, 1H) 9.87
- w JH( (d, 1H) 9.00 (dd, 1H) 8.44 (s,
Y ““‘;rr " [ 1H) 5.09 (t, 2H) 3.22 (t, 2H) (%
4 \/\n’ % —A CO:H i F)
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Al62

(400 MHz, D,0) 10.21 (s, 1H)
9.87 (d, 1H) 9.23 (dd, 1H) 9.02 (s,
2H) 5.16 (t, 2H) 4.81 (s, 2H) 3.26
(t,2H) ($% —A OH B T H=—
A~ CO:H /& F)

A163

(400MHz, CD;OD) 10.12-10.06
(m, 1H) 10.01-9.93 (m, 1H) 9.10
(dd, 1H) 8.63 (d, 1H) 7.43 (d, 1H)
5.14 (t, 2H) 3.26 (t, 2H) (H% &
A~ NH: | FA=—A> CO:H R F)

A164

(400 MHz, D;0) 9.92-9.86 (m,
1H) 9.82-9.76 (m, 1H) 8.90 (dd,
1H) 8.58-8.49 (m, 1H) 7.32 (d,
1H) 5.23-5.18 (m, 2H) 3.67-3.63
(m, 2H) (HRXH/A~ NH: & F)

A165

(400 MHz, D:0) 9.82-10.02 (m,
2H) 8.86-9.05 (m, 2H) 8.44 (s,
1H) 8.22 (dd, 1H) 5.24-5.34 (m,
2H) 3.66-3.77 ppm (m, 2H)

A166

(400 MHz, D;0) 9.78-9.94 (m,
2H) 8.84-9.04 (m, 2H) 8.43 (s,1H)
8.21 (dd, 1H) 5.15 (t, 2H) 3.28 (t,
2H) ($%—A CO:H A ¥F)
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A167

(400 MHz, D:0) 10.03-10.10 (m,
1H) 9.83-9.89 (m, 1H) 9.38 (s,
1H) 9.15 (dd, 1H) 9.07 (d, 1H)
8.31 (dd, 1H) 5.08 (s, 2H) 1.28 (s,
6H) ($% —4A CO:H A F)

A168

(400 MHz, D:0O) 10.23 (d, 1H)
9.86 (d, 1H) 9.20 (dd, 1H) 8.82
(d, 1H) 8.70 (d, 2H) 8.03 (d, 1H)
5.04 (t, 2H) 3.00 (t, 2H) 2.56
(quin, 2H)

A169

(400 MHz, D,0) 10.1 (d, 1H) 9.85
(d, 1H) 9.14-9.13 (m, 1H) 9.09
(dd, 1H) 8.47-8.41 (m, 2H) 5.25
(t, 2H) 3.70 (t, 2H)

Al170

(400 MHz, D,0) 10.24 (d, 1H)
9.87 (d, 1H) 9.24 (m, 1H) 9.02 (s,
2H) 5.26 (m, 2H) 4.80 (s, 2H)
3.70 (m, 2H) (% —4 OH A&
33

Al71

(400 MHz, D;0) 10.07 (d, 1H)
9.88 (d, 1H) 9.37 (s, 1H) 9.13 (dd,
1H) 9.03-9.08 (m, 1H) 8.26-8.33
(m, 1H) 5.14 (dd, 1H) 4.98 (dd,
1H) 3.41-3.45 (m, 1H) 1.30 (d,
3H) (#% —4A~ CO:H A F)

Al172

(400 MHz, D;0) 10.12 (d, 1H)
9.95 (d, 1H) 9.39 (d, 1H) 9.06-
9.16 (m, 2H) 8.31 (dd, 1H) 5.50-
5.60 (m, 1H) 3.37 (dd, 1H) 3.14
(dd, 1H) 1.72 (d, 3H) (% —A
CO:H B F)
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Al173

(400 MHz, D,0) 10.24 (m, 1H)
9.80 (m, 1H) 9.04 (m, 1H) 8.44 (s,
1H) 5.03 (m, 2H) 3.04 (m, 2H)
2.50 (m, 2H) (% —A NH &
¥)

Al74

/
z

NéN‘:\/‘\S,

4 X0
o

(400 MHz, D,0) 10.10 (d, 1H)
9.84 (d, 1H) 9.13 (s, 1H) 9.08 (dd,
1H) 8.45-8.39 (m, 2H) 5.25 (t,
2H) 3.71 (t, 2H)

A175

[1062]

=N

-

| | i
G N¢N\/\s’

VA
g o]

(400 MHz, D,0O) 9.91-9.89 (m,
2H) 9.04-9.02 (m, 2H) 8.51 (s,
1H) 5.27 (t, 2H) 3.71 (t, 2H)

Al76

(400 MHz, D,0) 10.07 (d, 1H)
9.86 (d, 1H) 9.14-9.13 (m, 1H)
9.08 (dd, 1H) 8.47-8.40 (m, 2H)
5.13 (t,2H) 3.25 (t,2H) (# % —
A CO:H B ¥F)

Al77

(400 MHz, D,0) 9.77 (d, 1H) 9.65

(d, 1H) 8.69 (dd, 1H) 8.42 (s, 1H)

7.76 (s, 1H) 5.10 (t, 2H) 3.24 (t,

2H) 2.41 (s, 3H) 2.36 ppm (s, 3H)
(% —A CO:H & F)

Al178

(400 MHz, D,0) 9.95 (s, 1H) 9.74
(d, 1H) 8.93 (dd, 1H) 8.48 (s, 1H)
7.70 (s, 1H) 5.07 (t, 2H) 3.22 (m,
2H) 2.44 (s, 3H)(# % — 4~ CO:H
BF)
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A179

(400MHz, D,O) 10.36 (d, 1H)
9.66 (d, 1H) 9.29 (d, 1H) 8.97
(dd, 1H) 8.92 (dd, 1H) 8.85 (m,
1H) 8.12 (m, 1H) 5.36 (t, 2H) 3.76
(t, 2H)

A180

(400 MHz, D,0) 10.25 (d, 1H)
9.83 (dd, 1H) 9.28 (dd, 1H) 9.06
(m, 2H) 7.73 (dd, 1H) 5.33 (dd,
1H) 5.23 (dd, 1H) 4.98 (m, 1H)

(%% —A OH B FA—A
CO:H & F)

A181

(400MHz, CD;OD) 10.43-10.37
(m, 1H) 9.93 (dd, 1H) 9.34 (dd,
1H) 9.11 (d, 2H) 7.68 (t, 1H)
5.66-5.53 (m, 1H) 3.66 (dd, 1H)
3.43 (dd, 1H) 1.83 (d, 3H)

A182

(400 MHz, D,0) 10.11 (d, 1H)
9.88 (d, 1H) 9.32 (dd, 1H) 9.10
(dd, 1H) 8.50 (dd, 1H) 7.99 (dd,
1H) 5.13 (t, 2H) 3.26 (t, 2H) (%
% —A CO:H A ¥)

A183

(400 MHz, D>0) 9.83 (d, 1H) 9.54
(d, 1H) 8.92 (d, 1H) 8.81 (dd, 1H)
8.17-8.23 (m, 1H) 8.10-8.16 (m,
1H) 4.79-4.81 (m, 2H) 2.78 (t,
2H) 2.33 (q, 2H) ($:% & A~ NH
BRF)

