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Sy (gastropod) tUidimy it iy S HABARIR H )% (Stylommatophora) o FwE “Zk ”
(nematode) J&-452% 11| ] (Phylum Nematoda) G AEMR . HiE “IE ) (helminths) 451
22 B EELR  (Nematoda) I H (Tematoda) Skt (acanthocephala) DL %%
(Cestoda) »

[0047]  FEARUEHPEI B RSO, “TCBEMEEI S fiEd)” (invertebrate pest control)
SEFRIIHCEAMES Y E A B (EIR LT SR BB R D M/ BB i) |, - HARSC B g 2
T LAE o

[0048]  Jilih “I &5 (agronomic) ;& 45 HRIWEMII AR, B0 T80 it bRk A 24k, DA
FAHE TR KT M T2 R W (AN 22 e 3 R 32 B3 Rk oK) S8
K (BN BB B O M ERD) SR IS8 (I AP 20 AT SAR - T FAERE )
S PR R TN 75 R AE R (AN B 2R A2 5 KA /KSR CRIR
B LA K HARE A (B« 1m) H 28 ) 194K .

[0049] ik “GEA 227 (non-agronomic) ;& ¥a N AEMIVAINIIVEYD , Bl anbd EAEY) (ldn,
ASSEAE FH AR O, 22 1 [ sl B A D) R AR B M TV 542 52 (N & iz
WK B R IR KRR FEEE BB AREES A AR AR E R AL T AR
(BIAZS) K ahfidt e (B, YNFwaht nsevn & k5 3E) LARAR YL sh (s A= 3)
) TR

[0050] S 2 W A0 A Fh m) OR3P0 S Piite 1 % 25 A B 3 (BRAE A 300 iy
KNS W), 185 PABCHI T 5 s il s na e =, R 2 e X e S HEsh W 25 A4
IR QARSI RAR SR b i S V), T “R 35 A U (parasiticidal) M
REF LM (parasiticidally) sEFN TCAMERF A3 HARIL R ST 3 BRI A
MEEBR o o 25 A2 HSORE 8 S ik/D B PR ME 27 A2 3 HRUR & AR s 2l o 6 35 UM e 26
SR BTG LT A RKAR 2% TE B VRIS A 18 Dk N Bl Rk N 45 BE TR BE 1TSS s>
NCBH 2 B o X EERT A ME S Y 77 A2 U U AL TN Bl A A U B AL
P (B A TR kD El IHER) -

[0051] AT S AT LA A st sl Vo0 AR AT B e A e Xl E e A W A7
1E , AP AN A e A, 28 BSK b, AN BE TR 750 B ) a7 A R A Pk S AL S A P )
A B P R A B B AW AR B G AL VA SH L A A TE
¥ BAZ A9 T 7AW 2 B R DA S U e A ) o i 28 S A ) (AT BT 5 TR 51
FBTE NS s e FTEE N o T S oK s B A 1 5 AR R, Y — AR A )
AT HAt Ak 45 (enriched) ol Y 1 5 A S AG Y /0 B, AT R BE HE 14 A /ol m g
T A 2 BOCR AN, B JE SR AU B 1 R R I 53 B ik 4 e/ ks B st )
TR ALY AR B T TR

[0052]  ERAEREN I A AT E 1 ST LA .

[0053]  Jijif “Bidt” (alykl) , A% B ] okoid DA AR & vl s 1T (80 4n b g 227
(alkylthio) 5k “KiFiHL” (haloalkyl) ul-N (Bikh) slli b pRIL LTI sl T L e S ik , Fo 4 FL
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B CSCREMNC, 2 C BTk R N C Otk , BN C, O btk o K B AR S0 (s (HAS
PR OB N - FIE S TR - R A 2- R P L L 1, 1- IR TR
T-HREE T3 2- 3 T 3- gL T oL 2, 2- “HIELNEL 1-ZFEEN . O 361, 1- 3R
A1, 2- THENE L, 2,2- BRI R 1 - OB - T- AR N Al 1 - -2 - R R Bl AN [
1A« W R HAE 2 A B EE I A, B AN e 38 PG B v, T A2 & PR (S 4
a3 ARG , AT DA e FEAR R sl AN ) b LA s U R 22 B X Rl T2 5
HUARSE , Forh FAth JE DA, A S RIE R L (X 25 PR EE IR A L S5 6 T AR o

[0054]  Jii& “M2L” (alkenyl) , ANEF BRI T ol DA A il Al 1T, B4 B B ol S B 1
C,-C ke, EEENC, - CJ I , e NG, - C i 2 SRR AR S B B4 S B 1 - P A
2-NIGEE - IR - T A 2- T2 3- T - - 1-id i L 2-FI - 1-
ML -3k -2- NG 3E  2- F L - 2- DR 3 L 1 - TR L L 2- R 3 L3 - TR AL 4 - Tl 3 1 - H
Fe-1-TmAE 2- - 1- T2 3- T3 -1- T 1-F 3 -2- TUddt 2- PR -2- At
3-FHEE-2- TR 1-F AL -3- Tddt 2-F3E-3- T A . 3- FH AL -3- Tl 1, 1- —HIAL-2-
PUAZE L, 2- 3L -1-POId 2t 1, 2- 3 -2- UG A 1 - O & -1 - 3L - O3 -2- T A
G 1-OEE2- O 3- O iR 4- O3 5 - O 2k L 1 - R L - 1k 36 L 2 - PR - 1
1,1, 2- =3 -2- P L - O -1 - -2- P 2 1 - O & -2- R - - s L M 1 - &
Fe-2- R 2- AL AR A9 I iR R 20, BNt , 2- 9 A 2, 4- 2
ML o R AR AL AR E SC, A e XARIE T 2 A BRI I — 3 o3 1Rk 5L, 191 4
FLEE,

[0055]  MARIKIARPR IR bR S I c - PRI (- PRI (1 - T g L 2- T I (3T
P - -2- UM 1 - JRMEL L 2- TROBREE (3~ TRPUEE (4 - TRPE L1 - FREE-2- T UL L1 - H
Fe-3- T HE 2-FH3E-3- TR 3- A -1- T 1, 1- 3 -2-pu gt 1 - £ 5 -2- A
F1T-O L 2- OB 3-CpE 4 - COPEE 5 - UL 1 - 3L - 2- o e L 1 - FR - 3- Aok
Fe1-H3E-4- gt 2- AL -3- bt (2 - F 3 -4 - o (3 - R - 1- bt (3- 3L - 4 -
JRAREE (A-FREE-1- TRt (4-FREE-2- TP (1, 1- THIEL-2- TR - TS -3- T
e 1,2- THIEE-3- TP 2, 2- T3 TpREE 3, 3- IR -1 TR - -2 TR
FE - FE-3- TS 2- 2 3E-3- TP M - 236 -1 - F B - 2- Y BIE DA M AR S A9
ERAREDNANE B E X, 75 M SCHE T E o G U AR 1) 3500 IR 9 a5
FVE “PIE” (alkynyl) if Al ELE FH 2> = AL R EB Y, N2, 5- O dt.

[0056]  Jii& “BAKEAE” (cycloalkyl) seFE MG PAUERIANILE L AR IR S0 G FE A
FEIRT B R IR B KRB o Bl A BIAL R B e S, 5 ke e AR RN R
AR — T PR , B AR R b R 5

[0057]  FHIE “DREESEIE” (cycloalkoxy) « ‘DRt SEIL” (cycloalkenyloxy) 55 H1E & X 2K
2L o EAKE A I A ERR S MR S A 5 EA N S8 8 IR R A L DA MR O S 2 o R R AE B AL R A E
S e S TR S BRI — 8B TR S 2L A S A e i 5
[0058]  J]if “Xi2:” (halogen) , AN & B mlo@ DA A vl A (9 “ i e i
(haloalkyl)) , BIFHFR SRkl bAN, Y T8 S0 “Sbe " I, Frik b 58 n] DLE 4y
ol AT X 25 I U 150 2 P DAARIR B AN ] o “B e 38 R ERR i I S0 A 4 S FH 2L
AR SN B SN B O B SN B SNy LR SN W B~ SN B~ N .
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HIL1-H O - REFE - 2- T HE 2, 2- T CHE.2,2,2- =G5k 2- G- 2-
MO 2-5-2,2- T LFE2,2- TR 2- W OH 2,2, 2- S HOE VHR O, - T
2,2,2- =G OEEVAM 1, 1- =508 - 2- SR B BAL BLAcE SC, 5 e s TR M
A IREM A I b, Bl e R e B e i 5%

[0059]  FHiE “KMAiL” (haloalkenyl) \ “IHREE” (haloalkynyl) HIRE X AEL, AF] 2 AL
T SR AR — BB AR A b 2t

[0060]  FHiE “Riki AL (haloalkoxy) A48 ELAEE BT AL, HorpxX BB pA rp ) — 2Bk
BT AR b2 I EUR o 1 e S R R A ERR AP S G i Gl FH S A IR e A L
SUFFAEE = S A U A A A S PP AR S P s SR e
TR - RO LRI RO HEIE 2 I OS2, 2- TGRS 2,2,2-
IR ARE2- -2 AR 2- -2, 2- TR AR 2, 2- -2 A A 2,2, 2- =
LSRG AR A KL, 1, 1- =500 - 2- S o R AR B AL FL e SC, 75 ke 5 SR
THERE G IR —E o IO e i A, I AN e A ke 3 5

[0061]  FiG “Kikifidt” (haloalkylthio) 248 BBk S be gt , H X seBL P rh ) —
OBl A TR T T DA b 3R ) i1 HUR o X1 e A S R R A S0 A0 47 S P e 2 2 PV
S TR SRS P AR A AL R R SR R RS SR
BT - A ORI - IR O - RO R 2 AR 2- TR O L 2-
CIREE 2- IO 2, 2- T OTRE 2,2, 2- = O RIE 2- G- 2- it 2-5-2,2- —
MOTE2,2- - 2- O 2,2, 2- =l O AR O e A K 1, 1, 1- =38 N - 2- it
B BRARAE AL FAACE S, A M E S T ER E S BURE M — 3 i e 2, 5140
PRI AL

[0062]  Jili5 “F2AE” (hydroxy) ;245 -OH, 2L /2 45 -NRR, FCFRR AT DL Hk 2 AT 1] BRI HX
PRI, et BRI 5 -C (0) -, BRI 45 -0C (0) -, LA AL /2 4550 , il L2 15S
0) ,o

[0063]  Jilih “Besedt” (alkoxy) , AN MU T ale LA S RSl 1T, B 46 C G bt
AL B NC B C I AL, AN C ZE C i e ik o ot A B i S G 1 HH AU L LA B VR
S -HEE O TR - IR AL L 2- PR A 1 1 - TSR A RS - H
BT - PR TS - R T 2, 2- TR - A VS L L
TR AR 1, 2- R AR L1 - FER AR L 2 - R A A L 3 - FHR TR AU L4 BT
EAE, - TR TR 2- TR TR AR, 3 R TR AR 2, 2- TS TR A2, 3
THETEIE 3, 3 THIE T AL - TSR 2- OB TR AL 1 2 - SN A
2,2- ZHIEL AL 1- £ 3 -1 - PR A L DL fe 1 - 8 -2 - AR PN S R DA AR S A
ERARLERIAL FLAE S, 75 ) b S T 17E 2 5 IR AR R — 3803 [P b S 2, 9 4= 4o
AR PG A

[0064]  JJifi “Besm A bi i (Alkoxyalkyl) Forbidt FROKGTASE IR “Pesa i e vk
B A1 2 512481 0 475 CH,OCH,  CH,OCH, CH,  CH,CH, 0CH,  CH,,CH,,CH,,CH, 0CH,, A }% CH,,CH,0CH,CH, -
[0065] il “Bifiidt” (alkylthio) E3h ok B BELEAR AL IEE AL, Bl an P2t « Sl At
P - O TR - A 2- AL 1, - R kL - 4%
FL2-HT AL 3 - T At 2, 2- “HIEE I L1 - AFEI AL OO 1, 1 - HIS
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k1, 2- IR AL L 1 - PR et B L 2- PR et 3 3 - FR R e it L 4 - RO e A 1
- THE TS, 2- TR TRREE 1, 3- TR TR AL 2, 2- TS TR AL 2,3- I3
T3, 3 THE TIRE - A T AR 2- A T A, 1 2- = AR AR 1,2, 2- =
LR E 1 - £ 38 - 1- LN L DA K L - 5L -2 - LN IR B S5 AN R R S A )

[0066]  IIALEIE G PRI AL  BEFEIRLE AL EAPEREEIE IR BE S R e AL L B 26 I A e 3 0ot
B BRSO RL  BERRRE IARE R R | B S R R S M E S AR SR A
[0067]  “PidLficd” (Alkylamino) \ “HBEfedt” (dialkylamino) S (E X 5 RSB
Lo

[0068] i “BikFR” (carbocycle) BUdh “Fy kI R4 M “EIT TR R 0" 5k Z PAEloN
IR (B HE i AR SME S, LR IA AT LU Dy B ok AR5 A 1 G 5 & Fonif 2 Ik
visR (Hucke 1) BRI, FED5 2 R s AT R AR R D)

[0069]  EEAAHICHI G “4Y” (hetero) sEFEZE /D — IR ASE It H (5 12244 h
N7 HEE F A AR AT A TR 25 TR B N AR S AN 4 A AN 2
MESAHLL 2 o

[0070]  HiE“ZER” (heterocyclemkheterocyelic) fUHh “Forauir ok “G AR % VAN
DEATAIARG” B PALOMIA (R B & e AR ) IME S, H A AR D2 05 2 11
s A A, A 25 DN FINLOLS (0) 2RI T, K/ SRR AR 573 T DA
#C (=0) \C (=9) \C (=CR*R¥) K C=NR*JUL, %L~ 35

(00711  FHiE “JE 5 & Z4434” (non-aromatic heterocycle) 8 “EFF 2L (non-
aromatic heterocyclic) &fi =% 1101, BN =5 T B AEFNE T AT 2R,
37 N S et R Y[ R S o & N AW & i T2 e ) 2 S 87 N7 N s 7 N = B 9 /4
RPN, B — 2 = AR A B/ s U sl i -l AU M/ sl i
T A A AR, R EREASEE  Bln (HABRT) 282438 | 5 (oxetanyl) .
R B3k (oxiranyl) VEUANESE (aziridinyl) JBEMY L (thietanyl) « PU & Wk i 3L
(tetrahydrofuranyl) JUZMENTHE (tetrahydrothienyl) M AEHESE (pyrrolidinyl) 5%
MAE JE (isoxazolidinyl)  FHBEMRIMIL (isothiazolidinyl) AEMARESE (pyrazolidinyl) «
MEAEEL (oxazolidinyl) JEMRIEIL (thiazolidinyl) JBEMEIEIL (imidazolidinyl) < 1,2,
A-ETRIEEL 1,2, 4-E T ARERL (1,2, 4- =E-1-38 01,2, 4- =WpE-3-58.1,2,3- =W
MERE 1,3, 4- W Mg 3L (1,3, 4 -8 R I 1,3, 4 - g B L TSR g 2L
(dihydrofuryl) . A WEW L (dihydrothienyl) I PEWIE (pyrrolinyl) « S aRamanpkdd
(isoxazolinyl) . FHEMAIBKEL (isothiazolinyl) « —ZMEMEIE (dihydropyrazolyl) « A%
ML (dihydrooxazolyl) « ZBEMAEL (dihydrothiazolyl) JIRIEIL (piperidinyl) M MeIL
(pyrazynyl) JEk3E (morpholinyl) AiMGMEL (thiomorphlinyl) <1,3- —3%-5-FL  PUS{
M 3L (tetrahydropyranyl) JPJUSEMERY L (tetrahydrothienyl) /N &k B 3t
(hexahydropyridazinyl) . /NZIE L (hexahydropyrimidinyl) JWRERL (piperazinyl) DA
MR 22 8 o A EAE AL BAAE S, 75 M e SCHsl 1D & S BUREE I — 8B [ 2438
S SR Vp (I3 e

[0072]  HJiE“Ze 5L (heteroaryl) Bk “FiEZER” (aromatic hetercyclic) BiR S HIE

AN 0N B SHIZHIR T8 B 522 MR 3R 2 s IURR A 1AL IS
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+, MBI EEARSE s A 14N B 50 2 35U A M A sl S - 1 L 2y
BE U GOERTT L BRIRIE -0, 18 AT B 124 U5 - 8101 3134 505 - M LAl Ut -1
NERBY 5 o G0, RSP T DRI (Fury 1) JHEWY S (thienyl) JHEPEEE (pyrrolyl) | S
3 (isoxazolyl) \SFBEMA L (isothiazolyl) JHMEEE (pyrazolyl) EMEEE (oxazolyl) JEEME
3 (thiazolyl) JBKMEEL (imidazolyl) < 1,2,4- % kI (oxadiazolyl) 1,2, 4-1BE ML
(thiadiazolyl) \1,2,4- =MEL (triazolyl) \1,3,4- % " MEL 1,3, 4- B8 "IR3E 1,3,4-=
R BL PUMEEL (tetrazolyl) s &5 1 B4 RUR I RUBES AR IT L s B A 1 23R 1
PVART S BB S A2 y 3 :  GR0T 28 BRI 40, 18 AT & 1 2144 S5 -1 2134
FURA ORI, FFR PN AH B IRER B S sl — DR — MBI IR PR S T AR T -
1,3- -1, 4- RO EPINRE , o rh 1A a2 Mt - P AR U - B, Forhax s PR ok
BOABK 2 — 2 5 b 00 BN T 1 - 1 -PRE e L (1,2, 4- = -1 - 1- K
MAEE 1,2,3-=Mh-1-FEPI N 1,3, 4-=mkr-1-3E,

[0073] S A1 B4R 7S A5 5L BRI 81, 18 7] 3 B2 A 12134 M1 E4 4
BRAVE IR SIS a2 05 5, AERR A 1 5451« nib i 356  IpAmaR L e L (e e 3L 1,3, 5- =
We-2-2£.1,2,4-=-3-3LDA K 1,2,4,5-PUlE-3- 2 SA 1IN RUR el R -
SR I IR S R G Oy A - ARRR IR S 5 e 2L (indoly 1) IR TR B
(benzimidazolyl) MMt (indazolyl) KAk AL (benzofuranyl) 2K ey L
(benzothiophenyl) «ZKFEML L (benzothiazolyl) A M IKIFEMR L (benzoxazolyl) ;25

LRI3AN R AR TR G S D0y 5 ERR i1 5491« WEMR AL (quinolinyl)  SrdEmphcht
(isoquinolinyl) JHEMEM AL (quinoxalinyl) A (phthalazinyl) | FEsma ik
(quinazolinyl) M A#EEL: (cinnolinyl) »

[0074]  FiE “3f4y /e M A ek R AN 2443187 (partially/fully saturated or
unsaturated heterocycles) W&/ SE & MUMIN ARV GGy / 5E AR MM AR
[0075]  BRARAE AL FpAE S, 75 M) b St TR D 2 G BUREE I — 354 R 205 4
BNy B LA

[0076]  “idLpdl” (alkylcarbonyl) [RHERR Hil14: 5245 € F5C (0) CH,.C (0) CH,CH,CH, LA K C
(0) CH (CH) , “b FUREHE” (alkoxycarbony 1) MR HIFES B3 HECH,O0C (—0) CH,CH,0C
(=0) +CH,CH,CH,0C (=0) « (CH,) ,CHOC (=0) LA KA T Sk - sl e S AL A ) 2 A 1) o
[0077]  JIJiE “BEfE” (amide) /2F5A-R’C=0NR" -B, H.HR’ DL MR AR HUREL , A MBRFRAT:
(HE-9ZiR

[0078]  FIiE “Tilkle (thioamide) JEFEA-R’C=SNR” -B,H R’ DL &R AR FEEUR L, A B
REATATEHT

[0079]  IRAREE PRI 1 A ATER °C, -C " o, Horhi K G2 LR 18RI #il4n, €, -,y
ot B A e L 2 FR e ik 8 P R e A 5 C b S B e B AR CH, OCH, 5 C bt S B e S 2
CH,CH(OCH,) +CH,OCH,CH, CH,CH,0CH e ML M bl R RIS T-AE b LT
IRECPELIE & PR Ay, 5251 CH,CH,CH,0CH, b1 J CHLCH,OCH,CH,.. 7B 14X T, 43¢ (D)
AP — e AR BN, A BASR A=A AT R s sl s AR i il sl 4
AR X IR,

[0080]  M{vEHpwii A N HARIUARIEEUH , BT B RS s R U B mT A
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LN, MR R BAREE CY e T 1IN Sy bt e SRR - EAh, 24 (R) HTY
AR, R TE G An0 2 410 FEEN, T ECRER 0% H wT DAk 3 0214 2 TRl Sk, 150 &
4,

[0081] M — P E S —N AT DUE A BRSNS, B2, , Mz B RSE A i, A H
SR AR o

[0082]  [FLATIT it P FH R “PT et 22 AR (optionally substituted) f& 5 11 “42HY
Rk AL A" (substituted or unsubstituted) 5 HHiE “ k) 2B ((un)
substituted) R ] ERARMAL A TE7R, — Rl B 2 HUR A L BT T A2 2L A1 & AT
HURA B HAA —BUREE, H A BRIt 1 o — AT e B 2 AR 2 A W DA A B
REAIE, AE Pl B DL —ak Z2 B ELEUR” (optionally substituted with one
or more substituents) EFFHAIENEE AT AN 2w B RE AN

[0083]  JJifi (k) B E TRz M AR HUR B & 2 5L BE sy Bl 26 F e DL T el
BCHRFAH R : 5 25 I3 C -C BB C, - C itk . Cy - C oL L C - Co i 2k . Cy - C AT BE L C -
Colt 3L WNH (B D) N (i3 WA K-S (0) ., C,-Cobi ke

[0084]  Jii& “IRMilEEEHT (aliphatic group) , ANE & Fpd Falo DL S A A8 ]
8 PR S RIRIL, BIC, O 5L €, -C R, C UL C, -C eIt €, -C AL
C,-Cy e C, - C R  C, -C e L 4C, -C e L

[0085]  JJif “EAIELH]” (cyelic groups) , AN & B FHak 25 AR Al B T, 8¢
4 /R VO AR ORI B L AT, O AP L VR C, - C 2RI

[0086]  Zx2 Ut HH 5 Hh 1R A P A 14 STt (81 SR g R AR S Hb 1) S Tt 481 S L 25 BRI 5 45 ) 4T
5 o BN AT R R AR S AL BREOR AR | DA AS I EHTE I L AL 1) ST 151 (e A i ]
AR B AE AR R AT S AL ST B 1 s B A b — 25 il JE BoR Qissoh B
RS BB SCRRIEAL SS9 o Rt , iX B8RS R A RS BRI A S St o )T
[0087] S FLAAST G R IAR RS 78 53 $87maxX L ) ST B 1 —MBebe Joa , At A RT DA i
WA TIFIR, A — LSO T RS 2B/ s 25 A ) B AR S5
1, BB aX PSR S AB PN AZ 4T SR T A T 1 S0 1) S S M )55 Y0 N AR o I 1%
PEARINE , X R s R ok VB T HR ASE IR R, B SR B STt il LS
FESTE IR AR R , (B AT REOR U A B AT 1 5 RIR BB AR 2], X B S8 n] DA
PR ) S B RS 1 M JE RN A T 28U 5T

[0088]  PLHA AT HON SO AT MRE  REE W S AR BHE AR L UR N T AR SRt —
M5 AR A AT A sl i A5 X 2o 55 T i BAT BRI —35 7, sl E AR 1
DA H I 2 BT 5 75 1 55 AR S4TSR i) — s R iR

(00891 15EHH 45 K i HH 45 /AR B2 5k Fh 42 2] (BB 5 SR T R Rl A& BT S5 53, (H
X BB R ATAT i 25 (5 N & T A L HIVTE L, A0SRz i B g S5 AL B AT AR R R}
FIREE ARG AL IR S AT AR AT e A JE TR S A U R R R
¥, HIANE K 7 52 (threo) K ART (erythro) , DA NG 3 A M) o (H AN R A& O TG IA A L
WA ES 2 K 55 S5 AR e W KOt A A K vl e ) B AZ S e JE AR ATAT
PR B AT IR R

[0090] ] A EH MG “F R (pest) BIHH AR T TR A 5 R
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(stramenopiles) (BVEHZM (comycetes)) 4HEA «£& M i o i | B2 MGG 5

[0091]  Jili& “Hi¥” (plant) & BEA B M FERTA A KAEY AT , 20 122 R AN TR 11
Y A AE Pk EIR YD (3G RORAAAE I EYIRYD) A EMAEY AT LAE RTVAE A 3 A A Fh A A
5 i EE R AR R MR R TR 5 1k sk B8 5 TE N A SR AT A , B4 25 DR G B AL
Wi, G & P R - A S ORI AR AR R S

[0092]  FEANTT R, FE TP Fu R LA AR SR ROATEY ) 5 i A ) S & i g
TR A, e T A AE— e, i FAR IS OK 53 S @5 )on , J Has e
HPEE - S 57

[0093]  FT-A & B H WM “B” 9] 1 B AR HA R TP EY (/e VB 32 VRS2 RN
22 IR 5 B ol PR S SRR 5 7R MR AR R sk gOoR (s
R B B I R VR REEEEE D) s BRMEY) WM BB
TE R E) 5 THRMEY (AT AR O 1) H 25 - AT AT L B T FE 2R Bk
KED) s #RVE Y Canrg I B Tk EH T 5 ZF4EAE Y (AnAAE IRR ~ KRREk SRR 5 AHA 20K
TR SAHATARN CAnAonees A s ) A RhlAds 1) s AT Bl AR 5 i (W18 AR P i
KN D PEAL A R TR R0 5 HAERHEY) (Wil A P s ) 5 BT AR
T ST AE YD 5 BE IR MR R Y (s« oK K 8 HA SR Y RS H T 2
) 5 JOREEC 5 U SRS Wl 5 555 5 W RT s T 08 5 AR A i (T IR 4 R i 2 i P A 4) 5 IR A
(hop) 5 FLRZ 5 B (LACEHM-20) s RIS AT KAV AE ) QAL AT HEA S A
SV SRAEY) CADETERD ) 5 LASARYESEA KL 1) BoXEEAa M EY A AL .

[0094] st T AL HH H IR B AR T2 28 oKk Rk R A B R
FELD ISR B R i I3 SRR X SRR A A MR AR A ARl ZAEA i1 2 AR 2 AL
P AR R 2 AR O R S HRE VAL s D N R 2 U B S LB AR )
FEFTAES AR M AR A 28 e sh P A o

[0095]  JIif “Mi¥i45” (plant parts) W FEAR SR R - K MR A 559 Mo
B o T AN E R, IR R AR TS RSk R - R AR
(EAE EAR AR R E RIS R HRARZD) B S (shoots) S-SR B EZ V22 2F
HBDZE o AR A LA NI TR

[0096]  Jii& “FLAT/e” (locus thereof) EI4E 1358 E Mok EAEAE0 43 11 T DA KRR R/
FEAE A 5y 2 1 R 2 2 Jm B s & sl T H .

[0097] AR Z ISP EE A AR ISP T & H A A S A S A sk P b it
TAEY A YA R el LT A, RERS Hh AR S P SR R sk rh B 1 AR A oK
Jite 11, A HAN PR T8 3R 4K (coating) 2 (dipping) «JEZX (fumigating) iR {5
(impregnating) J4 5 DA KWK (dusting) o

[0098]  J1iE “Jiti )" (applied) ;& AMIHR kAL (RUFRET0 195 NG T B sl s 0
o ke

[0099] A& BHTE M—FansX (D Frosiii &4,
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Al
o D
7\ 7
N
A5 / /)
[0100] % A/{\A
=V 3 (RY)
(R)OZ RSa
XD
o101]  Hrh,
[0102] 7k Bpssk (direct bond) 5k-C (=0) -;
[0103] D& |4 FD, D, LA KD T4 sl 4
O
I|{4 E|{6 /<N4 |
_ . | N—R
oo EN=8Y), F—8={Y), | N
RS NR
O--RZ,
D] D2 D3

[0105]  V{RZOERNR';

[0106] A A PLRAJS H)CEEN;

[0107] A, DAJA S g ColkN, BiTHESEA, SSAABERII N,

[0108] Ry [ LA FRTALARIIREAL : C, - C bttt C,-CM L C, - C PRI .C, - C Xk 3L . C, -
PRBEEE Cy- CIBT AL - C - Cob i RBE IR HIEE DR CHEDL N C, - C IR

(01091 R*We [ FRPA FATALSRAORELL : C,-C itk . C, - C L C, - CHRIE .C - C XibE KL LA K
C,-CIRBTEE-C,-ChidE;

(01101 R*%E F DA FATALBAOTEAL - S0 30 32 IR L C - Cobi ik C, - CMi 3 L C, - b L, -
CeF LT C, - Cobr S AL C - C ke i

(01111 R [ FHRA FRTALARIIREAL : C, - C kit C, - CM L C, - C P .C, - C i 3L C, -
P HE C C BT L C, - C BT RE - C - C e DA B -NRRY,

(01121 R [ FR DA P AT TEEA : 20, C, - Coidik € - Col B R AR C, - C AT AL 5

[0113] R [ Fh DA T T LA RE AL« S0+ C, - C i Bk 1€, - C B .C, - C bt LC - C B B
C,-CRHRHE . C,-CIRBTEE (C,-C R -C, -C et s

[0114] &

(01151 RDAMRENARIE 5 HE B -2 5 HA R T2 FE 3 5.6 LR, 1% H A5
Tk LA N FTALARAOTEAL : CWNL0C (=0) \C(=8) LAKS (), 1ZIA AT e Mt — ki %
AN AR T LA A A EUREEUR < 5 3% LONDAKC - Cobi Bt

(01161 R [ FHPL FATALRITRELL : C, - Cohidik .C -C B BTk . C,- CIAKTE L C, - C Rk AL -
C,~Cbtdk C,- CoMiE . C, - Co P ML REE RHIBEDL M C, - 2P s 52

18
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[0117]  R'DLMREVA L 5 H AR 1ok 5HAR 17— A3 6 IR, % Al
Sk LA NFTALAROREAL : CWNL0C (=0) C (=8) LAKS (0) , , ZIR AT e — ek 24
o6 F R PA I BT s 2 R BRI : (X1 35 ONDA K C - C i 5
[0118]  ROZE 11 pHDL AT 4LAIITAL :C, - C i B C, - AL . C, - C B C, - R AE . C, o€
L C, - CERBE L\ C, - CERGERE -C -C i ik IR IR L (C, - C 2N A SE DA B -NRRY
(01191 R'% [ fbA FATALBUNREAL: %0 53 C, -Cyitk .C, - C M3 C,-C e € -C £
HE.C, - C XML C, - C bt I\ Cy - C AR IE €, - C IR AL - C, - C e Bk IR L R FFEE L C,-C 2
PRHEC,-CAMARE-C -C ik  -COR” ~CONR°R\ SCF, DA 1% -SO,R’;
(01201 RSP SRty sk (1 ph DA T FRA A IR « 0 BO 3 JJEE .C, -C b DA C, -C 1
ekl Forb REREGRS SRR RODA BRI % B il S P PT e B E MR 1) — 5 22 N BE PR A 5
PLRRY R R R R\ ROPA MR BRIE P 1] 1 B RO — sk 2 AN LA, Her,
(01211 R 1 HDL FATALIRIAEAL: 1K 3% 53 C, - Cledt C, - Cyli i .C, - CFRER B C, -
Coli Ak C,-Cliti sk AT DL K C, - C AR g 5
[0122] R [ FHUA AT ALIOREAL : 5 2 AL C, -C bt C,-C A L C, - C L . C, - C
B3k C, - Cy M\ Cy - C AT L C, - C R AE C, - C Kt . C - C e L LA I C - C o b oA
5
[0123] R #h 2R B A 2 ) SR S N - S
[0124] DL RSBt 7o TARIE AL AR (D AL S HURIE € X, EE R AN
S S T X B AR A AT — A, DL N 25 R IOAT ) SR DA S DA A SO Hofh 7y
25 H AT HAB R AT e S e
[0125] 5, AL e ft—RhX (D b &8, HADoAD

R4

$N=8=49), , - ‘

[0126] RS 7Y R*R'PL KRN | iE X

D

(01271 75— S A R IR Rt (D) (LA, DA, ,
RG
|
F—SY),
[0128] NR’ 2 BB, Y RS RODL MR F A X

D, .
[0129] 35t , AR IR ft—Rh=X (D /L 54, H D oAD,

19
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NJ<1

[0130] N ZRLRPPLMRMN T E X
0-—-R2
D3

01311 fE—Sfts i, AL BAEEfH— Rt (I) {J&\% VA (Ta) (R SR

~/~A2
[0132] }
N__\

_Q(Ia)
(01331 Hrft, A VA A A A Z DR RPDU MR 1 e S
[0134] E% MWP ARG RE—R (D &1, LA (Ib) L3

RS)
[0135]
(} 2

D

0-2

F(Ib)
[0136] L, A NC;A WA A, A ZDWRTROLER™ 1 e S
[0137] f Sehir, 58 (D AL APIHIRHR R R RY R SRODL SRR -
[0138] e C,-C i s C, - C M BEC, - C LI (C -C T It L Cy - CPRBESE L C, - C IR bE S -
CI-CJ;%;%\ZIKEIE'%\zl&ﬁM&CS CA4IR %,fﬂif@cl CGF%\CB CGEI Bk REE R FRIEDL
476 AT T s AR A TR
[0139]  R*ME[HC,-Clidk C,-C AL C,-CHRIE .C, - C ik C, - CER B L -C, - C b Bk s B
(ES: LI R =" OO ZN 7= SO cg%,ﬁ{ifacl cf%ﬂ%@ﬁﬁj@ﬁ
(01401 R*¥e 4 FHPA B AL IOTEA : S 1 2 ik C, - C bt L C, - C M BE . C, - C Mk -
CIMBEREC - ChT A BE LA M C, - Co X b Bk s e & X R DA SIS EE 5 C - Co b 86 L C - Cy i b 2k
PARC, -C o ek s BEAEMDE VIRl S T OB VSRR LA KL CF e
[0141] RS DA AT REAHC, - C et . C, - C ML L C, - CHBE L C - C X i ik . C, - C
HHEC,- CFMREIE . C,-CERBEdE -C - C e DL R -NRR B HC, - C i ik C, - C R 86 -C, -C,
BedEC,-C FMBEdE  -NRRIDA KL C, -C 3 i dik s B HC, - C i ik L C, - C BN BE L K C -C i it