Al184

(400MHz, CD;OD) 10.41-10.35
(m, 1H) 10.05-9.99 (m, 1H) 9.31
(dd, 1H) 9.12 (d, 2H) 7.67 (t, 1H)
3.67 (s, 2H) 2.10 (s, 6H)
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A185

(400 MHz, D;0) 10.22-10.14 (m,
1H) 9.85-9.77 (m, 1H) 9.24-9.16
(m, 1H) 9.04-8.95 (m, 2H) 7.70-
7.60 (m, 1H) 5.13-4.96 (m, 2H)
3.05-2.91 (m, 1H) 2.66-2.51 (m,
1H) 2.42-2.25 (m, 1H) 1.36-1.26
(m, 3H)

A186

(400MHz, D:0) 10.25 (s, 1H)
9.82 (d, 1H) 9.30 (dd, 1H) 9.27
(d, 1H) 8.08 (d, 1H) 4.98 (t, 2H)
4.15 (t,2H) (4t X — A~ OH i )

[1064] A187

(400MHz, CD;0D) 10.01 (d, 1H)
9.94 (d, 1H) 9.00-8.95 (m, 1H)
6.87 (s, 1H) 5.39-5.25 (m, 2H)
3.30-3.22 (m, 2H) (%% @/~ NH
RF) (EARMEGL: 1 RA
Y4 %,10.36 (s, 1H) 9.71 (d, 1H)
8.95-8.90 (m, 1H) 6.82 (s, 1H),
5.39-5.25 (m, 2H) 3.30-3.22 (m,
2H) (%X WA NH RF) |

A188

(400MHz, CD;OD) 10.00-9.98
(m, 1H) 9.96 (d, 1H) 9.01 (dd,
1H) 6.78 (s, 1H) 5.13 (t, 2H) 3.29-
3.23 (m, 2H) ($t X WA~ NH A T
Fa—/~ CO:H 5 F)

A189

(400 MHz, D;0) 10.13 (d, 1H)
10.03 (d, 1H) 9.42 (d, 1H) 9.17
(dd, 1H) 9.10 (d, 1H) 8.35 (dd,
1H) 3.39 (s, 2H) 1.96 (s, 6H) (4t
% —A~CO:H A¥)
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A190

(400 MHz, D;0) 10.12 (d, 1H)
9.83 (d, 1H) 9.41 (s, 1H) 9.19 (dd,
1H) 9.10 (br s, 1H) 8.34 (dd, 1H)
5.30 (dd, 1H) 5.18 (dd, 1H) 4.86
(dd, 1H) (#% —/ OH i T #=
—A~ CO:H i F)

Al191

(400 MHz, D,0) 10.21 (d, 1H)
9.94 (d, 1H) 9.61 (d, 1H) 9.31 (d,
1H) 9.24 (dd, 1H) 5.30 (t, 2H)
3.73 (t, 2H)

A192

(400MHz, CD:OD) 10.47-10.41
(m, 1H) 10.07-10.00 (m, 1H) 9.49
(dd, 1H) 9.13 (d, 2H) 7.71 (t, 1H)
6.14 (q, 1H) 3.84 (s, 3H) 2.07 (d,
3H)

A193

(400MHz, CD;OD) 10.50-10.40
(m, 1H) 10.07-9.98 (m, 1H) 9.51
(dd, 1H) 9.15 (d, 2H) 7.70 (t, 1H)
6.02 (q, 1H) 2.02 (d, 3H) 1.48 (s,
9H)

A194

(400 MHz, D,O) 10.28 (d, 1H)
9.87 (d, 1H) 9.29 (dd, 1H) 9.07
(d, 2H) 7.72 (t, 1H) 5.18-5.28 (m,
2H) 4.62-4.72 (m, 2H)

A195

(400 MHz, D:0) 10.25 (d, 1H)
9.81 (d, 1H) 9.26 (dd, 1H) 9.05
(d, 2H) 7.70 (t, 1H) 4.94-5.08 (m,
2H) 4.17-4.22 (m, 2H) (# % —A~
OH B ¥F)

A196

(400 MHz, D:0O) 9.75 (m, 1H)
9.70 (m, 1H) 8.75 (m, 1H) 8.49
(m, 1H) 7.72 (m, 1H) 5.04 (m,
2H) 3.03 (m, 2H) 2.57 (m, 2H)
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2.48 (m, 3H)

A197

(400 MHz, D>0) 9.92 (d, 1H) 9.89
(d, 1H) 9.04 (td, 2H) 8.54 (d, 1H)
5.16 (t, 2H) 3.24 (t,2H) (%% —
A CO:H & F)

A198

(400 MHz, D;0) 10.21 (d, 1H)
9.81-9.89 (m, 1H) 9.18-9.26 (m,
1H) 9.02 (d, 2H) 7.67 (t, 1H) 5.09
(dt, 2H) 2.46-2.60 (m, 2H) (# %
#HA~ POH B F)

A199

[1066]

(400 MHz, D;0) 9.95 (d, 1H) 9.72
(d, 1H) 8.91 (dd, 1H) 8.65 (d, 1H)
8.16 (d, 1H) 7.98-7.87 (m, 1H)
5.08 (t, 2H) 3.26 (t, 2H) 2.42 (s,
3H) ($2% —A~ COH & F)

A200

(400 MHz, D:0) 10.07 (d, 1H)
9.86 (d, 1H) 9.13 (s, 1H) 9.07 (dd,
1H) 8.44-8.38 (m, 2H) 5.14 (t,
2H) 3.28 (t, 2H) ($ % — A~ CO:H
BRF)

A201

(400 MHz, D:0) 10.26 (d, 1H)
9.90 (d, 1H) 9.27 (dd, 1H) 9.06
(d, 2H) 7.72 (t, 1H) 5.17 (t, 2H)
4.09 (dd, 1H) 2.76-2.79 (m, 2H)

(%% = A NH JK F o —A
CO:H & F)

A202

(400 MHz, D:0) 10.18 (d, 1H)
9.92 (d, 1H) 9.51 (d, 1H) 9.43 (d,
1H) 9.20 (dd, 1H) 5.18 (t, 2H)
3.31 (t, 2H) (#:%XFA NH AT
Fa— A~ CO:H K F)
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A203

(400 MHz, D>0) 9.84-9.78 (m,
2H) 8.87 (dd, 1H) 8.80-8.75 (m,
2H) 8.02-7.96 (m, 2H) 5.10 (t,
2H) 3.61 (s, 3H) 3.26 (t, 2H)

A204

(400 MHz, D>0) 10.23 (d, 1H)
9.83 (d, 1H) 9.24 (dd, 1H) 9.04
(d, 2H) 7.69 (t, 1H) 4.97 (t, 2H)
4.05-4.15 (m, 4H) 2.35-2.48 (m,
2H) 1.93-2.09 (m, 2H) 1.27 (t,
6H)

[1067]
A205

(400 MHz, D>0) 10.16-10.13 (m,
1H) 9.72-9.68 (m, 1H) 9.20 (dd,
1H) 8.99 (d, 2H) 7.64 (t, 1H) 5.11
(d, 2H) ($ %k —4 OH R ¥F)

A206

(400 MHz, D,0) 10.21 (d, 1H)

9.85 (d, 1H) 9.22 (dd, 1H) 9.04

(d, 2H) 7.69 (t, 1H) 5.00 (t, 2H)

3.70 (t, 2H) 2.31-2.39 (m, 2H)
($2% —A~ OH & F)

A207

(400 MHz, D2O) 10.22 (s, 1H)
9.87 (d, 1H) 9.24 (d, 1H) 8.99-
9.04 (m, 2H) 7.66 (t, 1H) 5.16 (t,
2H) 4.17 (dd, 1H) 2.69-2.85 (m,
2H) (% =A NH Ji F A2 —A>
CO:H & ¥F)
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[1068]

R
%5

'H NMR

A208

(400 MHz, D,O) 10.26 (s, 1H)
9.94 (d, 1H) 9.31-9.34 (m, 1H)
9.04 (dd, 2H) 7.69 (t, 1H) 5.48 (d,
2H) 4.75 (t, 1H) ($H% =4~ NH

R F Aa—A~ CO:H L F)

A209

(400MHz, D,0) 10.34 (s, 1H)
9.99 (d, 1H) 9.46 (s, 2H) 9.39 (m,
1H) 5.21 (t, 2H) 3.28 (t, 2H) 2.72
(s,3H) (#k —A NH B FH=—
™~ CO:H B F)

A210

(400MHz, D,0) 9.93 (d, 1H) 9.83
(d, 1H) 8.90 (dd, 1H) 8.03 (d, 1H)
7.53 (d, 1H) 7.30 (d, 1H) 5.23-
5.15 (m, 2H) 3.29 (t, 2H) (4%
A~ NH R FHh—A CO:H R
¥)

A211

(400MHz, D,0) 10.24 (dd, 1H)
9.87 (dd, 1H) 9.27 (dd, 1H) 9.06
(d, 2H) 7.72 (t, 1H) 4.99 (t, 2H)

°14.08 (t, 1H) 2.23-2.44 (m, 2H)

2.00-2.16 (m, 2H) (# % =4~ NH
B FAe—A~ CO:H K F)

A212

'H NMR (400 MHz, D,0) 10.00
(d, 1H) 9.08 (d, 1H) 9.00 (d, 2H)
7.65 (t, 1H) 5.16 (t, 2H) 3.68 (t,
2H) 3.12 (s, 3H)
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R
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'H NMR

A213

(400 MHz, D,0) 10.13 (d, 1H)
9.86 (d, 1H) 9.35 (dd, 1H) 9.11
(dd, 1H) 8.57 (dd, 1H) 8.05 (dd,
1H) 5.27-5.21 (m, 2H) 3.71-3.64
(m, 2H) ($% —/ > NH A/ -F)

A214

(400 MHz, ds-DMSO) 10.36 (s,
1H) 10.06-10.10 (m, 1H) 9.56-
9.62 (m, 1H) 9.18-9.22 (m, 2H)
7.82-7.86 (m, 1H) 5.88-5.94 (m,
2H) 2.80-2.86 (m, 6H)

A215

[1069]

40

(400 MHz, D,O) 10.18 (s, 1H)
9.78-9.82 (m, 1H) 9.16-9.20 (m,
1H) 8.96-9.02 (m, 2H) 7.62-7.66
(m, 1H) 4.86-4.94 (m, 2H) 2.88-
2.94 (m, 2H) 2.18-2.28 (m, 2H)
1.72-1.82 (m, 2H)

A216

(400 MHz, D,0) 10.16 (s, 1H)
9.80 (d, 1H) 9.14-9.20 (m, 1H)
8.96-9.00 (m, 2H) 7.60-7.66 (m,
1H) 4.96-5.04 (m, 2H) 4.06-4.12
(m, 2H) 2.44-2.52 (m, 2H)

A217

(400 MHz, D,0) 10.16 (s, 1H)
9.78-9.82 (m, 1H) 9.16-9.20 (m,
1H) 8.96-9.00 (m, 2H) 7.62-7.66
(m, 1H) 4.88-4.94 (m, 2H) 3.16 (s,
3H) 2.52-2.58 (m, 2H) 2.36-2.42
(m, 2H)

A218

(400 MHz, D.0O) 10.18 (s, 1H)
9.82-9.86 (m, 1H) 9.18-9.24 (m,
1H) 8.98-9.02 (m, 2H) 7.64-7.68
(m, 1H) 5.12-5.18 (m, 2H) 3.60 (s,
3H) 3.00-3.04 (m, 2H)
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127/142 %

'H NMR

(400 MHz, D,0) 10.22 (s, 1H)
9.84-9.88 (m, 1H) 9.28-9.32 (m,
1H) 8.99-9.04 (m, 2H) 7.64-7.68
(m, 1H) 5.64-5.68 (m, 2H) 3.72 (s,
3H)

A220

(400 MHz, D,0) 10.18 (s, 1H)
9.81 (d, 1H) 9.18-9.22 (m, 1H)
8.98-9.02 (m, 2H) 7.64-7.68 (m,
1H) 4.90-4.96 (m, 2H) 2.50-2.56
(m, 2H) 2.34-2.42 (m, 2H)

A221

(400 MHz, D;0) 10.18 (s, 1H)
9.68-9.76 (m, 1H) 9.18-9.22 (m,
1H) 9.00-9.06 (m, 2H) 7.64-7.70
(m, 1H) 4.96-5.04 (d, 1H) 4.60-
4.68 (m, 1H) 3.82-3.92 (m, 1H)
1.36 (d, 3H)(# %k — A~ NH & F)

[1070]

A222

(400 MHz, D,0) 10.12 (s, 1H)
9.62-9.68 (m, 1H) 9.12-9.18 (m,
1H) 8.94-9.02 (m, 2H) 7.60-7.66
(m, 1H) 4.94 (d, 1H) 4.58-4.66
(m, 1H) 4.04-4.14 (m, 1H) 3.16-
3.28 (m, 2H) 2.04-2.18 (m, 1H)
1.72-1.98 (m, 3H)

A223

(400 MHz, D;0) 10.18 (s, 1H)
9.68-9.74 (m, 1H) 9.14-9.18 (m,
1H) 8.96-9.02 (m, 2H) 7.62-7.66
(m, 1H) 5.14-5.24 (m, 1H) 3.38-
3.54 (m, 2H) 1.68 (d, 3H) (# %
—A~NH & ¥)

A224

(400 MHz, D;0) 10.16 (d, 1H)
9.85 (dd, 1H) 9.41-9.44 (m, 1H)
9.21 (dd, 1H) 9.11 (d, 1H) 8.36
(dd, 1H) 5.26 (dd, 1H) 4.97 (dd,
1H) 4.71-4.78 (m, 1H) 3.21-3.37
(m, 2H) (% —A OH & F)
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A225

(400 MHz, D:0) 10.14-10.18 (m,
1H) 9.64-9.68 (m, 1H) 9.16-9.22
(m, 1H) 8.96-9.00 (m, 2H) 7.60-
7.64 (m, 1H) 4.82-4.88 (m, 2H)
3.58-3.64 (m, 2H)