20



CN 119546584 A Wi BB B 14/161 T
K

[0142]  R3E [ LA NP AITRAN « 0. C -Cbi ik C, - C P RBE A 5 BE AR Ak C - C b
(01431 R [ pH DL N ATALIORFAL : C, -Cobidk .C - CoBaKE e . C, - CRBE B -C - Cobidik 2
FEPARC, -CAMIRIE s DO - C itk \C - C Xt B A K C, - C I RBE A s Bl

[0144]  RDLMRUEUARIE S5 HE B Tk S5 H AR 17— IE 3 56 SUER , 1% Hh i
T DA PR 4LRIOT 4 : C\NL0.C (=0) «C (=8) LS (0) ,, ZIF AT e Feb g — ok 24
[0145] & F1Eg LA N ATAL TR A IR R B AR, 150 25 L ONkC -G bt 5

[0146]  R°E [ HIDA FRTALBIRELL : C - Cobidk . C, - Col bt 3 C, - CIRKE S L, - C PR 3 -
C, bt C,-CMEE  C, - C R AE R R DA I C, - C 2RI 5

[0147] W], R'DA SR IURES 5 HE Ber 57 sk S A - AT — 2 B kA 26 SUER,
A7 DA R T LA AIRELL: CONL0C (=0) <C (=S) LS (0) ,, ZIRF] e
Wik 2 F A N ATALS T A R EEUAR : 50 28 L ONDA K C - C i

[0148]  R°%E [T LA F AT IIREAL : C, - Chidk «C, - C L L C - CIXIEdE  C, - C X AL L C, -
CePMBEdE C, - CIRBT L -C - C i LA K C, - C AR EL IR A MIC - C ek L - C B BT L LC, - C R
BEREAMC, - C A RS

(01491 R'ME I FILA RIS AOREAL : A0 I3 C - Che . C, - C AL L C, - C P .C - Co i b
BE.C,-CuBUA L\ C - C BE AL L C, - C AT AL . Cy - C AT I -C - Cbi R L€, - C AR AR L I -
COR® s e A I3 . C, - Cbe . C - C i €, - Cbt AL\ Cy - CEAERE L C, - C AR DA I -
COR’.

[0150]  REDAMR* Mty e 1 DA N i 4L AL : 20 150 2R RS 5E L C, - C i dt . C - C ki b
BE.C,-CIRBTEE IRBL LA K C, - C AR s et S R 2R I 2 L - C o DL C - C i B
(01511 Jrf RYR®\RY R RODA SRR 4% 5 1 S AT P s 36 ek M R™ 1 — ok 22 AN L AT R
£, AR R R RRRODA SR A PRSE T A e B MR — sl AN LT,

[0152]  RE LA NRTALUSIIAL : b3 L C -Cbi B C - CRIBE AR \Cy- CP AL L C -
Coli Ak C, - Cliti ik AT DL K C, - C AR g 5

(01531 R"& [t DA N AT AR O TEA « 3 2R RS JE . C - C ik . C, - C M BE . C, - C HHEE . C -
[0154]  C RIHEAEC,-Co B2 C,-CIRBEE . C -CoEmi S L C - Cy I BThidE \C, -C bt LA
MC-Coa ke AL

[0155] AN, AN TR (1 St 7T LA DUAEATT 7 AL, 1 Bt il vp A v R R A Y
W R (D 1 &, 1 B B E S PA BT T Tl 2 Z 28 (D A &Pt b b &
¥,

[0156]  {ritb RS b, AT DMRIEA L WA T2 S ST 81, 4 R s

[0157]  fr—3pta i, AL TR — Ml (D 5, Hor,

[0158]  DAD,;

[0159]  Z W ELREEE-C (=0) - ez it ;

[0160] R [ LA FATALBIIFAL : 20 10 R G EE . C - C i Bt .C -y bi i DA K C - C it
AL R F DA R T AL IOREAL - C, - Cbe e . C, - C bR KL C, - C B BE L -C - Cbe RE DA K -
NR°RY;

[o161]  Horfr R°Me DL R T BIOHELL : AEC, - C st ;
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[0162]  RUME [ DA PR AOREA : ZKC, -C it

(01631 R [ FHPL FRTALRITRELL : C, - Cohidik .C -C B bTdk . C,- CIRKTAE L C,-C kT AL -
C, - Cli e I LD A C, - C 2RI s ok %

[0164]  R'DAMRPEUARIE S5 HE B Tk S5 H A 7] — B AT 6 B3R, 1% H i
Sk LA NFTALAROREAL : CWNL0C (=0) C (=8) LAKS (0) , , ZIR AT ety — ek 24
6 H VAN R4 s R AH R U 2 11 3= L CNDA K C - C btk

(01651 Horfr, R*\R°DA MR (148 I j e A ) 8 B MR (1) — el 2 TR, FLRPA K
RO ERFEPH AT BB HRR [ — 5k 2 AN EEFTEAR,

[0166]  R* [ FHPA R BB T : 1 2% WL L C, - Co e O, ~C B Btk - C BB . C -
Coli Ak C,-Cliti sk AT DL K C, - C AR g 5

(01671 R"%& [ FHLA N AT AL : 1 2R il 6 C - C i B C, - C ML C, - Co I L C -G
FE Bk C,m CoBTA L Cy - C IR \C - C A O, ~C BIE R EE  C, -C b AL DL C, ~C B 5
5

[0168]  R*DLKR™ i hisk 19 FH DA R EL B FOORRE AR « 2 B 22 I 3 .C, -C BB DAL C -C
Bk

[0169] A A, WALA AT EFE X

(01701 B dHLER RS A AR A 2 i B TR A P sN - S

1711 ¥ —sapih , AR W E—Fh (D ks, B,

[0172] Dj’gDZ;

(01731 7Dy Hiess

(01741 R I HRA R FABIIREN A B 1 C, - Cohi € -C B RE R ] -C b el
(01751 R°% [ EHPA R AT AIREA - C, - Cyi ., -C M HE .C,-C B L C - Cy I C, -,
B HE C, - Co PR B . C, - Co BRI AL -C, - Coi i -NRR™ 2L R UL DA I C, - C 2B AL s et
HORCE I H1DA T I AL ARIITREAEL + C, - C ol C, - C R B\ C, - C B L - - C DL B -NRRY,
[0176]  Forp RUe I A N PTEH sl e A < Sk, - C ot 5

(01771 R [ DA PR AOTEA : ZKC, -C it

(01781 R7 sy Hbe 11 DA R FTALAIOREAL : 20 I . C, -C i dE .C,-C 3k .C,-C it LC -
CoBINEIEC, - CoBIMEE L C, ~C bt AL .- C BRI €y C BRI RE-C - C it Ak IR L
C,~CZFREE C, - C AL FRIE-C, -C kDL - COR® s BB MR " 1 DA R T AL A OB 4L - 4. C -
CeliFEC - CyBbi e Cy - CIRBE L L Cy - CIRBE L -C - Cobidk s -COR” R R FTIIE €, - C 2R IR
Ve T

(01791 Horp R3[4 FHPA NIRRT : C, - C itk DA K C, - C FRE R

[01801  Horft R \R°DA KR4 MM 1 KL P 11T 6 B P LA R 1) — e 22N BE P UK 5 DAKR®
ROPA MR [RIEABE AT AT 1 B R 10—k 2 L HERAR, Hoo,

(01811 R*% 1 FHUA 4B AL : 10 2% WL L C, - Cy e O, ~C B ik .- C BB . C -
Coli Ak C, - Cliti sk AT DL K C, - C AT 5

[0182]  R"t& [ FHLA N AT AL BUITEA : 1 2K il 6 C - C i B C, - CMi L C, - Co I L C -G
Fi Bk C,m CoBTA L Cy - C IR C - C R O, ~CBIE R EE  C, ~C b AL DL C, ~C B b5
K
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[0183] A VA AL AVURA AN b PiriE 3

[0184] Bl HLER A ARSAY)  BAZ A 2 i B IR A BN - S

[0185] ¢ M —Sathh , AR WIE—Fhl (D k&, o,

[0186]  DJAD,;

(01871 7Dy

[0188]  R*HNC,-Cebikk;

(01891 R¥e [ FHPA N A4 T4 : 20 15 R\ C, -C btk \C, - C kit DA K C, -C i b

[o190] RliﬁﬁCl-C6%%\C2-C6ﬁ§%£2-Cei}{%\Cl—C6ﬁ%\cg-c6}$ﬁ%\cg-%}/ﬁiﬁg_

C,-Clidk AREE IR IR DL S A 6 BINZI AL

(01911 RY[{ & AR EL AT T e B MR (1) — ok 2 AN FE PR B s DA R (ORI AT e %

HIAR ) — Bk 2 MU, Hor

[0192]  R*e F LA FRTABIIREAH < 0 22 G 2E . C, - Ci R L C - C i ik L C, - C LT IE L C -

Coli Ak C, - Cliti sk ATL DL K C, - C AT 5

(01931 R"& [ Fh A N AT AR AOTEA « 3 2R RS 06 C, - C ik . C, - C M BE . C, - CHUEE . C -

[0194]  C XIBEEC,-Co XI5k C,-CIAREEE C - Cobitmdik «C, - CoXibitmdik < C, - C b LA

MC,-Copife At ;

(01951 RPDAJGR™ Sy Huide [ FR DA N AP AT A - 20 1 K Vi3 . C -C be RE DA C -C i

Bk

[0196] B IHLER A ARSAY)  HAZ A 2 i B TRl A N - S o

(01971 fE—Shflrh , Ak ISR —FRha (D) b & ¥, Horb  RUEEH0C, - C AR B it

6 F 5857/ 5E A VRN AR AN R R 3 ey BL LR 5L | e e BL g B | S L e

L4287 8N 14187 SNl 1B SN N1 LB SN 1118 N 1128 N3 2 N =2 Nl Sl =

[0198]  fE—Shflrh, Ak ISR —Fh (D) tb & ¥, Horb  ROEEHC, - C AR B it

18 F 3/ SE A BN AR AR AT R 5L ey 26 I L | S e B g 1L | S B i

L4287 8N 14187 SNl 1B SN N1 LB SR 1118 N 1128 SN 2 N =2 Nl Sl =

[0199] FE—Sh B, A% B — R0 (D fb &, b ROEEHAC, - C ARt Bt
s HSESIA T IR 53/ 58 A AN B PR W R 25 IRy B (b g 56 | S e B e L | S

e L g T b BL I B ke L TR BL = L e L AR L e Bl otk

L= o

[0200]  fE—Sffilrh, Ak IR —Fhat (D) b &t , Horb  RTEEHC, - C AR Bt

28 F 3/ SE A BN AR AR AT IR 5L (e JE IE s L | S e B g 1L | S B i

L4287 8N 14187 SNl 187 SN N1 LB SR 1118 N 1128 SN 2 N =2 Nl Sl =

[0201]  fr—sjeffirh , AR IR E—Fht (D G, oA WA, A A LA T 34 C

[0202] {5 5 —sgairh, A& W fE—Mp=X (D (& ¥, HhA WA, A DL KA SRS 34 C,

A, AN,

[0203] ¥ M —sgairh, A& Wt —Mp=X (D (&, A A, VA DL KA SBT3 C,

HA N,

[0204] ¥ X —sgairh, A& W fE—Mp=X (D & ¥, B WA, A DLRA SRS 34 C,

HA N,
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[0205]  fE N —s2ptfirh , AL WISt — Ml (D L&, Forha, A, A, URA S G,
HA AN,

[0206]  7E X —5ptfirp , AL WIS Bt — Ml (D L&, FohA LA A URA S G,
HA, AN,

[0207]  {E X —5tilh, AL W At —Bha (D s, BhA, DURAJEST AN, HA, A,
LKA ST 30K C

[0208]  {p X —5itefilh, AL W At —Fho (D s, B A, LURAJENT AN, HA A,
PARA ST 304 C

[0209]  {E X —5tetilh, AL W At—Bho (D s, B A LURA JEST AN, HA A,
PAKA ST 30K C

[0210] AN —5flh , AL Wi ft—Rh=X (D i, HohA, A DU A Sl 3t N, HA,
PARA ST 304 C

02111 AEN —5flh , AL W ft—RhaX (D i, oA, A DU A Sl 3t N, HA,
PARA ST 30K C

[0212]  fE—AE st firh , AR TR Bt —Rh=C (D) A5, oA WA, Ay A LA ST
HCo

[0213] e 5 — B S BIh  ACK TR Bt —Fh = (DAL &8, HrA Ay A LU A SRS,
HHCHA AN,

[0214] N —BER B AR BE—Fh = (D AL &8, HrA Ay A LU A SRS,
b g€ HLA, N,

[0215] £ N By s , AL R fE—Fha (D (&1, Horba A DLURA ST 3y
CHAPLRA ST AN,

[0216] £ N —tERy B AR BE—Fh (DAL &8, Hria, A A LU A SRS,
HHCHA, AN,

[0217] £ N S , AL R Bt —Fha (D (&1, Horha, A DLURA S 0y
CHA VAKA, AN,

[0218]  fE—fits i, AL BAERE— Rl (D AL 54, HrhDouD, , HZOW FRE

[0219] £ —scfhirh , AL IR BE—Fha (D b5, ArhpoaD,, HZ9-C (=0) -

[0220]  fE—5fits il , AR BAEE M — Rl (D AL 54, HrhDouD,, HZ W FE

[0221]  fE—3fts i, AR BRER M — sl (D AL 54, HrhDouD, , HZOW FRHE

[0222]  fE—3E B, AR AT E—Mhl (D A5, FEHD D kD, , HY 40,

[0223]  #F 5t , AR AR —Fhat (D) fb &, HARDoAD kD, , FLY INR' .

[0224] (ARSI, AR ISR B A= (D (&8, HADouD 5D, , HY WO,

(02251 fF—3 e, AR WHREE—FhX (D &1, HARAC -Cobidt.

[0226] ¥ 55— Sl , A& W ER A —FhaX (1)t 59, LR UAC, - Cbe i, Fh vl %
M A IR B U ; Forhiz ] e U 1 | 5 32 LN Rl FP AL

(02271 fE—3 e, AR WHREE—FhX (D &1, HAR®AC -Cobidt.

(02281  fF—A LSt p AR AR EE Rt (D a4, Ry sk 2 3t

(02291 fF—3 e, AR WHREE—FhX (D &1, AR AC -Chidt.
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(02301 75 5 —5:ffil , AR IR B — il (D (b &8, HAR®AC, -Cpakift.

(02311 £ XS, AR WS (1) (b4, PR g 2.

(02321 13X —5:affil , AR IR B — il (D (&8, HAR*AC -Cbisa k.

(02331 fF ALt p AR ISR AE—BR (D (&4, PR HCF, o

[0234] {1 53— S HI , AR WIFRBE—FR (D)t 54, PRy

(02351 /F ALt p AR HRER AR (D &4, R RO, -Cobi gt

(02361 fF etk St rh AR ISR — R (D (&1, HARRUAC -Cobidik, T e it
PR, HHR G P ONL FI3E . 236 (IE5) PR FAE L L CF BRI BE L C, - C 2R3
(02371 fF—A LSt p AR HRER ARt (D &4, R RO, -Cobi Bt

(02381 /5 etk St rh AR ISR — R (D (&1, AR AC - Cobidik, T e it
PR, HHR G P ONL FI3E . 23 (IF57) PR FAE L L CF BRI BE L C, - C 2R3
(02391 {F ALt p AR HRER ARt (D &4, R RO, -Cobi Bt

(02401 F— etk St rh AR ARG — R (D (&1, HARROAC -Cobidik, T e it
PRI, HHR S P ONL FI3E . 23 (IE5) PR FAR L L CF BRI BE L C, - C 2R3
(02411 {E ek 9aIrh , AR AR —Fhat (D)t &, R AC -C et -COR™A I
C, CAuFFIE.