A226

(400 MHz, D,0) 10.16 (s, 1H)
9.86 (d, 1H) 9.16-9.20 (m, 1H)
8.96-9.02 (m, 2H) 7.60-7.66 (m,
1H) 5.08-5.14 (m, 2H) 3.20-3.28
(m, 2H)

A227

[1071]

(400 MHz, D,0) 10.18 (s, 1H)
10.00-10.04 (m, 1H) 9.26-9.30
(m, 1H) 8.96-9.02 (m, 2H) 7.62-
7.66 (m, 1H) 6.42-6.48 (m, 2H)

A228

(400MHz, CD;OD) 10.44-10.30
(m, 1H) 10.12-10.05 (m, 1H) 9.42
(dd, 1H) 9.10 (d, 2H) 8.10 (d, 2H)
7.74-7.67 (m, 3H) 6.19 (s, 2H)

A229

(400MHz, CD;OD) 10.40-10.35
(m, 1H) 10.10-10.05 (m, 1H) 9.43
(dd, 1H) 9.11 (d, 2H) 8.14-8.08
(m, 2H) 7.75-7.68 (m, 3H) 6.18 (s,
2H) 3.91 (s, 3H)

A230

(400 MHz, d-DMSO) 10.39-
10.35 (m, 1H) 10.01 (d, 1H) 9.47
(dd, 1H) 9.22 (d, 2H) 7.84 (t, 1H)
5.78 (d, 2H) 4.24-4.13 (m, 4H)
1.27 (t, 6H)
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] M '"H NMR
%5
(400 MHz, D,0) 10.04-9.99 (m,
A231 NN 1H) 9.85 (d, 1H) 9.05 (dd, 1H)
A i 8.03 (s, 1H) 5.23 (t, 2H) 3.66 (t,
N ) o- |2H) 2.71 (s, 3H) 2.59 (s, 3H)
N*N\/\s’;
OJIrJIPwth
jL,< (400 MHz, D,0) 10.24 (dd, 1H)

A232 N O i 9.86 (dd, 1H) 9.26 (dd, 1H) 9.06
(N: « . [ |(d 2H) 7.71 (t, 1H) 4.98 (t, 2H)
o]

Bt \.° |3.92 (quin, 2H) 2.37 (ddd, 2H)
NN 11.69-1.80 (my 2H) 1.23 (t, 3H) (&
%—4 > POH & F)

J\ (400 MHz, D:0O) 10.22 (d, 1H)
-

A233 Ny . 9.84 (d, 1H) 9.23 (dd, 1H) 9.03
[1072] | _ F (d, 2H) 7.68 (t, 1H) 4.97 (t, 2H)
NN N %_oH 2.33-2.46 (m, 2H) 1.77-1.89 (m,
NSNS, | 2H) (BREFHA OH R/ F)
H (400MHz, D:O) 10.11 (d, 1H)
A234 HS, & 9.88 (d, 1H) 9.36 (br d, 1H) 9.10
| P (dd, 1H) 8.48-8.56 (m, 1H) 7.92-

Z N 8.07 (m, 1H) 4.98-5.20 (m, 2H)
N o |3.18-3.32 (m, 2H) (# % —A
c?/\ﬁ CO:H & ¥)

oo | (400 MHz, D,0) 10.14 (d, 1H)
A235 e F%F 9.92 (d, 1H) 9.42 (d, 1H) 9.18
F | (dd, 1H) 9.10 (d, 1H) 8.35 (dd,
I N 1H) 5.09-5.21 (m, 2H) 3.87 (dd,
i wi; | 1H) 2.72 (dd, 2H) ($:% =4~ NH

F ) i F Aa—A~ CO2H R F)

[Z%: ZKARAT HPLC &
By, RE=ZKTE]
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] M '"H NMR
BT
NN (400 MHz, D,0O) 10.03 (d, 1H)
A236 | 9.74-9.69 (m, 1H) 9.34 (s, 1H)
N o 9.14-9.09 (m, 1H) 9.04-9.00 (m,
| MN;\/‘.:(O“ 1H) 8.30-8.26 (m, 1H) 5.11 (d,
% |2H) ($#%—A4 POH /i F)
0.9 (400 MHz, D>0) 10.19-10.13 (m,
A237 F “‘*s\o_ 1H) 9.93-9.87 (m, 1H) 9.43-9.38
A \FKF (m, 1H) 9.27-9.22 (m, 1H) 9.11-
| 9.05 (m, 1H) 8.34 (dd, 1H) 5.72-
NN, S| | 565 (m, 2H) 3.90-3.84 (m, 6H)
| 0
NZ "2
0.9 (400 MHz, D,0O) 10.37 (d, 1H)
(1073) A238 FoSs_ | 10.00 (d, 1H) 9.48-9.42 (m, 1H)
sy K9 1923920 (m, 2H) 7.83 (t, 1H)
C F p 5.82 (d, 2H) 3.83 (s, 3H) 3.82-
N | N d cl) 3.78 (m, 3H)
LN
- (400 MHz, D,0O) 10.09 (d, 1H)
A230 | LA 9.86 (d, 1H) 9.40-9.35 (m, 1H)
Lo 9.13 (dd, 1H) 9.06 (d, 1H) 8.31
NN | (dd, 1H) 5.11-4.98 (m, 2H) 3.88-
3.76 (m, 2H) 2.44 (td, 2H) 1.11 (t,
3H)
NN (400 MHz, D>0) 10.10-10.06 (m,
A240 | I 1H) 9.89-9.85 (m, 1H) 9.39-9.36
| e ) o- | (m, 1H) 9.15-9.10 (m, 1H) 9.07-
Ny 9.04 (m, 1H) 8.33-8.28 (m, 1H)
& ~° |5.11-5.02 (m, 2H) 2.51-2.40 (m,
2H) (#% —/ A~ OH i F)
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R
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A241

(400 MHz, D,0) 10.11-10.08 (m,
1H) 9.80-9.75 (m, 1H) 9.41-9.38
(m, 1H) 9.20-9.15 (m, 1H) 9.10-
9.06 (m, 1H) 8.36-8.31 (m, 1H)
5.26-5.20 (m, 2H) 3.67-3.61 (m,
3H)

A242

(400 MHz, D;0) 10.02-9.98 (m,
1H) 9.71-9.64 (m, 1H) 9.33-9.28
(m, 1H) 9.11-9.06 (m, 1H) 9.01-
8.96 (m, 1H) 8.26-8.21 (m, 1H)
5.15-5.08 (m, 2H) 3.94-3.84 (m,
2H) 1.12 (t, 3H)

[1074] A243

(400 MHz, D20) 10.14-10.11 (m,
1H) 9.92-9.88 (m, 1H) 9.37 (d,
1H) 9.19-9.14 (m, 1H) 9.05 (d,
1H) 8.32-8.28 (m, 1H) 5.20-5.10
(m, 2H) 4.12-4.02 (m, 4H) 2.88-
2.76 (m, 2H) 1.18 (t, 6H)

A244

(400 MHz, D>0) 10.17-10.13 (m,
1H) 9.91-9.85 (m, 1H) 9.40-9.36
(m, 1H) 9.25-9.19 (m, 1H) 9.08-
9.04 (m, 1H) 8.34-8.29 (m, 1H)
5.66-5.58 (m, 2H) 4.32-4.14 (m,
4H) 1.25 (br t,6H)