(02421 fE—5tafIrh , REDA SR Sy sk 1 e DL N ATALB IO RFAL - S0 b K 3R .C -C b
FC-C bt dE

(02431 fF LSt , AR AR HE—Bhat (D &8, H AR DUSR™ a7 gk 1] A
TSR « S S i TR O3 R LUK CF 5

[0244]  fE—BAESTEHIH , AR EEBE—FI=X (D (L&, HhC,-Cbidbik BERN AL B
TR IR IR U b, PR R IR T R

[0245]  FE—BAESTE I, AR IR AE—Fal (D &9, FohA A, VA A DUNA T 3
N5 B A A AA AT N C, HA IN B A WA, A DA RA SIS I C, HLA NG 53
A A LU AR C, LA DU S A SRS N 5 B A, A A LU A SN 3 CELA, DN 5l
AAPURA S H R C, HLA, S5A Sy N,

[0246] AL Je—Rh= (D AL PRI 8 51 -

(02471 RIS W T UA— Bk 2 M SR AT A o AR AL ACRAG ) (25 B G e A
Wy ARBHE AN SR AP UL LT R A ) o T Je ORI A 1 MR 2R HE R
DR T At AR AR e SR 2 S AN PR A g BN, — i A T DL B
oK/ s AT DALY AT 2 M ROR » D390, i B R s B A T8 1 R R ey 43
B e HE B/ e PR 1 2 T AR ST A A o AR TR A S P T DAY ST AR SR A T
W B S A E R A M A A7 A

[0248]  7EX (D) (LA WE RIS 1555 tHEL sl RRAE T AR I X FBH 51 A TR 1R 00
N AR B B AT LR TEH U s A U 5, 7520 (D S E R I B -5y
H BB BB T AR IR R 28 1 R IS L T, AHR I BH 8 -85 43 T U2 e LI s L
(19 o 2R R TCATLI 550 1 S8 A (E IR T S - TR - VRS - RS 1 R AR T
PR AR AR MILAP AR IR AR A M R S R o BRI LIS 5 50553 R S AEANK
T HERER HESTIRER IRIRER  CIRER =3 CIREh = CIRER TR ER « CREFRER I R
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8 FLRRER (DRFARRER S IRIRER R Eh R FHRR EE  PURERR Eh FIRREE U AR L S Ak
PR Eh Oy FLRAIR SR 5 L IR Eh (LT ILIRIR SR O SRR £ O 2L TR R X FHOR IR
UL KoK ARk o 31 I TCHTLBH S 35 19 S 0 KR AHANBR Tk J LA S i =< e - 3h
HLBHES 3877 B S A AR AR AR T A e L HH 2 S IR Rk L 21 JR Ak I Y HH
B DU T IR IR S = H L e B B 1

[02491 X (D (b &S BRGNS B s ICH N ot R E 1, Rl 55
MR E T, B = KB R e Rm ST, R B B M E -, UG — 228\
TG 5 TSl BR VBN VER BT SRR BRI D SR Y R A SR — E 5\ e R
JE BT AL, R AT AL e T LA IR & ML S A AAE

[0250] A LB S — e AT T2 (D (& H i BB AW S R A B 5%
SRV BRI ENE AW BHEE R A AR A e A B AR Ot
YA 2 A ) LT e A kN - SR DA R A IR 71 < T P 2 AR AT ArT A B i
3 (BN TS P70 AN D59 [l (AR A M RAATRRE) B2 i o

(02511 15 H = (D M &9 (B4 H A R A8 N- S8 e Mah) il s L2 T —MiE
2 AEAE, I (D @dET A 2 (D S s g5 DL AR RIE A RS P A s
[l A (OBt e A FED) 1) ST I A KA (ARl e s ) TR ST 9] o it B A AR OB I
B A ) S DA S AR AR 22 0 0 (RIS ] ot 280 1RO 5 ) S e 49« T <% i 20 7
(polymorph) f& 5 AT LAANF i R 45 S A0 S IR i A, 13028 i A s rh AN TRl Y
o HED B/ BT ARAEIE o RAE 2 i 0y Rl DA ARIFI A~ R, AH T3 oK al HAth
WAL AR, EAT A R AT REAN ], e85 oK ek Bt 7y - R LA g9 sk b 45 5 78
a2 I A R DL S AR YE (B an S TR S B RS L B A RRUE
PV I BT A R e DS AE R TS FTRRAN IR o i R BOR S B 1
FTR R, AT 55— M =X (D Ros e S 2 i 20 sk 2 i TR &1, =X
(1) RoR G P 25 8 W vl LR B A 26 SOR (91 a0, o F 3461 &5 A F B ol 591
(formulations) HGEAEPIERR) « R (D FoRIE S PITRE 2 W0 ) 2 Koo i
AT DA o SR AR AU B 1 R R 7 7 SR, B, B P B va 71 M
el A TS

[0252] AL WIS Fo T ds i ke 180 B H R il U L R R st il 2 W B 5 AW
etz (D e E Y Mz D—Pingt B S A MBI N 57

[0253] AL WA S — Lol A o (D A sk BN - S el HL 3R i 25 D0 i S AL
ANVAY 2 B, A0 s T FLIR A T R R 770 S S 7 R i ol 791 Jle e B LR 5
o S B ) - IS B I (I ANSCLODFS) AT FLAk ik 4y (BIAnEC) FLik (I ANEW
BO\ESME) \JKe 4 (BIANCS ZC) 7 FE 7  rI e MR A sl G ((FU4nwP L SPWS \DP-\DS) - Al
7 (BIAABRTBDT) iz 7] (FILWG . SG\GR\FGGGMG) « % Bl iy (FILRLN) DL K FHF-AbEE R
ZIH MR AP f- (1 anGF) 1% R il 711 o X 28 N Hofh 4] gl ) 2R AU AE “Catalogue of
pesticide Formulation types and international coding system,Technical
Monograph No.2,6th Ed.May 2008,CropLife International” FR¥E(T T & X,

[0254]  FaRH Rl A0 Hes , Mol letPd M Grubemann 2% 1) “Formulation
Technology,Wiley VCH,Weinheim,2001” FHJfTiR ; 5k T-Knowles/ 211 “New Developments
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in Crop Protection Product Formulation,Agrow Reports DS243,T&F Informa,
London, 2005” FR Tk o FTARYEAS & W 31770 A/ sl Al Ak 740 e i) 5 1 Bl 91 ) S 401
N | I N = NN T N = N = R ST ETIR R 81N 3 =813 AN T 1IN 2 3 AN 581
(adjuvants) HHTA I B AC I ORAIRAAR RS 7 G PRI 7 X ) 5 175771 Bk
TR BE 29 R ) B TR G ) IR R S a7
[0255]  ARSCHAR) i AT SRR B AGE  A80IT 5  AK B LIS A, B2 v = i B m
WPk oy R , A AR S s A I B S i s IR ID I IR MO B Igede , 451 an R A
PUSZS e W B 2R IO BRE B T B ORI AR ; £ s RN
(DMSO) ; B2 , BIANEAC IR 5 B2 , I anFLERER AR ER TR IR IEREE « v - 1 R ; IEIHTR ; BEFER
£ s s B S , BN - FH R HE R i, Mg i — WS Pefe 5 M ORLTR 5 o 1 2 P [ Ak A A
s URHE N W)t BIAERR L RS I A =i A A AR A R A s A
e R RS R EE SRR s W, I AN AE R TERY ; IR, UL B IR L
HEREL PR 22 HEWRIR I i, B ks R B2y AN I RSk MR S
[0256] s X SIS PR RIS A S, 9 AR s - 2 BHES -2 R e - 2 R ik
SIS IR BER S SRR T S TR S » S BT PR T E LA 43 BG4
V70 TR 1) 2 A 77 S R AP IR AR sl ¢ 758 P & SIS I 5451 1)1 “MeCuteheoN s,
Vol.1l:Emulsifiers&Detergents,McCutcheoN s Directories,Glen Rock,USA,2008” (&
Frikak AL ek .
[0257]  GiEIRHE SIS, 2500 5, SRRk i sh R Eh RTRER M HIE &
VIR IR Eh IR T B IR S ol SR PR ER I S B e B T B R h ORI R L o M )R
IR £k R TR AR h  IERTER M AR £ £\ F e S By 2R O IR 28 b A 3 b iy
05 B ISR R 4 A ZR I EIR Sk V233 M — G B ORI IR £ 25 M L 2R IR 56
TR EL DR AR Eh Bl L DR e AR 2k o BRI 3k 1 S92 B TR A R 2 & e b
B3 IO ER £6 BRI 2 « £ S B IR 2R O R 8 sl BT TR BB O At R 56 « B S i 112
TR o IR £h 191 e S RIR Eh MR U IR Rl i 3y O S e
[0258] il AR ES 1 SIS A, 28001 5, &b e Y N- BUR I BT R e i A At
% RS HERE IR SIS R 7 IR S SRS 5 M TR A o S E e SR E 1 &
50 Y T AL E IS, BIANEE S B B 26 L I 28 e 28 O Bkl 25 L IR T R 2R sk g M
FRTE 2R RSO S/ SO EPI B T TR S BSOS R A S L
[02591  N- HUA MBI R e A (145112 MR ISR A e i sl T I R e B B P e » B R 91
BITTRER « H IS ol H I S 2 1 LS PRI -2 KL RS - S BBk
LLIZRUWHTEE | RRE M A A B R o2 B B 2 Wi - ZR W S T A B B S L e B i
CIRTE B BETR AR TR X S L R Y.
[0260] 5 R BH S - SIS PR, 25001 5 L A2 U AHIE M), ol an B — sl BNk
SO PUR LA 1), BAR S — Rk o 15 18 R P PR AL T 7% PR 9 A ot A SR A DR
FEMHRBER G, 2200 5 L & B2 BN AT M RN A P iR B A-BakA - B- AR EL
RBEY, e BRI H T LI INA PN SEIA -B- CRUR B S S - S P 26 FL iR
J5T, 28BN 55 72 2 TCRRE 2 TU . 2 TeIRIN Il 2 NI TR I RE JE Eh sk 2 e IE R &
Yy (polyacid comb polymers) « Z IR P& R LMl (polyvinyl aminesif
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polyethylene amines) »

[0261] &3 (P R B FA P 20 R sl 2 50 o i Mt &9, Hiscs =X (D b
YR H AR A2 2RI o A FUAS ISR Dy S TS P70 A P sl A P e DA R At Bl 7
“Knowles,Adjuvants and added,Agrow Reports DS256,T&F Informa UK,2006,Chapter
57 HAIH T2

[0262] i rg IR, 2840110 5, 2 20 (BN —=(LIR R FRERAT4ERR) eI+ (EALK
JPTE ARSI ERIRIRER MRS -

[0263] SR B, 25001 & L 2 BUANEE (bronopol) M SWEMEMRERAT ALY, Bl ki 5 5+
IEMAIRKER (alkylisothiazolinones) M KT S EMAIR (benzisothiazolinones) o

[0264]  SidiHTdRsf, 28001 5 st O e N R R 3R M

[0265] iR IHIEA, 2800 5 2 R AR B KBk SRR ER -

[0266] i I B 71 (I ANZL i sk ar i), 284001 5, AR/ KyA T B KoK ia 1 4
Ko AT TG (sl s ek SR N TR R Mo HUE (] (B1anps 2210 & &
AR A A1)

[0267] i IGRG sl a7, 2501 5, A2 SR SR MERS TR 58 C IR 28 AT |
SR NIRTRTE  LE Pk & s S T AL 2R Tk

[0268] £ it 2R AL e Hoi 2 7 s T

[0269] 1) KPR AEY) (SL,LS)

[0270]  10-60wt % M= (D) AL K5 - 15wt 9 T 741 (91 anis e e A0 1) T T
2100

(02711 wt % 7K Mo/ BOKIE IR I (BIANRESS) 2 i A2 M B DA T o
[0272]  ii) W5y Bk 4EY) (DC)

[0273]  5-25wt % 12 (D L EWILA K - 10wt % 15350 (BIUNER C A S e i) 1A f# T
£ 100wt % AL AR 2 o DLUKFREAS 2105 M0 o0 HGR -

[0274]  iii) AIFLAEIREEY) (EC)

[0275]  15-70wt % (K= (1) (AL K 5- 10wt 9% [ FLAE 7 (Blan+ — B EoR R es & 4R
SEACEMRIR) AT N A 100wt % AN ToRBA LA (BIA05 A8 2 o DLUKAEAS 21
VB F LR

[0276]  iv) Ly (EW,E0,ES)

[0277]  5-40wt % X (D) LA PIPL M1 - 10wt % FOFLA ] (10T b B 2R RS M R
SEAC B IRRIHD TR AR T-20- 40wt % NS T/KI A LS (BIAND5 &) s, ki FHFL b
U5 RSB M E N2 100wt % (17K i, (3L RIS FLiR. LAOK BT 2175 1
W5 FLIRL o

[0278]  v) &% (SC,0D,FS)

[0279]  F-20-60wt % 13X, (1) L &I 2- 10wt % 1953 B K i 70 (1 o ot 22 ki
B SE R EE) 0. 1- 2wt % IEEARIFR (G AN = A0 LA KN ZE 100wt % 7K/ i H 3K
U BEA TR, 15 21 R 4 TS Y T B T - LUK 2SR U ASUE BT o 6 T
FSHUZ 0, 150 20 N 40wt % HOFG 15 77 (BIUNER AT -

[0280]  vi) KA EUMERLI MOKIE TR (WG, SG)
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[0281]  F550-80wt % 12X, (1) AL AN ZE 100wt % 173 B 751 A i 751 (81 AR o 27
FREN M B A b H) A TAN R, B HOR A (BIUFT W 335 R AL ) il £ oK 4y
B Bk KPR « LAZK AR BTG MM BT RGUE 7 B AR o

[0282]  vii) /KA ERPEBGH MoKiE TR (WP, SP,WS)

[0283]  550-80wt % 5 (1) LWL NN - 5wt % 1943 575 (B QAR It 25 R i) < 1 -
3wt 9% MR A (AN £ A8 A M) KA 100wt % P AR A (BIanalfie) (s it~ 144
F- TN LUK RIS P ST AR E 73 BB BV T -

[0284]  viii) KEkE (GW,GF)

[0285]  F5-25wt % K=, (1) L& IINS - 10wt % [1) 43 i (BN it = R sl) 1 -
Swt % [KIEFHFR (IR PR LT4E 20) DL INZ 100wt % (7K AEBEREBR N LHP 2R TR , TS
B R GFIOTE YY) BRI LUK AR S BITE MEM SRR E BT -

[0286]  ix) {FLi (ME)

[0287]  5-20wt % =X, (1) LAY I Z 5- 30wt % A UE IR S (Bl an s ihme — f
FEWehe MIRT ) 10- 25wt % S TAITE AT 5 (BIAnis O A 360 K 5 528 £ Sa B
W) LLEINZE100 % wt 7K A TR S P B HE 1IN LA R A A= T 12 R I 1 s 0
(TR o

[0288]  x) fHUledE (CS)

[0289]  4U4%5-50wt % [0 (1) (L5 0-40wt % (AR T /KA WA (Fan 52512 DA
e 2- 15wt % [ PRI A (91 40 HH BE PO I FHRS  FH AR PG IR A K — IR TR R Bk — G TR
) TR 40 HS 2 PR TREAA (1 4N 2R LIS FO7K IR « F R SR A IOV S8R (F
1) N EREE MR BN TE AR » PRI, F0455 - 50wt % A & B X (1) 1 &4, 0-40wt % 1)
AT IR RIA ] (BIA005 78 LA SRR A (a0 — 2R 3 -4,47 - 7 i
fig (diphenylmethene-4,4’ -diisocyanatae) ) HOIHAIHY 20 ECE SR APIBAR (ISR CI71E) 11
TR« 2ol (B0 4n7 <A FRE —J0) B TN ST BER IR SR TE A o FRAR AT HE 1 - 10wt % .
HE s AL 5 B CSH P .

[0290]  xi) Al ¥3{bH535%) (DP,DS)

[0291]  1-10wt % = (D AL SN 55 N2 100wt % (19 [ AR A (51 a0 4R i) s
+) BaRE

[0292]  xii) k5% (GR,FG)

[0293]  0.5-30wt % [N (D AL S 4B 55 Iz 100wt % F A AR (B anakrg £h) 45
SRR v/ Th R IIBUE; g R U € 2 W U= R/ el NS U O 8

[0294]  xiii) BALAFRK (UL)

[0295]  1-50wt % 1Y (D LS P AR T BN 100wt % A ATIAF (Flans 25 1) i
[0296] AR i) Fxiii) e R BIF, G400 . 1- 1wt % R R 71 5-
15wt % FIPTER A0 1- Lwt % FITHIE A R0 1- 1wt % 1 T 7 o

[0297] AL A— el a1 28 (D (b S b F A 68, RS E g
110.01% £95% 540, 1% 290 %  FH{EL % F70% FE 15210 % 560 % [HIE MV - I6 P
PIBiPL90 % %100 % 95 % 2100 % (FRFENMRYEGIE) (1) 4l B il 1] o

[0298]  JKiEM R4 (LS) « = FL7 (suspoemulsions, SE) sk 4y (flowable
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concentrates,FS) I FT4CERAUEGH (DS) « ISR 7K 23 B (WS) 7KV E B
(SS) LI (ES)  ATFLAL Ik 4y (EC) DA M IEERE Il 711 (GF) s 1 5 o FH - T A BRAR M 5
MRE CRR B M) T AR — & R, iR 4 sl B T e il e b, DA
T, FIETEY IR 0. 01260 % , 5563 0. 1540 % o A] AERB R ET ek 378 R0 A [R)2E 1 T -
[0299] K5 (D) AW M AL 53 B e T A Akt JCH @M 5 T d
P (dressing) VB (coating) iR M V2 FH (soaking) DA IANEZS (in-furrow
application) Jyik Bt K55 (D) LA M A oy st A o 275 1 (Bl
I PR DR B ROk T T T AR BB AR

[0300] Y FH-T-AEL W PR 4P B, e FH P09 R o 1) o, 0 s T B S SR 2 0 Sy g 3 Ui
0.001 20 T, BN A0, 005 2220 T, AN REALI0. 0570 928 T, FE AL RE A Bl
0.1%0.750 )T

[0301]  FT-ALPRAE M EFA KL (A1) I, B A ok 4K (coating) skiRiw i+,
FF100N T A SR Cef o Rh1) ,0. 12100058, 883 1210005, {15100
v, HLBE AR5 A 100 v 1 PE R 1l 3 A2 A T 1 o

[0302] M F - PREPBR BN A7 = i i, T R B P B B P &k ) 26 20 e i 5
(SR o 1 T ARHR PP &0 0. 001 50 5 220 FTIHTE ], e H 0. 00558 2 L4 T
[ERUIVESRYSP S S vy

[0303]  AN[R] AR TR 771 A2 79 BB el Al e 2 7 2 DA SRR 23 HRR) (s 5]
Z AL A EE A AR P57 (safeners) ) ] PATE N PR YIE RS Y Bk &
SETER UL B, WS G E i s B AT EAS N R ) o X 2o LS
FRAC & BRI DAL : 10052100 1, 85 1 10 10: IR IR &

[0304]  JH /iy MGA Zom e 15 0 SN e a3 0 KA LM 52 el R AR e it T A &
(A ZH B o 28 1L, A AR F 7K 2R R K/l At B 1 761 e P s PO P o B, A
TSR AT A B BT 2R S5 ko Al 41 Bl o 1 5 4, 2 Bl A T AR 1120 222000
NTE B 50 400 1 B 2T 3598

[0305] AR — ST, AR I A A B A A1 25 Ay, A9 AR i 43 Ble otk
— UGNy, A S CAEmE S ek R T ARG, AR EE i
[0306] AL BHINE G S AL IR AR A 2257 1 A T ER APV EY T S2 A s I 1
BMEshYE HRE , BAEAER 25 ] ORGP At bl Z A EY M AR T 32 A v D v
JCEMEShYE HIRE A2 T EFER PO A 1 R TR (RPN 5Nl 7542
BURATR AT R IR st e B R R HAAE ) (B ZE RARR 2D -

[0307] AL HH SRR R G IO M /ol IR B (residual pattern)
HARBLH B JE B A 25 MARR ZF A s S UiE Ve AL I S 3
P AgoE B 5 M/ siG Ty I E AT s oy, BIMEAEARBE R, el sl hes f
B BlanE d) /s AR AR A (biocidal spectrum) , HIkLINZIY) . fi
PSR A R A

[0308] A KBHIME G R m PTG EE SR 2 AR = B T AR B
AR NI S PMEERE 5 5 i TS5 S M A o FRUA T P o i BB 5 T R A
WH (Lepidoptera) (40 H, # AR BT E L (armyworm)  PIAR ML (cutworm) UK
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(looper) FEMWHE PP (heliothine) (lan, FkZEw K (fall armyworm.Spodoptera
fugiperda J.E.Smith) G2 (beet armyworm.Spodoptera exigua Hubner) ERSE(&
1% (black cutworm.Agrotis ipsilon Hufnagel) .¥3&r @ik (cabbage looper.
Trichoplusia ni Hubner) .HHH %1% (tobacco budworm.Heliothis virescens
Fabricius)) ;J5 HEEIREL (Pyralidae) (UMt (borer) #i4ifk%h H (casebearer) &5 F H
(webworm) FAMAME (coneworm) - H 523 . (cabbageworm) M A& EFiE (skeletonizer) (45l
a0, WP F A (European corn borer.Ostrinia nubilalis Hubner) . JFFAEUE (navel
orangeworm.Amyelois transitella Walker) . EKAREEMFE H (corn root webworm.
Crambus caliginosellus Clemens) . K (sod worm.Herpetogramma licarsisalis
Walker)) ; %Mk Fl (Tortricidae) &Mk (1eafroller) i B (budworm) Ffifk (seed
worm) N Ik (fruit worm) (940, 37 Sailfk (codling moth.Cydia pomonella Linnaeus) s
W /NG (grape berry moth.Endopiza viteana Clemens) 75 50k (oriental
fruit moth.Grapholita molesta Busck)) ; AN V22 HABL L5 b En sl 5 (94,
/NS (diamondback moth Plutella xylostella Linnaeus) Z[%H (pink bollworm.
Pectinophora gossypiella Saunders) . &k (gypsy moth.Lymantria dispar
Linnaeus)) ; 2%t H (Blattodea) 145 H (nymph) M gl Ht, F A 35 i 1 dim 25 W
(Blattellidae) N #EWEFL (Blattidae) [ #EWE (cockroach) (40, Z= /7 254k (oriental
cockroach.Blatta orientalis Linnaeus) 354 (Asian cockroach.Blatella
asahinai Mizukubo) f#[E/\Nii (German cockroach.Blattella germanica Linnaeus) .3
H3EEE (brownbanded cockroach.Supella longipalpa Fabricius) «FE U (American
cockroach.Periplaneta Americana Linnaeus) #5t KWE (brown cockroach.
Periplaneta brunnea Burmeister) .L{Eh 354 (Madeira cockroach.Leucophaea
maderae Fabricius)) ;@ H (Coleoptera) [ EM4)H M pk i, HAFEE A AER BR
(Anthribidae) « G %R (Bruchidae) X% £} (Curculionidae) (% H (weevil) (140, #3
BRI (boll weevil.Anthonomus grandis Boheman) -FE/K%E H (rice water weevil.
Lissorhoptrus oryzophilus Kuschel) &% (granary weevil.Sitophilus granaries
Linnaeus) - K% (rice weevil.Sitophilus oryzae Linnaeus)) ;44 £
(Chrysomelidae) [k (flea beetle) .t /INHHH (cucumber beetle) AR H (rootworm) .
H-H (1eaf beetle) .2 (potato beetle) MM (1eafminer) (U0, B iS55 h
(Colorado potato beetle.Leptinotarsa decemlineata Say) .7 E KR H (western
corn rootworm.Diabrotica virgifera LeConte)) ;Ji H 4%} (Scaribaeidae) [ 4,
+ (chafer) NHAH b (Blan, H KP4 8 (Japanese beetle.Popillia japonica
Newman) N DKM 46+ (European chafer.Rhizotrogus majalis Razoumowsky)) ;J5 H 7
28} (Dermestidae) [ EEFH H (carpet beetle) ;IR EHFIHEL (Elateridae) (044
(wireworm) ; Ji H /Nad B} (Scolytidae) BJ/Nai H (bark beetle) M H L HEL
(Tenebrionidae) [ETHY L (flour beetle) o AN, FEf tudh: i H (Dermaptera) [k
Mo, HAuE i 5 Rl (Forficulidae) FUHIBRIA (earwig) (540, DRI Mt b
(European earwig.Forficula auricularia Linnaeus) .HIRMA (black earwig.

Chelisoches morio Fabricius)) ;i H (Hemiptera) M|A# H (Homoptera) [k B A #5
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IR E SIS RE Miridae) (5 (plant bug) JJ5 H R (Cicadidae) [F)H# (cicada) «
R H R (Cicadellidae) (P8 (Teafhopper) (filg/Nagi )& (Bmpoasca spp.)) +ii
FIEEBERL (Fulgoroidae) M K EUE (Delphacidae) [ K&l (planthopper) i F AR &R
(Psyllidae) FUAREL (psyllid) IR E A EFL (Aleyrodidae) P& (whitefly) (IR HEFRE
(Aphididae) [9if Ht (aphid) J5 HAREEF AL (Phylloxeridae) HOMRIEEYS (phylloxera) J5
¥Rl (Pseudococcidae) [FFS T (mealybug) I HINE} (Coccidae) JEME} (Diaspididae)
S AN FF Margarodidae) [ H (scale) (I H MIER} (Tingidae) I (1ace bug) I F
KGR} (Lygaeidae) [ 224K M5 (chinch bug) (B, K45 )& (Blissus spp.)) KA
% (seed bug) JJRHIEKWE (Cercopidae) [J7kM (spittlebug) IR H EHEL R
(Pyrrhocoridae) [H4] 1 (red bug) MRS (cotton stainer) 7R EFEWNE (Acari) (I)
ok s 2 @Bt el (Tetranychidae) [ (spider mite) M 210 (red mite)
(Ban, S ik (European red mite.Panonychus ulmi Koch) . - BEF1# (two spotted
spider mite.Tetranychus urticae Koch) iM% (McDaniel mite.Tetranychus
mcdanieli McGregor)) AUzl (Tenuipalpidae) [F)%0 20k (flat mite) (B0, FHA7 %G 20
I (citrus flat mite.Brevipalpus lewisi McGregor)) EUiFl (Eriophyidae) [1J551H
(rust mite) MM (bud mite) S HA A AONT- A 28 K sl @ et A EE s , 7R Bl
R (Epidermoptidae) [F)7R 0 (dust mite) IR (Txodidae) M (tick) (fFl4n,
JEIE (deer tick.Ixodes scapularis Say) .4 EfHEM (Australian paralysis tick.

Ixodes holocyclus Neumann) ZEYN R (American dog tick.Dermacentor variabilis
Say) JLEMW (lone star tick.Amblyomma americanum Linnaeus) A FE1HFl
(Psoroptidae) il £} (Pyemotidae) M £l (Sarcoptidae) [f)4 0 (scab mite.itch
mite) ; ELMH (Orthoptera) [k HL K 2 o, AU dEIEY: (grasshopper) V2 HL (Tocust) MR
#% (cricket) (140, TAHERFAA (nigratory grasshopper) (140, M 4% (Melanoplus
sanguinipes Fabricius) #kME M.differentialis Thomas)) «FEIWELE (American
grasshopper) (U0, FEIMWEDS (Schistocerca Americana Drury)) . YbisME i (desert
locust.Schistocerca gregaria Forskal) . KIE (migratory locust.Locusta
migratoria Linnaeus) «ZWREZ (house cricket.Acheta domesticus Linnaeus) .l
(mole cricket #EllijE (Gryllotalpa spp.)) ; 3G H (Diptera) L H K 4h H, HAUFES
Mtk (leafminer) V15 (midge) MR CREZUERL (Tephritidae)) IR (40, Bl 22 H 0%
(Oscinella frit Linnaeus)) . 1J#E1H (soil maggot) -2 (house fly) (N, 550
(Musca domestica Linnaeus)) #/NE I (1esser house fly) (40, E e (Fannia
canicularis Linnaeus) il (F.femoralis Stein)) JEEJEME (stable fly) (Flan, FEEs
I (Stomoxys calcitrans Linnaeus)) kKSR (face fly) Al (horn fly) &LG
(blow fly) (4N, 44 )E (Chiysomya spp.) A JE (Phormia spp.)) , MILAbIRISHE
Dy g (horse f£ly) (4N, 4 J& (Tabanus spp.)) JIE#E (bot £1y) (41, H W
(Gastrophilus spp.) JEUEJE (Oestrus spp.)) M (cattle grub) (407 uE s
(Hypoderma spp.)) BE# (deer fly) (541, BEJE (Chrysops spp.)) FHU (ked) (14
n, 43 F@EME (Melophagus ovinus Linnaeus)) X H A% /A H (Brachycera) i1
(mosquitoe) (a0, i & (Aedes spp.) FZIJE (Anopheles spp.) ~JFEME (Culex
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spp.)) ~5=M (black fly) (FIan, e (Prosimulium spp.) JHAJE (Simulium spp.)) 45
(biting midge) «[A¥ (sand fly) AeHR IV (sciarid) M EHAE MV H (Nematocera) ;2%
W H (Thysanoptera) [k L Az 2h i, HAuF5 %] 2 (onion thrip.Thrips tabaci
Lindeman) M LA -1 2 s fu4H R (Formicidae) FOMS R i iEEH H (Hymenoptera) [
oz g an 2l 5 MY (red carpenter ant.Camponotus ferrugineus Fabricius) .
M (black carpenter ant.Camponotus pennsylvanicus De Geer) /NErZ iy
(Pharaoh ant.Monomorium pharaonis Linnaeus) ./NKIY (1ittle fire ant.Wasmannia
auropunctata Roger) .’k (fire ant.Solenopsis geminata Fabricius) - ANf2Zl k¥
(red imported fire ant.Solenopsis invicta Buren) [l %EM (Argentine ant.
Iridomyrmex humilis Mayr) -JF4V (crazy ant.Paratrechina longicornis Latreille) .
iy (pavement ant.Tetramorium caespitum Linnaeus) s E AU (cornfield ant.
Lasius alienus Férster) MR M (odorous house ant.Tapinoma sessile Say) . HAth
FEH 45 208 (B FE AR (carpenter bee)) KB (hornet) i (vellow jacket) M
W% (wasp) ; W H (Isoptera) [UEH , HAFEE MEL M (eastern subterranean
termite.Reticulitermes flavipes Kollar) PG /s 14 (western subterranean
termite.Reticulitermes hesperus Banks) .&578%, 1M (Formosan subterranean
termite.Coptotermes formosanus Shiraki) JHEJE T KM (West Indian drywood
termite.Incisitermes immigrans Snyder) N HA B G5 S Ay 202 H
(Thysanura) [FEH  iF e (silverfish.Lepisma saccharina Linnaeus) M A<
(firebrat.Thermobia domestica Packard) ;& H (Mallophaga) 13 H H tudE-k &l
(head louse.Pediculus humanus capitis De Geer) f&H| (body louse.Pediculus
humanus Linnaeus) «X&{AH| (chicken body louse.Menacanthus stramineus Nitszch) .
KAGER (dog biting louse.Trichodectes canis De Geer) ZREME| (fluff louse.
Goniocotes gallinae De Geer) .“FfAH| (sheep body louse.Bovicola ovis Schrank) .
FWp4-&| (short-nosed cattle louse.Haematopinus eurysternus Nitzsch) .E-W)4-ml
(long-nosed cattle louse.Linognathus vituli Linnaeus) M HAthXcE AN st ik
MR 25 42 P&l (parasitic lice) ; #H (Siphonoptera) i, HAUFE AR 7 il &
(oriental rat flea.Xenopsylla cheopis Rothschild) Jisx (cat flea.
Ctenocephalides felis Bouche) . K#% (dog flea.Ctenocephalides canis Curtis) X
% (hen flea.Ceratophyllus gallinae Schrank) MK &5 (sticktight flea.
Echidnophaga gallinacea Westwood) . AZ% (human flea.Pulex irritans Linnaeus) }
TR AL B S 5 ) A B o P I 55 R F A TR B A ik H (Araneae) (181
Wk, 1@ e 22k (brown recluse spider.Loxosceles reclusa GertschMMulaik) M 2L
[ ik (black widow spider.Latrodectus mactans Fabricius) MMt H
(Scutigeromorpha) [FJRRMA | % 0% 11 J& X R WA (house centipede.Scutigera
coleoptrata Linnaeus) o AT EMITIN £ X L 25715 2% F A G H A Rk S A1)
AR HA e TERZ L H (Strongylida) Wil (Ascaridida) A H (Oxyurida) /M
H (Rhabditida) e H (Spirurida) KRIMS H (Enoplida) [LE75T FEEE M O1, 14 40 (1H
AR 2285% B E R A A F 2P OFEIREE 2k R (Meloidogyne) JBINAREEZEH (root
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knot nematode) ARJEZEH (Pratylenchus) BB 1HZEH (lesion nematode) ARk
(Trichodorus) JEMFRARL 11 (stubby root nematode) 55) M By M NIWHEERA FE D) F
BIPT A 2875 T BB i 2% S o an b Rl A JE 28 L (Strongylus vulgaris) o
R H (Toxocara canis) 2R FEHUTRHE 28 (Haemonchus contortus) « R Ry
2211 (Dirofilaria immitis Leidy) «Sh[H-IR#EELZ: 1 (Anoplocephala perfoliata) X
A B (Fasciola hepatica Linnaeus) %) .