A245

(400 MHz, D,0) 10.19-10.15 (m,
1H) 9.73-9.69 (m, 1H) 9.25-9.20
(m, 1H) 9.01 (d, 2H) 7.68-7.62
(m, 1H) 5.19 (d, 2H) 3.61 (d, 3H)
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A246

(400 MHz, D,0) 10.20 (d, 1H)
10.00 (dd, 1H) 9.45 (d, 1H) 9.28
(dd, 1H) 9.13 (d, 1H) 8.39 (dd,
1H) 6.15 (d, 1H) 3.82 (s, 3H) 2.05
(d, 3H)

A247

(400 MHz, D;0) 10.11-10.05 (m,
1H) 9.88-9.83 (m, 1H) 9.39-9.35
(m, 1H) 9.15-9.09 (m, 1H) 9.07-
9.03 (m, 1H) 8.32-8.27 (m, 1H)
7.61-7.56 (m, 2H) 7.30-7.25 (m,
2H) 5.09-4.97 (m, 2H) 3.45 (d,
3H) 2.52-2.39 (m, 2H) 2.30 (s,
3H) (4% —A> POH A F)

[1075]
A248

(400 MHz, D,O) 10.18 (d, 1H)
9.81 (d, 1H) 9.19 (dd, 1H) 8.99
(d, 2H) 7.64 (t, 1H) 5.07-4.97 (m,
2H) 3.46 (d, 3H) 2.53-2.42 (m,
2H)

A249

(400 MHz, D>0) 10.16-10.13 (m,
1H) 9.94-9.90 (m, 1H) 9.42-9.39
(m, 1H) 9.21-9.16 (m, 1H) 9.11-
9.07 (m, 1H) 8.36-8.31 (m, 1H)
5.23-5.13 (m, 2H) 3.76-3.70 (m,
6H) 2.93-2.81 (m, 2H)

A250

(400 MHz, D-0) 10.16-10.11 (m,
1H) 9.91-9.86 (m, 1H) 9.41-9.37
(m, 1H) 9.26-9.21 (m, 1H) 9.10-
9.05 (m, 1H) 8.37-8.30 (m, 1H)
5.87 (s, 2H) 3.80 (s, 3H)
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e 5 '"H NMR
%5
[1076] N (400 MHz, DZO) 10.16 (S, lH)
(\/ ( 9.70 (br d, 1H) 9.24-9.18 (m, 1H)
A251 Y N o [ /899 (d,2H) 7.64 (t, 1H) 5.15 (br
NG d, 2H) 3.99-3.89 (m, 2H) 1.17 (t,
© 3H)

[1077] A=W se )

[1078]  HHFIHRK

[1079]  J5¥EA

(10801 ¥ 22 Pl sl P X0 P~ JB P 7 28 bR v 3 b 7R B P RS2 45 26 A (24°C /16
T, B/ 14/ R 65 % 1) FEEFR 14K )G (M) » F a0 75 21 (1) 7K 14 15 55 9 v i
WA % B A (D) WHEARE MR 5D E B L ZFRNTF50 (11.12%Emulsogen
EL360TM+44 . 44 % N- H FE it g 5 B +44 . 44 % Dowanol DPMZ —EETE) IR IR 1A 75 F0 FL AL 7R
S AR, UL £ 50g/ LIS, SR JE 8 0. 25 % 81 % Empicol ESC70 (AEEEBERREREN) +
1 % TR A N R AR R I Rk .

[10811  ARJG AR A AE 5245 56 (24°C /16°C , B/ 5 14/ IR 65 % 1R ) FAEK T
T, I HAERBEKP IR 13RS5 , Wl AT PPl (100 = XS HE 4 56 A M i 4 55 s 0=XF
HYRARE) .

[1082]  Z55/RTRB (N30 W on/affi 487 AR MR/ PPAL I A AR A S &

[1083]  JMXHES) -

[1084]  Z=/F7¢ (IPOHE) . [ %42 4% 5 (EPHHL) Z2E5 (CHEAL) K750 (AMAPA) | £ A4 BB 5
%5 (LOLPE) . 5 3 (DIGSA) & % (ELEIN) B %L (ECHCG) kM) )2 %L (SETFA)

[1085]  FB-idid th i i FH FAA 3K (D) B4 S X Z8 B p i 2 o
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ek wAd | =2 2|82 8z 2|8
2 = = i
%% |gHa | gz Z 0|5 |5(3|8|3
< o = = 75! <3] - = -

Al 500 100 | 100 [100 |100 100 |70 100 100 70

A2 500 60 |20 /9 |10 (80 |50 (30 40 |0
A4 500 100 |80 100 |90 (60 (60 100 80 |100
AS 500 100 | 100 100 |40 (90 (100 /100 100 |100
A6 500 100 | 100 100 |60 100 |80 100 100 |60
A7 500 100 | 100 100 |60 (90 (80 100 100 |60
A8 500 10 (10 |10 |10 (20 [10 |20 |20 |0
A9 500 100 (100 |70 30 (60 [100 100 |100 80
Al0 500 100 100 (100 40 (60 (30 |50 |60 90
All 500 100 100 (100 100 |30 |60 |100 |80 |80
Al2 500 100 (100 (40 (30 |70 [80 100 100 |90
Al3 500 100 |50 |70 |50 (60 |50 100 70 |50
Al4 500 80 |60 20 (40 |60 (60 (90 90 40
Al5 500 n/a (|90 (20 |10 (50 |40 [80 (60 |10
Al6 500 60 (30 |50 (40 (50 |60 |70 |50 |10
[1086] Al7 500 100 (30 (30 (30 (40 (40 |60 |60 |10
Al8 500 n/a |0 10 |10 |40 (30 |60 |50 |10
Al9 500 100 |60 60 |40 |60 (40 60 50 |20
A20 500 n/a |100 80 |40 [100 100 | 100 100 60
A21 500 100 |80 |80 |40 (90 (60 100 9 |80
A22 500 n/a 100 (70 |30 [100 100 | 100 100 80
A23 500 n/a |80 |90 |60 (100 |70 |100 80 |70
A24 500 90 |70 80 |70 (70 |60 |40 40 60
A25 500 100 |60 (40 |50 (60 [70 |50 |50 (40
A26 500 n/a 100 100 (40 [100 100 | 100 100 90
A28 500 100 100 [100 100 (100 [90 100 |90 |70
A29 500 100 (100 (100 (20 (90 (90 |90 |100 |50
A30 500 100 (90 (100 (80 100 (80 |100 |100 |70
A31 500 100 100 (50 [100 |50 (60 (80 (90 |60
A32 500 n/a |70 |70 |40 (80 |70 100 90 30
A33 500 100 |80 |60 |40 |60 (40 80 60 |50
A34 500 100 |70 |70 |70 |70 (30 190 |60 |60
A35 500 100 100 100 |n/a |[100 [80 90 100 |90
A36 500 100 190 |90 (30 [100 [90 100 (90 |80
A37 500 n/a |100 |80 |30 [100 100 100 100 80
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b | % § 2E|2(2/8|z|3|¢8
12 = = -
%% |gHa | 5 2 E 05|53 |189]8|3
< &) = — W = = = =)

A38 500 100 |50 30 20 70 30 70 100 (40

A39 500 100 190 90 |0 40 (30 80 |70 |60
A40 500 90 |70 190 100 [100 (90 (90 90 90
A4l 500 n/a (90 190 |30 [100 100 100 100 70
A42 500 50 |0 30 120 |50 (30 (20 |50 |0

A43 500 n/a |90 80 (30 [100 |70 100 (90 20
Ad44 500 40 |10 20 (20 |60 (30 |20 40 20
Ad45 500 n/a |60 |50 |20 [100 (90 |80 80 30
A46 500 70 |10 60 |10 (50 (30 |50 (50 20
A47 500 n/a |[100 /|80 |50 (100 |70 |100 100 |60
A48 500 n/a 100 |90 (20 (100 |70 [100 (90 |70
A49 500 100 |80 |70 |60 100 60 100 90 |50
AS50 500 100 120 (90 |50 (60 (40 90 |50 |60
AS51 500 n/a |70 (30 (20 (70 (60 |90 (90 |60
AS2 500 n/a |60 |60 (20 (70 |60 |70 |70 |10
[1087] AS3 500 n/a 100 /80 |70 (80 |70 |70 (80 40
A54 500 90 (90 |70 |10 [100 |90 [100 (100 |70
AS5 500 n/a |80 |70 |70 [100 (90 100 100 60
AS56 500 90 |90 100 |30 [100 |80 100 100 40
AS7 500 n/a |60 60 |10 |60 (40 |40 80 |10
AS8 500 100 |80 |60 |10 (90 |60 80 (90 |50
AS9 500 90 |90 100 |80 (100 |80 |90 100 70
A60 500 n/a 100 (70 |60 (90 (90 |[100 100 (70
A61 500 n/a |80 |90 |50 (100 [90 |100 (100 70
A62 500 n/a 100 100 (60 [100 |70 |90 100 30
A63 500 40 (30 30 (20 (40 (40 |50 (30 20
A64 500 90 |90 100 (20 (90 |60 |100 80 80
A65 500 40 |10 |20 |10 (40 (30 |40 (30 |10
A66 500 40 |20 |50 (40 (60 |50 (40 (30 |50
A67 500 60 |50 /80 (20 (70 (80 |70 60 40
A68 500 60 |70 100 |50 |60 (70 |70 40 60
A69 500 100 |60 |50 |40 (40 (40 |60 |50 |50
A70 500 90 |70 |50 20 (30 (30 |20 (30 20
AT71 500 100 |60 (40 (40 (30 (30 |30 (30 |10
AT72 500 60 (40 |70 |40 (40 40 (30 30 20
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ek wAd | =2 2|82 8z 2|8
5 = = i
By |gHa 1 3z 225|383
< o = == 72! <3] - = -

A73 500 40 (30 60 (30 (60 (60 |60 30 40
A74 500 60 |30 60 |50 (80 |60 |80 50 60
A7S5 500 60 (30 60 (20 |70 |50 |60 50 |50
A76 500 30 (20 (30 (20 (40 (30 |30 |20 |30
AT7 500 100 |80 80 |30 100 (90 100 100 |80
A78 500 0 10 120 |20 (40 (30 |30 (40 |20
A79 500 10 30 (10 |0 10 10 |20 |20 |0

A81 500 100 (90 [100 40 (90 (90 |80 |100 40
AS82 500 70 |80 40 (20 |60 (30 |60 (30 |0

A83 500 90 |80 |90 (40 (90 |50 [100 100 (70
A84 500 100 |80 (90 (30 |50 (20 |20 |50 (30
A85 500 90 |90 100 (30 (90 (70 (90 (90 |70
A86 500 30 |40 |50 (40 (40 20 |10 (30 |10
A87 500 50 |30 |50 (40 (70 |70 |60 (70 |70
AS88 500 100 |70 (60 (30 (70 |60 (90 |90 |60
[1088] A89 500 100 (40 [100 (70 (70 |60 |40 |50 40
A90 500 40 |20 |60 (30 (30 (20 |20 (30 |20
A91 500 40 (20 140 (20 |60 (60 |60 50 20
A92 500 90 |90 |70 100 (90 |80 |90 60 50
A93 500 90 |80 40 (20 [100 |80 |100 100 80
A9%4 500 70 |90 140 (30 (40 (30 |20 (30 20
A95 500 30 |40 (40 (30 |50 (50 |30 |40 |20
A96 500 70 |20 (90 (40 (70 |70 |40 40 60
A97 500 90 |20 |70 (30 (90 (90 (90 (90 |70
A98 500 40 |20 40 (30 (20 (20 |20 |10 O

A99 500 80 |30 90 (30 (50 |50 |80 40 20
A100 | 500 60 |60 (90 (20 (20 |70 |60 (40 |10
A101 | 500 80 |70 |80 |10 (80 |60 |40 (60 |70
A102 | 500 20 |50 (20 |0 10 (10 |10 |10 |10
A103 | 500 0 50 (50 30 10 (30 |30 |20 |10
A104 | 500 10 |0 20 (30 |30 30 |50 (30 |10
A105 500 90 20 |50 |0 90 (40 (20 |60 |50
A106 500 80 20 20 |10 |60 |50 |80 60 60
A107 | 500 100 100 100 [100 [100 [100 (100 100 |70
A108 | 500 40 |80 80 |70 |60 (40 (60 50 40
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ek wAd | =2 2|82 8z 2|8
5 = = i
By |gHa 1 3z 225|383
< o = == 72! <3] - = -

A109 | 500 60 |60 /60 |50 (30 (40 |50 50 30
A110 | 500 100 /100 80 |80 |50 [50 /90 40 |50
Al12 | 500 100 (100 (80 |40 |70 (40 |50 (40 |40
Al113 500 40 (90 100 (60 |50 (60 (40 60 10
Al14 | 500 100 |60 80 |60 (40 (60 90 80 |70
Al15 | 500 100 1100 (30 |40 |60 |50 30 30 |30
All6 | 500 100 |80 |50 10 (30 (20 |20 |30 |10
Al117 | 500 90 |90 100 |80 [100 (90 |90 |70 |50
Al118 | 500 80 (80 90 |60 (70 (40 |70 90 90
A119 |500 100 100 ({70 |50 (40 (30 |30 |40 30
A120 | 500 90 |70 |50 |10 (40 |40 |30 40 20
Al121 | 500 100 |80 |80 |20 |30 (40 20 (40 |30
A122 | 500 100 (100 (100 |70 |60 (40 90 40 |70
A123 | 500 100 (80 [100 (100 [ 100 (90 |100 |100 |60
Al124 | 500 0 0 0 0 20 |0 0 10 |0
[1089] Al125 | 500 100 |80 (100 (30 (100 [100 [ 100 |100 |90
Al126 | 500 100 |80 100 |30 [100 (80 |9 |80 |70
A127 | 500 10 120 (20 |10 |30 (40 20 80 |10
Al128 500 30 |10 |0 0 30 30 |50 (30 |40
A129 500 70 |50 |70 |10 |60 (90 |40 60 80
A130 500 100 |90 100 |40 100 [100 /100 90 |80
Al131 | 500 100 |70 (40 |50 [100 [100 100 (90 |30
Al132 | 500 90 |30 30 |10 [100 |70 |90 (90 |50
Al133 | 500 60 (40 20 (20 (90 [70 |90 (70 40
Al134 | 500 100 |80 (90 (70 100 [80 100 |100 80
A135 | 500 60 |20 |50 (30 (50 |50 |70 (30 60
A136 | 500 60 (30 30 (30 (70 (40 |50 (60 20
A137 | 500 60 (20 (20 |10 (40 [30 |40 (40 20
A138 | 500 100 100 100 |30 [100 [100 |80 100 |100
A139 |500 80 100 /190 |10 [100 100 | 100 100 90
A140 [500 60 |50 |50 (20 (30 (20 |10 |10 O
Al41 500 100 |60 (20 |30 |50 |50 |60 40 |30
Al142 500 10 120 60 |20 (30 (40 |60 40 |10
Al143 | 500 100 |90 |80 (30 [100 [100 100 (90 |70
Al44 | 500 20 |10 20 |10 (20 (20 |20 (30 |10
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ek wAd | =2 2|82 8z 2|8
5 = = i
By |gHa 1 3z 225|383
< o = == 72! = - = -