[0309] A& BHROM & WXt Al H (Homoptera) 5 Ht b s G H mn TG M, A0 - 6 o if
(Acyrthosiphon pisum Harris.pea aphid) B[S %f (Aphis craccivora Koch.cowpea
aphid) 250 (Aphis fabae Scopoli.black bean aphid) A4 (Aphis gossypii
Glover.cotton aphid.melon aphid) > 5R0% (Aphis pomi De Geer.apple aphid) 552k
4jWf (Aphis spiraecola Patch.spirea aphid) &2} (Aulacorthum solani
Kaltenbach.foxglove aphid) . 525 FE 5 W (Chaetosiphon fragaefolii Cockerell,
strawberry aphid) 2 i Z W (Diuraphis noxia Kurdjumov/Mordvilko.Russian
wheat aphid) BB (Dysaphis plantaginea Paaserini.rosy apple aphid) 375
281f (Eriosoma lanigerum Hausmann.woolly apple aphid) Bk KJERF (Hyalopterus
pruni Geoffroy.mealy plum aphid) % %% (Lipaphis erysimi Kaltenbach.turnip
aphid)  Z LMK E1F (Metopolophium dirrhodum Walker.cereal aphid) . K4S
(Macrosiphum euphorbiae Thomas.potato aphid) .Bklf (Myzus persicae Sulzer.

peach-potato aphid.green peach aphid) .5 il (Nasonovia ribisnigri Mosley.
lettuce aphid) \JE4AlF)E (Pemphigus spp.) (FR%F (root aphid) MJF (gall aphid)) .
F KA (Rhopalosiphum maidis Fitch.corn leaf aphid) RS ¥T (Rhopalosiphum
padi Linnaeus.bird cherry-oat aphid) .Z — ¥ ¥f (Schizaphis graminum Rondani .
greenbug) . & K& (Sitobion avenae Fabricius.English grain aphid) . 15 &bt
(Therioaphis maculate Buckton.spotted alfalfa aphid) 4% . X ¥f (Toxoptera
aurantii Boyer de Fonscolombe.black citrus aphid) X#tH#%F (Toxoptera
citricida Kirkaldy.brown citrus aphid) ; BRIF)E (Adelges spp.) (BRI (adelgid)) ;35
L AZBEAREEF (Phylloxera devastatrix Pergande.pecan phylloxera) ; HHEH) @l
(Bemisia tabaci Gennadius.tobacco whitefly.sweetpotato whitefly) g}l
(Bemisia argentifolii Bellows M Perring.silverleaf whitefly) «#H4%# @l
(Dialeurodes citri Ashmead.citrus whitefly) i =1k &l (Trialeurodes
vaporariorum Westwood.greenhouse whitefly) ; 8200 (Empoasca fabae Harris.
potato leafhopper) ./N#5 K&l (Laodelphax striatellus Fallen.smaller brown
planthopper) 25218 (Macrolestes quadrilineatus Forbes.aster leafhopper) %k
I (Nephotettix cinticeps Uhler.green leafhopper) .fEiH1# (Nephotettix
nigropictus Stal.rice leafhopper) .#y K&l (Nilaparvata lugens Stal.brown
planthopper) . £k K&\ (Peregrinus maidis Ashmead.corn planthopper) .7y K|
(Sogatella furcifera Horvath.white-backed planthopper) 4 K@l (Sogatodes
orizicola Muir.rice delphacid) .35 [MH-4# (Typhlocyba pomaria McAfee.white

apple leafhopper) .fijZgM 1 & (Erythroneoura spp.) (fijZgFi (grape leafhopper)) ;
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Ji Hu (Magicidada septendecim Linnaeus.periodical cicada) ; 4pl (Icerya
purchasi Maskell.cottony cushion scale) 24 R JEW (Quadraspidiotus

perniciosus Comstock.San Jose scale) ; #iH#E¥3M (Planococcus citri Risso.citrus

mealybug) ; ERECKI W (Pseudococeus spp.) LA &4K) ; RKE (Cacopsylla
pyricola Foerster.pear psylla) fi/&E| (Trioza diospyri Ashmead.persimmon
psylla) « AL IS8 H (Lepidoptera) i bt A i 25 ra b3 14 , 451 2 -5z
oyl (Alabama argillacea Hubner.cotton leaf worm) . S #1% (Archips
argyrospila Walker.fruit tree leaf roller) .BRIMFEMH 1% (A.rosana Linnaeus.
European leaf roller) M HAth&EMkE (Archips species) /K —fbiE (Chilo
suppressalis Walker.rice stem borer) .fE &MU (Cnaphalocrosis medinalis
Guenee.rice leaf roller) . EKAR4EMFE H (Crambus caliginosellus Clemens.corn
root webworm) .5 R LE W H (Crambus teterrellus Zincken.bluegrass
webworm) R4 (Cydia pomonella Linnaeus.codling moth) ¥R M4 NWI%E (Earias
insulana Boisduval.spiny bollworm) .BF&0iEMA (Earias vittella Fabricius.spotted
bollworm) . FEMIE IS (Helicoveipa armigera Hubner\American bollworm) . A
(Helicoverpa zea Boddie.corn earworm) HHH &k (Heliothis virescens Fabricius.
tobacco budworm) . FLHIZE T H (Herpetogramma licarsisalis Walker.sod webworm) .
W23 B/ NIk (Lobesia botrana Denis and Schiffernvller .grape berry moth) JZ[44H
(Pectinophora gossypiella Saunders.pink bollworm) AH#E7EM 1 (Phyllocnistis
citrella Stainton.citrus leafminer) . K& HE (Pieris brassicae Linnaeus.large
white butterfly) /N IUE (Pieris rapae Linnaeus.small white butterfly) ./Nagifk
(Plutella xylostella Linnaeus.diamondback moth) &2 # 1% (Spodoptera exigua
Hubner.beet armyworm) & %15k (Spodoptera litura Fabricius.tobacco cutworm.
cluster caterpillar) FkZ=@ i (Spodoptera frugiperda J.E.Smith.fall armyworm) .
et idk (Trichoplusia ni Hobner.cabbage looper) M P4l kibEigiE (Tuta absoluta
Meyrick.tomato leafminer) .

[0310]  Z{v G W8 H (Hemiptera) p n B A TEVE, UHE 285 5 (Acrosternum
hilare Say.green stink bug) .Fd/ANZH (Anasa tristis De Geer.squash bug) . Z K-
(Blissus leucopterus leucopterus Say.chinch bug) . 4pp#s (Corythuca gossypii
Fabricius.cotton lace bug) - L2 (Cyrtopeltis modesta Distant.tomato bug) .
5% (Dysdercus suturellus Herrich-S chaffer.cotton stainer) .fRl5E%
(Fuchistus servus Say.brown stink bug) .—BF#%% (Euchistus variolarius Palisot
deBeauvois.one-spotted stink bug) JMEZRE &1KJE (Graptosthetus spp.) (i JEIET
EEK) MRS (Leptoglossus corculus Say.leaf-footed pine seed bug) HUH-
5% (Lygus lineolaris Palisot de Beauvois.tarnished plant bug) fEZkks (Nezara
viridula Linnaeus.southern green stink bug) .fHi%%: (Oebalus pugnax Fabricius.
rice stink bug) - KFLE B (Oncopeltus fasciatus DaFas.large milkweed
bug) FpbkE %5 (Pseudatomoscelis seriatus Reuter.cotton fleahopper) o

(03111 AL Sl Hofth B2 32 H A0 258 H (Thysanoptera) (94, PU¢ ]
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L (Frankliniella occidentalis Pergande.western flower thrips) HH#z ]  (
Scirthothriipscitri Moulton.citrus thrips) .25 G @] (Sericothrips variabilis
Beach.soybean thrips) M 2wt (Thrips tabaci Lindeman.onion thrips)) ; M4 H
(Coleoptera) (Fun, B2 i (Leptinotarsa decemLineata Say.Colorado potato
beetle) 2P EF T H (Epilachna varivestis Mulsant.Mexican bean beetle) M F1H
(Agriotes) J& 1LFIH! (Athous) JEuk <G4 (Limonius) JEZEH) .

[0312]  JoHJE, =0 (D (L&Y HN-SA ey ke 2 ) K b Rl
TEHBHA T ER A B3 H (Lepidoptera) IR B, 40 : /NHIZE ST (Agrotis
ypsilon) i HIZ 8 (Agrotis segetum) AR S5k (Alabama argillacea) 220 1% ik
(Anticarsia gemmatalis) . F3C8 M, (Argyresthia conjugella) \ 54k (Autographa
gamma) FAR N (Bupalus piniarius) . Ja i /N&EME (Cacoecia murinana) Aty 400k
(Capua reticulana) . JNIEI (Cheimatobia brumata) .z=A24&EM 1 (Choristoneura
fumiferana) .4 /77 =2 i (Choristoneura occidentalis) -ZEMMEGH (Cirphis
unipuncta) R 451k (Cydia pomonella) JBRIUNAATE H (Dendrolimus pini) - JJVEFHE
(Diaphania nitidalis) «F )8 KHE (Diatraea grandiosella) ARBEsZlfk (Farias
insulana) - JJHi# H1 (Earias vittella) /N KW (Elasmopalpus lignosellus) .75 251
1% (Eupoecilia ambiguella) BRINAAKR Ik (Evetria bouliana) kifich & E (Feltia
subterranea) KB (Galleria mellonella) \Z2=/NE U (Grapholita funebrana) (7Y
/INELH (Grapholita molesta) i IE (Helicoverpa armigera) - 35 I M & 1k
(Helicoverpa virescens) -Hif 4 (Helicoverpa zea) sl (Hellula undalis) < KR
FEIk (Hibernia defoliaria) «35[E [k (Hyphantria cunea) .3 R H0% (Hyponomeuta
malinellus) .4l figilfk (Keiferia lycopersicella)  ##2 N (Lambdina
fiscellaria) <EEE®& I (Laphygma exigua) JWNHEEM-15% (Leucoptera coffeella) JHESL
I (Leucoptera scitella) JBE S (Lithocolletis blancardella) #5253 /N
HM% (Lobesia botrana) . Brgkii (Loxostege sticticalis) «hn A 3HEFIEIR (Leucinodes
orbonalis) . £ &:0fk (Lymantria dispar) {%JE&:1k (Lymantria monacha) . 4= ¥l
(Lyonetia clerkella) s K&+ (Malacosoma neustria) - H 5%k Mamestra
brassicae) fEIEFARRT (Orgyia pseudotsugata) BRI F KU (Ostrinia nubilalis) <&
g (Panolis flammea) \Z[4 1 (Pectinophora gossypiella) a2 % (Peridroma
saucia) - [F|Z S 41k (Phalera bucephala) 25220 (Phthorimaea operculella) 4%
A1k (Phyllocnistis citrella)  KSEM M (Pieris brassicae) - 1 2517 1k
(Plathypena scabra) /NI (Plutella xylostella) . K &Ik (Pseudoplusia
includens) FARY#EMHI (Rhyacionia frustrana) . — VI (Scirpophaga incertulas) .J§
ZI R, (Scrobipalpula absoluta) 21k (Sitotroga cerealella) -8 2K JiAs gk
(Sparganothis pilleriana) . 5% 41 (Spodoptera frugiperda) KM (Spodoptera
littoralis) B4k (Spodoptera litura) « B 53 7%k (Spodoptera exigua) AT
1% (Thaumatopoea pityocampa) HRZEAEM 1K (Tortrix viridana) « ¥y ifk
(Trichoplusia ni) N z=AZ/NEHI (Zeiraphera canadensis) ;DL