Al45 [500 10 |10 |10 |10 |0 0 0 10 |0

Al46 500 90 |40 |50 (30 [100 (90 |80 80 |50
Al147 500 40 |50 |70 |60 (40 (30 |20 20 40
Al148 500 100 140 |60 |20 |50 |50 /40 |50 |20
Al149 |500 30 |40 30 (10 (40 50 |60 |50 |40
Al151 | 500 20 |20 40 10 (20 20 |20 (20 |10
Al152 | 500 20 (10 20 |0 20 20 20 (30 |10
Al153 | 500 90 |60 140 (20 (20 (40 (20 20 O

Al154 | 125 40 |50 |70 |20 (30 (20 |10 (20 |10
Al155 | 500 20 |10 |30 (20 (40 |40 |30 |50 |50
Al156 | 500 30 |50 |50 (10 |20 (10 |20 (20 |O

A157 | 500 100 (100 (80 |60 |80 (80 9 |70 |30
A158 | 500 100 |80 |80 |30 |40 (20 |50 (30 |30
Al159 |500 100 100 [80 |50 (60 (70 |50 |30 (40
A160 | 500 100 100 (90 (70 (90 |70 |80 |70 |70
[1090] Al61 | 500 30 |70 |50 (20 |10 (20 |20 |20 |10
Al162 | 500 100 |70 |80 |10 |70 [90 80 |70 |90
Al163 | 500 100 |60 |50 |30 n/a (40 90 |50 |70
Al64 500 100 |80 |90 |40 |50 (30 80 30 |40
Al165 500 100 |50 |50 |40 (60 (70 |70 |60 |60
Al166 500 30 |50 (60 (60 (40 (50 |60 |70 |70
Al167 500 20 |70 |90 100 [40 |60 |80 50 40
A168 | 500 0 40 (30 20 (10 (20 |20 |10 |10
A169 |500 100 |70 |n/a |40 |50 [40 |90 |50 (50
A170 | 500 100 (100 |70 40 80 |80 |40 |40 |50
Al171 | 500 100 |80 |mn/a |80 |60 |60 |80 |60 |70
A172 | 500 30 |60 |50 (40 |50 |50 |70 |80 |20
A173 | 500 30 |50 (40 (20 (30 (30 |10 (20 |10
Al174 | 500 100 (40 (60 |50 (60 [50 |60 |50 |60
A175 | 500 30 |60 (30 (20 |30 30 |40 (40 |10
Al176 | 500 40 |30 mn/a |40 (40 (30 |70 30 40
A177 500 60 |50 30 20 |0 0 10 10 |0

A178 500 90 |70 140 (20 (10 |10 O 10 |0

Al179 | 500 30 |30 (60 (20 |60 40 |50 |50 |10
A180 |500 100 190 (80 (20 (70 [70 190 |60 |30
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ek wAd | =2 2|82 8z 2|8
12 = o= —
%% |gHa | gz Z 0|5 |5(3|8|3
< o = == 72! <3] - = -

Al181 500 90 190 |n/a |80 |60 100 [100 |80 |90

Al183 500 10 |0 n/a (20 |10 20 |10 |30 |10
Al185 500 100 |80 |n/a |30 |50 (40 30 30 |30
Al186 500 70 |70 30 (30 (60 (30 |50 60 10
Al187 |500 50 (40 |50 (20 (10 (20 |10 (20 |10
Al188 |500 90 |50 30 20 (30 |50 |20 (40 20
Al189 |500 100 (100 {90 (70 (70 (80 |90 |50 30
A190 | 500 100 |80 (80 (70 (40 (60 |70 |60 40
A191 | 500 100 (30 (30 (30 (20 [10 |30 |20 |30
A192 | 500 90 |60 40 (30 (20 (30 |30 (30 |10
A193 | 500 70 |60 |60 (30 (10 |10 (30 (30 |10
A194 | 500 100 |70 |70 |60 |50 (70 90 |50 |50
A195 | 500 n/a |60 |m/a |20 |m/a |10 |10 (20 |0

A196 | 500 30 (40 (30 (20 |0 0 10 |0 0

A197 | 500 100 |10 (10 |10 O 0 10 |20 |0

[1091] A198 | 500 100 100 [100 |50 |90 (80 |80 |80 |50
A199 500 n/a |40 n/a |10 |30 20 |10 |50 |0

A200 |500 100 |70 |70 |10 |50 [40 30 40 |40
A201 500 100 /100 (90 |40 |80 (70 100 80 |30
A202 500 100 |90 100 |60 |70 (80 20 |60 |70
A203 500 100 190 |50 |20 |60 |50 |60 (70 |0

A204 500 10 (20 |0 0 0 0 0 0 0

A205 | 500 80 |60 m/a |80 (80 (60 |60 80 40
A206 | 500 60 (90 |60 (20 (10 (20 |10 (20 O

A207 | 500 100 100 {90 90 (100 [60 100 |90 |20
A208 | 500 100 |80 |50 20 (60 (30 |60 |40 10
A209 |125 30 (10 |0 0 20 (10 |0 30 10
A210 |500 70 |10 |10 |10 (30 |10 |20 (60 |20
A211 | 500 100 100 (100 |60 |100 [100 (90 100 |60
A212 | 500 100 (100 100 |30 (80 (70 90 (90 |70
A213  [500 100 190 100 |70 100 [100 /100 100 |90
A214 500 100 (100 100 |40 (90 (100 /100 100 |80
A215 500 100 160 90 |60 (20 (30 30 60 |20
A216 |500 100 |90 100 |60 (90 [70 100 100 |70
A218 [500 100 |80 80 |70 (60 (60 60 |70 |70
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ok wAE 2|2 2|8 2 8z 2|8
% |gHa |\ S 22|85 5|8 238
< | 0O |l=m | & | s |l@m|l@a|a| 3

70

A219 |500 100 80 |90 (60 90 40 100 |70
A220 500 100 (100 (90 |80 60 40 (20 |90 |60
A221 500 100 190 (90 |60 80 60 [100 [100 |60
A222 | 500 80 60 m/a |70 |80 70 (60 90 |20
A223 500 100 |90 (80 |60 80 70 |90 |90 |80
A224 500 100 (190 |mn/a |80 40 40 |80 |80 |40
A225 500 100 |90 (100 |70 (30 30 (90 |60 |30
[1092] A226 500 100 (100 (100 |50 90 (90 [100 [100 |90
A228 500 80 60 |m/a |60 |10 10 |10 |20 |0

A229 500 10 |0 n/a |10 |10 |0 0 20 [0

A230 500 50 (60 |m/a |20 |50 |60 |10 |70 |0

A231 500 100 (190 |n/a |60 60 |50 |60 |80 |60
A232 500 100 (190 |n/a |0 80 |100 |50 (90 (20
A233  [500 100 (100 [n/a |70 |70 |60 |50 |60 |20
A234 500 100 (100 (100 |60 100 100 [100 [100 |90
A235 500 10 40 (20 (20 (30 (30 |10 (40 |0

A236 500 90 20 |30 (40 (30 |50 |10 |80 |O

A237 500 60 10 |0 50 20 |10 (70 |50 |10
A238 500 50 20 |50 |40 |50 40 (30 |50 |10

[1093] B

[1094]  &450g/L“BiARM” (RIARCHI ) 3 T o3 0 “BIES BC o™ (BEFR AN “TF507) A& 18
T W M A Y A AE A AL TR RN LA R R S W SR 48 1, AT SR E R A R R R
¥ UL TF505 7 B my g B 11 Y B VE A DARS BA R, 2 e NN 1 % v/ ViRl iR +1 % v/ v Empicol
ESCT0 (H A L B mat BR ) A 77 R KV VAR N A P R 711) 5 LATE 1l 2 A 1000 TR PR3t 2 Bl
(R 7K A % 5 s R (SRR 0 Vi 2 S 0 o0 R 420 V) it P 23R T 284K o

(10951 FH 1 BB PC 1) vt PR 65 5 PRI AL 0 AR L AR R R V-5 R A R o

48 5 BB FERHAE |CASE |®
[1096] ia-‘%— /% w/w

Emulsogen AXBNE | BT [61791-  [10.6

EL360 ™ (Clariant) | f &4 |12-6

m 5 YA ] WERHE |CASE |

w5 /Y% w/w
10971 N-P XK ebnB 2 BR | 72T 3RF8 [1-F X-2- | 872-50-4 | 42.2
ot u&- %z, BR)
Dowanol DPM | 1 KX,/ 9] —FH=EE  [34590- [42.2
3] (Dow) ¥ 7 8k 94-8
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[1098]  SRJGAEREFRLIL2R S , F b /K M M8 55 V5 VW G B AR L o (AR ) M P 76 b A
e R A K SRR A (24°C /18°CER20°C/16°C , B/ : 16/ G IR . 65 % R ) T &
TR = AW i 5, AR5 AR = TP AR R 2 R AE K, I B R /K IR 15
RZJa , AT VAL (100=XHEY) 576 MR E s 0= X MR A T E)

[1099]  Z55/RTRC (N30 Hon/aff 87 AR M/ PPAY b A B AR A S &

[1100] A4 -

[1101]  Z24E4¢ (IPOHE) « (45 JEJE 5 (EPHHL) 2% (CHEAL) « SO B¢ i (AMARE) 2 44 B 57
%5 (LOLPE) « 5 & (DIGSA) 4 & (ELEIN) (#5 (ECHCG) + KA F2 5 (SETFA)

[1102]  FC-@it th i i B 3K (D) B4 S X 28 B pp i 4 o

A : B - =

= | = | = 2 B Q| = 3

< | 0 |l ®m | = | »| & |&|&8].3

A4 500 100 |80 100 (100 (40 (70 |80 |100 (90

A28 1000 100 (|90 [100 [100 {40 | 100 100 | 100 |70

[1103] A4l 1000 100 (90 [100 (20 |100 100 S50 |100 |60

A138 1000 100 {100 | 100 (40 [100 100 [ 100 | 100 [100
A207 1000 100 ({90 [70 |100 [100 [100 [100 |90 |20
A211 500 100 (90 [80 100 [100 [100 [100 | 100 |10
A213 1000 100 (80 [100 |80 [100 [100 [100 | 100 |90
A220 1000 100 |90 (100 |30 (30 |90 |100 100 |90
A226 1000 100 |100 n/a [100 |70 100 |n/a | 100 |70

[1104]  J5¥:C

[1105] A 50g/L“BiARN” (RIAHECHI ) 7 1 B 53 19 “BU B BC I 5™ (BERRON “IF507) &
TR v M R0 A R AE A WL SRR LA T (IR B ) SR 5 1, LR T SR A R A R AR
WML TF505 /b & m] AR & (1) P BV & LA B fig , 2 )5 IN A FfEmpicol ESC70 3EO (JIfEZE
AT R AM) A1 o6 v/ VIR ER AL I 1 %6 v/ v KIS WAE K PR RE R, LATR 1l 25 10 R R ) v 1
F 53 B AT 5% 25 s T (LR 0 175 1A s 23 AR B0 it FH S5 T AR 4L

(11061 FHIAE BB FEC A1) oo P10 228 5 PRI A6 WLV SR AN L AR TR R VR 5 A R AL R o

48 5 ®EH WEFHE |CASE |&
e [Y%ow/w

Emulsogen AEBNE |EEbHT |61791- |10.6
1071 EL360 ™ (Clariant) |&#&£44 |12-6

N-F R olko@I2 B8R | )72 TRF | 1-F &-2- | 872-50-4 |42.2

o1t 28 1%, BR)
Dowanol DPM | g K, 2 8] —R =8 |34590- 42.2
i i (Dow) $pm 948

[1108]  ARJGTEEEFRLI21 KRG , F b 7K P 1 25 Y ok v AL b o 5 AR 0 DA A3 P 7 v v
R RIR A K IR (24°C/18°C L, B/ 14/ IR 65 %I TE TIR=EF E

146



CN 111032640 B W OB P 142/142

5 25 Jiti FH /5 » S8 Ja AR D A0 il 2 TP AR AR R 25 4 1 ARG, I HLAE RS /K I I o 78 57 2 LR 6 Mk
HEAT VS (100=XF M4 5 A MR 3 0= X% B #5153 o

[1109] 557K T3RD (N30 Hon/aff 87 AR M/ PPN b A B AR A S A &

11101 A4 -

(11111 Z=41¢ (TPOHE) K720 (AMAPA) 2 - 4E JE 52 %5 (LOLPE) 4+ & (ELEIN) (5L
(ECHCG) /NZEHL (ERICA)

[1112]  D-@id th w i it A B 3K (D) B4 S X 28 B pp i 4

et | wRAE | & m | 9 2| R o«
%z |gan | S| Z|2|B|5]|C
[1113] 8 = 2 Ol 2| o &
« [ = = - =

A3 400 65 |83 |13 |15 |25 |100
A27 400 77 |90 |43 [80 |68 |65
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