[0313]  HHH12K (I H (Coleoptera)) , a7 1 (Agrilus sinuatus) . HZ&MIH

36



N 119546584 A W OB P 30/161 T

(Agriotes lineatus) -¥:4%FH (Agriotes obscurus) . 5 H4ff (Amphimallus
solstitialis) <ZEfLIEH (Anisandrus dispar) A% (Anthonomus grandis) 3 5RAF
% H (Anthonomus pomorum) « JCHE EEEFBKF (Aphthona euphoridae) £ N[k H (Athous
haemorrhoidalis) & EH (Atomaria linearis) . K#/Nai (Blastophagus
piniperda) . K45 (Blitophaga undata) «Zx 5% (Bruchus rufimanus) 8§04
(Bruchus pisorum) - &% (Bruchus lentis) 3042 H (Byctiscus betulae) =g
KEH (Cassida nebulosa) s - (Cerotoma trifurcata) .44 (Cetonia
aurata) « Hi5 %4 H (Ceuthorrhynchus assimilis) 22451 (Ceuthorrhynchus napi) .
HEERBEH (Chaetocnema tibialis) <HHF-4%FH1 (Conoderus vespertinus) « K& H1IEH
(Crioceris asparagi) HISKH I Ff (Ctenicera ssp.) K fMHH (Diabrotica
longicornis) )N E M- (Diabrotica semipunctata) -+ 2 JXH-H (Diabrotica
undecimpunctata) 2P (Diabrotica speciosa)  EXARHH (Diabrotica
virgifera) «ssiEf S8 (Epilachna varivestis) AN BKH (Epitrix hirtipennis) .
MOy (Eutinobothrus brasiliensis) WA ZH (Hylobius abietis) IR M Efs4 H
(Hypera brunneipennis) &M H (Hypera postica) . af2/\iki/Nak (Ips
typographus) 551 (Lema bilineata) 2 H1JE . (Lema melanopus) S22 i
(Leptinotarsa decemLineata) fill2¢4 %3 (Limonius californicus) -fg% H
(Lissorhoptrus oryzophilus) Az (Melanotus communis) JH=EExEH (Meligethes
aeneus) « ZAHEf4 1t (Melolontha hippocastani) - P85 . HiE4 8 (Melolontha) <FE 11
JEH (Oulema oryzae) EBEZLH (Ortiorrhynchus sulcatus) « H A& fR 4% H
(Otiorrhynchus ovatus) - HARSEHFH (Phaedon cochleariae) <ZE % (Phyllobius
pyri) ~JHEEFEBKH (Phyllotreta chrysocephala) 4 J& (Phyllophaga sp.) .JzEbdfl
4=ff (Phyllopertha horticola) \Jo &K EBKH (Phyllotreta nemorum) . 2 i &5k HH
(Phyllotreta striolata) s H AN 4 (Popillia japonica) B O HZH (Sitona
lineatus) M4 (Sitophilus granaria) ; & 50 CBUHH (Diptera)) , BiAnR K (/i
(Aedes aegypti) - HAHIY (Aedes albopictus) «HFLfHIY (Aedes vexans) - 5 P Ef 4% S
I (Anastrepha ludens) . fLBF#ZIY (Anopheles maculipennis) JZES5#2EC (Anopheles
crucians) R 8329 (Anopheles albimanus) «XIELT 2 (Anopheles gambiae) | 2% EC$%
I (Anopheles freeborni) . [ER#ZI (Anopheles leucosphyrus) f/NZE (Anopheles
minimus) PUBFZIC (Anopheles quadrimaculatus) ZISKHF#E (Calliphora vicina) JHBFP
ES20E (Ceratitis capitata) HHAE4 M (Chrysomya bezziana) «EYN4 M (Chrysomya
hominivorax) «f54 M (Chrysomya macellaria) - JfElfE (Chrysops discalis) - ik fa b
(Chrysops silacea) - KPGFEREY (Chrysops atlanticus) « ERER MG (Cochliomyia
hominivorax) . #EI (Contarinia sorghicola) «JHJ M (Cordylobia
anthropophaga) . %15 (Culicoides furens) . FL7 iR )M (Culex pipiens) «ZAJZEN
(Culex nigripalpus) «E#)ZEM (Culex quinquefasciatus) <EEZERC (Culex tarsalis) .
alita ik EM (Culiseta inornata) «EJEJKEM (Culiseta melanura) /N30 (Dacus
cucurbitae) JHHEAE 320 (Dacus oleae) « 2= & FEMY (Dasineura brassicae) < 2 fflig
(Delia antique) «ZHifhiE (Delia coarctata) «JKHLFPEG (Delia platura) « H s Hfilg
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(Delia radicum) - AJik#E (Dermatobia hominis) « 8RR (Fannia canicularis) «— &,
K (Geomyza Tripunctata) « KL H I (Gasterophilus intestinalis) il 5
(Glossina morsitans) «Zi M (Glossina palpalis) 5|7 M (Glossina fuscipes) R
I (Glossina tachinoides) \BEPLfMH (Haematobia irritans) HEJEELN (Haplodiplosis
equestris) JEIEE (Hippelates spp.) «ffE (Hylemyia platura) &7 i (Hypoderma
lineata) i5 (Leptoconops torrens) SSINBEE I (Liriomyza sativae) «JFIMNZIBEIE
(Liriomyza trifolii) IlI7FLkH (Lucilia caprina) <EiZedi (Lucilia cuprina) 22 ¢4k
B (Lucilia sericata) « [ A#{F M (Lycoria pectoralis) @M (Mansonia titillanus) .
M MR (Mayetiola destructor) AKE MR (Musca autumnalis) KM (Musca
domestica) JEE B (Muscina stabulans) «“FEilE (Oestrus ovis) « A (Opomyza
florum) i ZZFT 4 (Oscinella frit) EHS/BH M (Pegomya hysocyami) 29 (Phorbia
antiqua) - Hi5M (Phorbia brassicae) - Z I (Phorbia coarctata) 4R & 14
(Phlebotomus argentipes) -EBHEEL T #4Y (Psorophora columbiae) i | 25 (Psila
rosae) \ iy (Psorophora discolor) «JR & 22M (Prosimulium mixtum) A2k
(Rhagoletis cerasi) 325718 (Rhagoletis pomonella)  Z[JE A (Sarcophaga
haemorrhoidalis) NI J&E (Sarcophaga spp.) «irMN (Simulium vittatum) - JEE R
(Stomoxys calcitrans) A+l (Tabanus bovinus) 2Bi~ (Tabanus atratus) . HLfy Bl
(Tabanus lineola) -#UJHT (Tabanus similis) 5 KUY (Tipula oleracea) MKk
(Tipula paludosa) ; AW 25 (termites) (ZedH (Isoptera)) , 19 40k PN 3%
(Calotermes flavicollis) i@ M (Leucotermes flavipes) 4 1 5 I
(Heterotermes aureus) -~ E M (Reticulitermes flavipes) g /7B I
(Reticulitermes virginicus) ~FgMKMIS I (Reticulitermes lucifugus) PIEIET Y
(Reticulitermes santonensis)  FHHIEN MW (Reticulitermes grassei) «44F MY
(Termes natalensis) MZ M (Coptotermes formosanus) ;i (354 H (Blattaria
Blattodea)) , HIUnfafE/ Nk (Blattella germanica) MEIN/NGE (Blattella asahinae) .38
I KWE (Periplaneta americana) « H AN KU (Periplaneta japonica) . fafa K U
(Periplaneta brunnea) M KU (Periplaneta fuligginosa) <IN KU (Periplaneta
australasiae) M%< /7 %W (Blatta orientalis) ;Whly 2 b | b gE g (B3 H
(Hymenoptera) ) , Wl smsziti%k (Athalia rosae) ~HJH Y (Atta cephalotes) s Fhs £
P I (Atta capiguara) «HUHF LY (Atta cephalotes) eI (Atta
laevigata) BRI (Atta robusta) «FEEIHIY (Atta sexdens) MNP (Atta
texana) 4SRN E (Crematogaster spp.) /MM (Hoplocampa minuta) MR SRK
-1 (Hoplocampa testudinea) .M (Lasius niger) Jif# (Monomorium pharaonis) .
T kY (Solenopsis geminata) £ KW (Solenopsis invicta) 22 kiY (Solenopsis
richteri) N kMY (Solenopsis xyloni) <ZLUWHKEY (Pogonomyrmex barbatus) . 1N
R (Pogonomyrmex californicus) . KM (Pheidole megacephala) - Jy %
(Dasymutilla occidentalis) .A&I%J&E (Bombus spp.) «miHi% (Vespula squamosa) <7 I
W% (Paravespula vulgaris) <P iHi% (Paravespula pennsylvanica) . {2 E %
(Paravespula germanica) - [HBEK I (Dolichovespula maculata) il % (Vespa
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crabro) g L% (Polistes rubiginosa) 5 ik 5354 (Camponotus floridanus) M
Pl AR 7ERY (Linepithema humile) ; WRER WEE 2 di (B H (Orthoptera)) , N5 iR ER
(Acheta domestica) JBRINEEEL (Gryllotalpa) « KiE (Locusta migratoria) « ACHY WESH
(Melanoplus bivittatus) «7REYESE (Melanoplus femurrubrum) . &% Jg5F WEoH
(Melanoplus mexicanus) «iTHEWELE (Melanoplus sanguinipes) «7&ALLLYESE (Melanoplus
spretus) Z[ 12 (Nomadacris septemfasciata) «SEUNIELE (Schistocerca americana) «
YOIt (Schistocerca gregaria) PEISEFENAEE (Dociostaurus maroccanus) i,z &
i (Tachycines asynamorus) «ZENMIZR/NGEHE (Oedaleus senegalensis) « SARJRIE
(Zonozerus variegatus) -BEfFEtE (Hieroglyphus daganensis) - E[J & 5 fE g
(Kraussaria angulifera) i KAJME (Calliptamus italicus) ~JRIMELEE (Chortoicetes
terminifera) X FgdFIE (Locustana pardalina) ;¥ H (Araneida) , 19140 22 25 4 Wik
(Latrodectus mactans) MAEtadEkE (Loxosceles reclusa) ;Bksk (35 H (Siphonaptera)) ,
BaiFs J< 85 (Ctenocephalides felis) « KAS T a5 (Ctenocephalides canis) IS
(Xenopsylla cheopis) « A% (Pulex irritans) .7%s% (Tunga penetrans) M54 R 2%
(Nosopsyllus fasciatus) ;& (silverfish,Lepisma saccharina) XAt (firebrat,
Thermobia domestica) ; #RWA S 240 (Chilopoda)) , Bl unth iy mhME (Scutigera
oleoptrata) ; Bk (millipedes) (i &40 (Diplopoda)) , 40T /& )& (Narceus spp.) ; Hi
Wl (earwigs) (M (Dermaptera)) , B AARK IMNHBAREA (forficula auricularia) ; B S
(lice) (B\H (Phthiraptera)) , a0 A\Sk@E| (Pediculus humanus capitis) - A&
(Pediculus humanus corporis) JHFPH&E (Pthirus pubis) 4@l (Haematopinus
eurysternus) J%HE, (Haematopinus suis) Z5iEl (Linognathus vituli) 4~ 5|
(Bovicola bovis) JEE, (Menopon allinae) « JOXEHE| (Menacanthus stramineus) M /NjgEd
A4 (Solenopotes capillatus) ;3 H (Collembola) (Bt (springtails)) , FlanikbkH
\ZAH (Onychiurus ssp.) o

[0314] X EEfb A WS T TRl 2 i 2R A o7 AR 2R o, AR 2548t 26 (root knot
nematodes) bt T ARE5 2k 11 (Meloidogyne hapla) i T ARE5 2% i (Meloidogyne
incognita) JJUEIE 4548 B (Meloidogyne javanica) M HAMMR 4548 d1 )& (Meloidogyne
species) ; iudesk 112K (cyst-forming nematodes) .42k 1 (Globodera rostochiensis)
NEHMERIEEE)E (Globodera species) ;/NEfFELE i (Heterodera avenae) « K T g4
2Eh (Heterodera glycines) HEEfudest i (Heterodera schachtii) « =M HLfigdEsk h
(Heterodera trifolii) M HAhfiudesk d1 )& (Heterodera species) ; PR 2L 2k (Seed
gall nematodes) , kit )&= (Anguina species) ; 2284125 (Stem and foliar
nematodes) , 15 JJ2E 1 J& (Aphelenchoides species) ; BH28 1125 (Sting nematodes) , #)
2&h (Belonolaimus longicaudatus) & FHAWRZE & (Belonolaimus species) ; FARZE H
25 (Pine nematodes) , A4k (Bursaphelenchus xylophilus) & H A< 7] )&
(Bursaphelenchus species) ; IAEZH 25 (Ring nematodes) ,FAZkH & (Criconema
species) AL FP (Criconemella species) HUFAZEH )& (Criconemoides species) .
HIEAZE i Fh (Mesocriconema species) ;2228 H12K (Stem and bulb nematodes) , 52265
Mt (Ditylenchus destructor) . FoKZ:28H1 (Ditylenchus dipsaci) M A ZE4E thifh
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(Ditylenchus species) ;#EZR H2K (Awl nematodes) , 4% H1 & (Dolichodorus species)
IEE2k H (Spiral nematodes) , ZH7i2HELR H (Helicotylenchus multicinctus) M F A2
ek )& (Helicotylenchus species) ;#H4% 312K (Sheath and sheathoid nematodes) , i
2t & (Hemicycliophora) L4k & (Hemicriconemoides) ; MR 28 4 )&
(Hirshmanniella species) ; X2k H 25 (Lance nematodes) , ift2k H & (Hoploaimus
species) ;RMRZE£E 12K (false rootknot nematodes) , AR 454k i J& (Nacobbus
species) ;52 H 2 (Needle nematodes) , 4H+-%142%H (Longidorus elongatus) M HAthK
46 &8 (Longidorus species) ;U TJ28 4125 (Lesion nematodes) , JIPNAR £k
(Pratylenchus neglectus) At T AREZE  (Pratylenchus penetrans) 25 fHAR S £%
(Pratylenchus curvitatus) JiMGIR B4k 1 (Pratylenchus goodeyi) M EAMARJE 2k &
(Pratylenchus species) ; ZFfL£% 12K (Burrowing nematodes) , ZFfL£% 1 (Radopholus
similis) & HAZEFLLEH & (Radopholus species) ; B4k 4125 (Reniform nematodes) ,
TElE4EH (Rotylenchus robustus) M HAth A HEZE & (Rotylenchus species) ; 52k HFH
(Scutellonema species) ; 7Rk 112K (Stubby root nematodes) , 7o AHECERAR 28
(Trichodorus primitivus) M HAFRARZE H1 )& (Trichodorus species) fUFRARE £ H i
(Paratrichodorus species) ; ib2E 25 (Stunt nematodes) , JHE &L 4k
(Tylenchorhynchus claytoni) - fNEELZ T (Tylenchorhynchus dubius) M H A L2k
)& (Tylenchorhynchus species) ;#HAEZE 25 (Citrus nematodes) , ¥\ Tk i &
(Tylenchulus species) ; &£k 5125 (Dagger nematodes) , 8|28 H & (Xiphinema species) ;
S A 7T A= 2R H R

[0315] X (D) &Y LR P2 (arachnids) (WRKJEAX (Arachnoidea)) H2YL,
W H (Acarina) , flanfamc ikl (Argasidae) VWE} (Ixodidae) MRl
(Sarcoptidae) , @ UNZFEMW A (Amblyomma americanum) 4L (Amblyomma
variegatum) J g (Argas persicus) « HEA 7308 (Boophilus annulatus) « Joar4-
1 (Boophilus decoloratus) /N0 (Boophilus microplus) « Ml (Dermacentor
silvarum) K- FEER NS (Hyalomma truncatum) . “FAlE (Ixodes ricinus) ZLAEH (Txodes
rubicundus) BM (Ornithodorus moubata) . E- 7B (Otobius megnini) X il
(Dermanyssus gallinae) “FFENE (Psoroptes ovis) « L JE kM (Rhipicephalus
appendiculatus) 2 FE#FE| (Rhipicephalus evertsi) JHrl# (Sarcoptes scabiei) ; &
P JE (Eriophyidae spp.) , 9 N3RS (Aculus schlechtendali) A 55 I
(Phyllocoptrata oleivora) MAHASEL (Eriophyes sheldoni) ; #ff£&4# & (Tarsonemidae
spp.) , WML % Kt (Phytonemus pallidus) M & ifki# (Polyphagotarsonemus
latus) ; 2070 )& (Tenuipalpidae spp.) , & M (Brevipalpus phoenicis) ;P
J& (Tetranychidae spp.) ,E WP (Tetranychus cinnabarinus) - fEEEC H- 1
(Tetranychus kanzawai) « K V7IEZL M (Tetranychus pacificus)  fpZl Mk
(Tetranychus telarius) M Hp-1# (Tetranychus urticae) « ESRZ1MIME (Panonychus
ulmi) A4 T (Panonychus citri) A& B/ NTUE (oligonychus pratensis) »

[0316] A X —sfiEf , Ak B A2 (D &%, H R #s i B s BoA it
S, B HUE e FIWR e EloR) 27 B L, sk FHZH E (Thy sanoptera) BGHH (Diptera) &
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V3 H (Hemiptera) [ H, JCHAEPL M.

[0317] 284N (Thysanoptera) : K #31]  (Frankliniella fusca) . JH4b @5
(Frankliniella occidentalis) fFfij 5 (Frankliniella tritici) 43 fi L
(Scirtothrips citri) fE# 5 (Thrips oryzae) i = (Thrips palmi) M AHd] 5
(Thrips tabaci) ;

[0318] B H (Diptera) , BIan: IR M I (Aedes aegypti)  HELPHI (Aedes
albopictus) FIFLFIL (Aedes vexans) .55 PHEF7E I2MH (Anastrepha ludens) B2
(Anopheles maculipennis) JENZY (Anopheles crucians) 030 (Anopheles
albimanus) XG4 (Anopheles gambiae) ZFFCHN (Anopheles freeborni) - [ ERH%
I (Anopheles leucosphyrus) f/NZEC (Anopheles minimus) « PUBFFZEC (Anopheles
quadrimaculatus) Z[SkNNtH (Calliphora vicina) HiHIJEFSZHE (Ceratitis capitata) .
MHAE4 M (Chrysomya bezziana) «FEP4ME (Chrysomya hominivorax) A4 (Chrysomya
macellaria) JiEW (Chrysops discalis) <THFE(BEN " (Chrysops silacea) « KPHFEETAT
(Chrysops atlanticus) «FHERZME (Cochliomyia hominivorax) « =42 Ey (Contarinia
sorghicola) «JE I (Cordylobia anthropophaga) « &5 (Culicoides furens) . FLiy ik
O ZEI (Culex pipiens) «EIIEM (Culex nigripalpus) B fE)EFEI (Culex
quinquefasciatus) I ZY (Culex tarsalis) <Al ik BN (Culiseta inornata) 2Rk
F4v (Culiseta melanura) /N2 (Dacus cucurbitae) «JHAHAR 20 (Dacus oleae) =&
F I (Dasineura brassicae) A M FEE (Delia antique)  ZHFPE (Delia
coarctata) KMl (Delia platura) . HikH FdE (Delia radicum) « AJPEER
(Dermatobia hominis) . I§ MG (Fannia canicularis) . — i KIf (Geomyza
Tripunctata) - K i (Gasterophilus intestinalis) #7518 (Glossina morsitans) .
NS (Glossina palpalis) 5] ME (Glossina fuscipes) R M (Glossina
tachinoides) \BEPLfMH (Haematobia irritans) L (Haplodiplosis equestris) .
B e (Hippelates spp.) i (Hylemyia platura) &7 5 (Hypoderma lineata) . il
(Leptoconops torrens) - F=MBEEIE (Liriomyza sativae) ~JEUNZBER R (Liriomyza
trifolii) «17F2fME (Lucilia caprina) 2kt (Lucilia cuprina) «22)G4¢mE (Lucilia
sericata) ~ [ AM{E i (Lycoria pectoralis) 20 (Mansonia titillanus) 224 ZFFE
(Mayetiola destructor) FkZZ I (Musca autumnalis) <ZZME (Musca domestica) - JBEJE 1R
(Muscina stabulans) . FLiilf (Oestrus ovis) « AUH (Opomyza florum) . Fi 2 FFi
(Oscinella frit) hH=Z/EH i (Pegomya hysocyami) 241 (Phorbia antiqua) « HiE M
(Phorbia brassicae) .zl (Phorbia coarctata) i /& ¥ (Phlebotomus argentipes) .
S EE 0 (Psorophora columbiae) «iH% b 224 (Psila rosae) . 7 (O
(Psorophora discolor) JJR& 40 (Prosimulium mixtum) FEHLIME (Rhagoletis
cerasi) 39500 (Rhagoletis pomonella) JZIJFE M (Sarcophaga haemorrhoidalis) .
I JE (Sarcophaga spp.) 7 (Simulium vittatum) JEER|EE (Stomoxys calcitrans) «
A~ (Tabanus bovinus) < 220r- (Tabanus atratus) « 7 El- (Tabanus lineola) 4L
(Tabanus similis) «i5iH KUY (Tipula oleracea) MK KEY (Tipula paludosa) ;

[0319] L3 (Hemiptera) , LI Z W (aphids) : 9P T #f (Acyrthosiphon
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onobrychis) J&MFABRYT (Adelges laricis) « SiMF (Aphidula nasturtii) &y oW
(Aphis fabae) \fHEECHS (Aphis forbesi) 3ESRMF (Aphis pomi) A4 (Aphis gossypii) «
E3EgF (Aphis grossulariae) W (Aphis schneideri) 454k 49%F (Aphis
spiraecola) +I|ZxF (Aphis sambuci) ¥E & ¥ (Acyrthosiphon pisum) B4 K- Jhe
(Aulacorthum solani) % " (Brachycaudus cardui) . |[BEYf (Brachycaudus
helichrysi) Bk E W (Brachycaudus persicae) g4 (Brachycaudus prunicola)
EiF (Brevicoryne brassicae) « fi%] £ (Capitophorus horni) . 7% (Cerosipha
gossypii) « A BB (Chaetosiphon fragaefolii) 2% EaBd &l (Cryptomyzus
ribis) G2 JEMEEREF (Dreyfusia nordmannianae) « s AHEEKYS (Dreyfusia piceae) AR
JEAlF (Dysaphis radicola) &2 (Dysaulacorthum pseudosolani) ¥4l B
(Dysaphis plantaginea) Zi¥f (Dysaphis pyri) « E4&2E0 0 (Empoasca fabae) KR
f (Hyalopterus pruni) 45520 (Hyperomyzus lactucae) « & K& (Macrosiphum
avenae) « K K& Macrosiphum euphorbiae) 5 K41 (Macrosiphon rosae) <&t o
B EMF Megoura viciae) <ZUWf (Melanaphis pyrarius) «i% k2 4F (Metopolophium
dirhodum) BT (Myzodes persicae) <2240 (Myzus ascalonicus) W2k ZEIEE AT (Myzus
cerasi) A F (Myzus varians) . ¥ (Nasonovia ribis-nigri) «#5 K@l
(Nilaparvata lugens)  FEAELZ30F (Pemphigus bursarius) ¢ K&\ (Perkinsiella
saccharicida) M FEPEZNNT (Phorodon humuli) <3¢ K& (Psylla mali) <BLARE| (Psylla
piri) X243 (Rhopalomyzus ascalonicus) « = A4 5 (Rhopalosiphum maidis) .
R4t (Rhopalosiphum padi) SERFLZHE T (Rhopalosiphuminsertum) « Sh4i7 [R FEAF
(Sappaphis mala) . & H[H W (Sappaphis mali) 2 — Y 4f (Schizaphis graminum) .34
I 4F (Schizoneura lanuginosa) & K& (Sitobion avenae) i % [ F) &l
(Trialeurodes vaporariorum) . KASEF (Toxoptera aurantiiand) M %25 ARG 07
(Viteus) »
[0320] /& —Be Skl , AL I = (D) A5 5wl T2 81, 41 a0 - P8 4% i)
(Frankliniella occidentalis.western flower thrips) =421 (Empoasca fabae.
potato leafhopper) .5 K&l (Nilaparvata lugens.rice brown planthopper) .2
(Nephotettix virescens.rice green leafhopper)  fflf (Aphis gossypii.cotton/
melon aphid) HkiF (Myzus persicae.green peach aphid) JA¥y &l (Bemisia tabaci.
tobacco/sweetpotato whitefly) MEiH¥5 &l (Bemisia argentifolii.silverleaf
whitefly) .
[0321] A —S il , A G ISR i —Fh el i, A S A A S =0 (D k& A E
D3 HUL N IBINEYTE VA A G 2R W 2R HA S SR 2R d ) R A 24
ERAA A A KR AL A R R E 7R R Tz b K S D e E A AT
EYBMONEEAES S .
[0322] LIRS A28 FUBR T 28 HUA) S 2028 H R a0 e 25 VSR R R A KR
WHLVAEVREE PUERKERR T SR D PN (D G Wa S B, /EPCT
LR TT5W02016156129 K2 /B PCT L ) 3 TT5W02017153200F 0 23 T M AR IR FUR 77 R
HUF SR 2R U SR 7 AR AR 2 BRI R AR A AR 3R DA R IERE
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BRI SE DAL (D a4 S .

[0323]  FERLECiGal T, SHA LA E s Hl b & Pek it GL A AR R
P AR IO S G R T B IR AZ IR AL s rl LA — D 5 A
A 30m 1 2 D — RN A AR A E R AN R e B MESh P 5 s dl e &
Wek 2577 AL it S 1 LS AE M PR I S (91 4nE 1 B0 A s P A 5 A )
AR AR IS Pt i, T AR B T iz O R A R T HE A R

[0324]  FEAR K BRI —SpE b, X (D (b S PrE 4% Yo rh 19 AR A S0 e T 41
EVEE TR0 . 1% 599 % , B A T4l S 15 % 250 % .

[0325] G HHIA SR —Fhsia B oo S 28 55 i ik, Bk 5 A B4 i B2 i S 2 3
A S R B S BERAL Y R T R E  DXO Rk B M 2 S R
KB AT RBAE K IOPAER , Bt R0 T3 HUR B A M b Y Bhf- 3 R s (7]
S A R AR I & el LA e fi o

[0326]  JoMEZNYYTE IR HI LSRR 20l Z 5 R A EY  shitn 5 N\ 2@ Rem 5
AR — Pk 2 FhACE Bt S Pk P T 55 FUR RS (B3R 210 M/ B ARR Z 1)
1RGHE) it TP SR DX, Bk B T AR il 55 H B G DRI, AR OR B B A 4
AP T T N 3RS HE S M R PR E 10 e/ B ARR Z I EMIIN 5 1k 1205 1L
B HESI S LIRS 5 AE WA 3t 10— Pk 2 M AR IO S el s 5 s = /b
— P S, s EAE DRt S A RO 1 D — RN AT A S e
FURI LR . — PR B T BB Wi 55 - Bk , B S AR I S ok 4L s vl
Jite FH T A B 358 b AR AR A S W7 R R 3 F AR A 5 LR ARl 771 () 39802 7 e
T IEREURLHI ] 7 i SR s A iR i 5 T i R B 5 A R Bt S P 4k
W fu ok 28 FRAE PN S DAEA TG 28005 358 o LMz fid 7 1 B0 b P B 4 M TR it 55 25 UMt
BB P 2 VY (microencapsulations) « R T L HAR AL
(boluses) M55 751 HHZE 1) SRR 3 7 M /r 26 HoMth 35 it A & IR S sl 4 sk -
[0327] AL BARE ST N G s I AE el A nBal 1 & S 2R
(1 2 B TS T R o B 7570 01 % - 5% AT 30847+ 0. 05 % - 10 % [ PR 2 751 A K40 % -
99 % B0 B ROk sl A5, FAEARARHE P2 T LA 3 el O A R i B e e i 2
TG PR TR T, T R I B AR A S v] AR 2l o b, AR5 D
IR & B & — PPk 2 b S 5 G i 2 A A R ) A A T 1 AU PR i, 9 L T B AR
WU e i 5 B AL G B A N 5 s BB S P 7K o3 U BORS K T v
T ST 55 TE W 35 Je A 24 ) R A 79 S R BT ) A2 R S A R R AR T SR A
(piperonyl butoxide) [FJERSIZH A1 BYsR A ST -

[0328] 5 &4z il BT i 1 e H R (R EP “A=9) I A%kt (biologically effective
amount) ") NAR U ISR RIS , 4 5 shn i A= T AP B FORST i
RN B E S AT O A BEA TN T Rl T e L ISADL PR I PR 2
TEAEIET IR N, B HI£90. 01 T 2R 28 T T oy O R R DA AR A A 4
WA S Zhi , (H/D R 10 00018 T R AR E 2 R AR A I8 A T A N1 4 T
RNV T =, ARbE RN AE 291 0= 5/~ 5 A R B0 v/ ~F- 5 A RSB, 5D
F0. 1255/ F AR R 2 2 15022 50/~ F 77 25 R a5 B « R ZEFT R AR 4,
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W Bl R ] 5 T E I S S i R B AT f 0 AE W) - A 380

[0329]  ZhE b (RIS I shW IR E sl M 28 1) HEWD I Z AW AT A K - B sk /K ml af 1
AT AR AT BB SIS 2RI R T 05 50 (D (S BN- S A B, s 2t
(D 5 EN- S W) SR I A B ik o QA SR 8 S “Fefil” (contacting) futh
LR CRH S/ 40 i W BB e 11T s s s sl , 2 i Tt T AR 0 1 2R AR
ARl R 9/ 40 B T sl 3 R sl o pir A )

[0330] AL BHIM Sk B2 FaR b S I 2 U st vl il (A /A S5 A R B
WEVIRE D3 RO, TR AR DY/ e e T s . O H2
B HUAN R} Bl T A Bt sl s IR “VEYD” J fR B AR AR 1 R E MO R — 3
(03311 [Ht, A LW R —Fh R AP EY o2 oMt sl 3 R Bt sz AL 5 1k &0 1
B R EY S — A SR AR I Sk LA B s A 22 5 8 N -4 4L
YIS @S [

[0332] AL BHIM S Sk LU i B, il Rk B &8s (s M S i
TE A A B R (a1 8 R R o (R AP T B R RS A
[B]) o I 3RTE FH AT AEAE ) R EFE A L (B afh- -3 V30 AR el s [h]) B iR e 2
A M2 Jedt AT

[0333]  [At, AR WU R —Fh ORGP Bh—- 0052 -3 B R T S RAP A AR M oF sz -3
ST B BURE I T 1 1200 T TR R/ R AT Az S A I A S ek
£ B EON- S el b il

[0334] B2, AL B o — M7 sk (R 4P Bl 0052 Z5 A VR LR R 7 1, 74
TR AR — AW AR S ) A 2 i ) N- S )
ol PR ATz R, TR Rtk A E Rl e 1 a2 209 -

[0335] S PR ERAAEYD , AL BRI S i e FH 22 (i ARG D RO Aol sk bd
SAEHERE AL TG YE RS (gai) 25000 0G4y (gal) ITEREIN , B MR A 252y
Y6002 5, A RF A I35 24 5d 230023 7o

[0336] AL BHIE & M A UGS & T F & o s ia ks B L, Rk
BRI B EY) IR EYD 555 Bk B , B AnBRL N 22 (R Fh - M oAt
INFE VR SR R TR (TARE TR RO T K/ K S oK) R TR EYD
T FACREY HRAE 7] H 28 A 25 SRR THR T s B TIRH = S R - S
BELVEL RORE LR AR S JESE VI (pumpkin) /RSN (squash) H A OB L
TN EIN 225 8 (Brassica species) HHY)EN B BEE  KprTEZL RS b (B
S NS R H R I A A V8 (geranium) /ORI
(pelargoniums) \ =527 % K ML .

[0337]  JuHEM, AL BRI S sl e il TR AP A, BN B R R
S AR KR S SR A5 7 I SR R I SR A MM A A AT el ZAE A T 2
TR 5T I 2P A AT O FERHERE B H I AR SR 350 R A AU
i LA SO B AE D) o

[0338] A KB K—Fhadk A =X (D A S El & 7k

[0339] AL HAMA G Pnamad i Gt 1338 B R B stk (OB A5 0 sl sh s
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43) MBI G A3 57) #A

[0340] AL HHIMAC A 0id i TN BBV EMI Bt oltih 28 55 i, B A s« sl s e
G IS RRRE B Ol T T TR AR EMI R AR S A T T
SRR .

[0341] P AT AR « [l sl [l A e ol o (OB B ) o [ AR5 P R T ol s 300 e
(128 AR KB, BIAIRIURT Bk PR BRER AR A AT I Fe 1 25 i i 4 il T 25
i~ LI RE B TR Il 22 A T PR A PR 244 T o B B T R Tk MR sl B T, EL P AR
PE ORI Bl RFIE T TN RS E 5 2RI -

[0342]  FT-ARnrb s A 780 W 51 JTUAS [ v s il o (1 i L e i o K
o Sl RS 1) B2 HVZ DS PR P o W 5 | 0 AT e T BT e MR R SR AR . Wik
722 FBI AN AEASERT) 208 e/ skAE DA 11 BT (PR ~ SRR el ok« B HRs oy 85 L 156 FI Bl
YRR M/ S R IR B s Bl s B A ATURRE S5 AL sk 22 A ATLRRE , e HL 20k B L 3L
B R A e A b TR SRR el Ao ki KR PR Y s B R
5 TE B3 (PR 5B 42 893 78 T FPE RO o O ik 2 52 B 5L B Uk ek o e e 1
RIS SRR T30k HOD A IR E AT A

[0343] T TS VH A B PINS T P B 43 1 LR 2 1 0L 00 1 B % % 158 1 9% PR AR
0.001 HHt 9% =5 % IE LG

[0344] AL WAL A il S A ke (AT S b)) R 5557 sl ZR B S5 e s
FEE TR LA T T F il e e Bk a (tdck) 001~ B ie iy 5 o A=A e il 571
B P N TG S5 A7, 1 AT (B0 FHEE OB NBE S T RS IR (B a0
il FH A CBETR) B £950°C 52250 C IRl e 1A (B2 « — FH 3 e i -
PRSI RS IE A — A 55 A G FRZR . F2R) WK s, BIF, & anFLAk 790, &
FOBHIE SR TS  FAA 3 2 TS H I A S AT R O B I O S B Y A B
GE ARSI HR TR TR S AR B B 5 I &1 5 1 M IN, FeUE 7 GE R
FREH) AP ST P ) APRB AN A A S I FR R — i 5 M B2, HEEF], & anhibe s T 4
RS RG2S Rk A R A RO 2 SRR S

(03451 Jelyisit S50 1l 741) 5 A e il AN ] 2 AR A T ANl FHHEE 741 o FH T8 5590 2 B i
JEPERT IR i 0. 001 H k% 80T it % A A0 . 01 it 9% 50 H 1t % « iefE M0 . 01
=% 2 1588 % I TE L &

[0346] A& AL A9 S 2% B A et o] ] 000 M T 25 3% (fumigating
coils) AR 28 A ARl I 7 A we LAR B AR o kAR sl HLAth S IO 7 R v R A
W

[03471  FiC (D (&9 KI5 B I sl il ph B AR RS 1A% s (9 e S 6 AR AA
(dengue) M AR RES 22 dps M A2 (leishmaniasis) ) 5 TR S ACEENZ M 55
JEIWERIAT, 25 ST MR T 715 M Ak o ISC i v i e L 2 (A o e o 244
ZH B ARG U S R ARk B A B KA S B R S EiE R R
FUNARNE ST L Al M 2 /D — Mg S TR S o A 1 (AR A 51 4N N - — 2 R - TA]
HHOKWE (N, N-Diethyl-meta-toluamide) (DEET) N,N- — Z F ok 7 Wk Jie (N, N-
diethylphenylacetamide) (DEPA) . 1- (3-FAC-1-F-Hd) -2- FHEIRIE (1- (3-
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cyclohexan-1-yl-carbonyl) -2-methylpiperine) . (2-FFEHIELIACE) AR N R
((2hydroxymethylcyclohexyl)acetic acid lactone) 2-3:-1,3-00 7 (2-ethyl-1,
3-hexandiol) ¥ 1] (indalone)  FHELHT 22 (Methy Ineodecanamide) (MNDA) AEHIT
Fe MR 28 (pyrethroid) GEan{ (+/-) -3-MsNEE-2- FHEL -4 -5 3L R K -2
(+) IEEL- (9) - -28RTE ({(+/-) -3-allyl-2-methyl4-oxocyclopent-2- (+) —enyl- (+) -
trans-chrysantemate) (Esbiothrin)) RIRTAEAHE S 5 AR R HEEE ) (drise
i T Ey s (1) LRl (1) ((+#) -Eucamalol (1)) . (-) -1-FKLFKEE ((-) -1-epi-
eucamalol)) , KR TAH YIRS Vit BV dHa 1) (A7t (Bucalyptus maculata)
FAE ] (Vitex rotundifolia) JEZFRH (Cymbopogan martinii) 745 B (Cymbopogan
citratus) .# 5 (Cymopogan nartdus)) . iR &S HEIEL MIZRE & MR
Yy : NEIRIR 2 e (iR IR M AEE/RER Il (vinyl versatate) ) JFE2EMIN
TR M L NG TRE G AN IAER 1 IR~ 2- Z3EC R NG TR R G A M I A A
MM GEUZR I MBI M (R an T —8) -

[0348] =10t 7 15 M ASU — M FH R 2R HEE N FLIR ko B b sl LIk o3 RO
WK R T,

[0349] A LAY S IR G S FLA R T TR AP TIOR3 Qip A AR SR
ARHER EAREE S GY, TR TR A T RE 5 B V2R 2R I BE i FL 2%
N HL A S A T R / i L, LUK T4 sl s R SO PPk A 2 pl 5 385 (124
FIEWMRN 5 B S o AR B S AN F - JE Sl - S et sl Mol 1~ 3¢,
PLOR P RFIATEE, 18 AT N FH =AM il (ol aniia B 7REE 1032 1 BE SRR L RE A
F AR R (BN BIFERR AR ) M OAaEEH A (BIanR 2R 2R O3 A e bt
B GIamEAFRIR I 5

[0350]  FpfAbiE

[0351] AL Wt —2000 fe— M- R S AR I & ¥, JUHE 2R T A
AT RSN LA E1H£)0. 0001 % 2491 %

[0352] AL WA S0 H AT F TR 4P M- 0 s e iR 55 R PTAR A M AR
N F sz T B I B AR R I DR AP T A A AR S 2 o BE AR 2 PR3Pl
IR s i B PR, F iR S PR AP S VR

[0353]  [Alt, AR W B 4E—Fh RGP R 0052 B . O & IR B (MR MRz b1
(AR S 2F o2 B U OUHE 38 S rH I B2 ) R B0 7, 2 T 04 - AR 3 Pz b
2R/ BOZMN UL S 2 e Az A B R S ik R — RO Ik,
FORRPAIIIAR B F 5 BEAER A — P52k, HOR ORI Y 28 Go s R A M R e B2 A=
F i R PO, R R I 2 e s i AR

[0354]  FuE 11 s B A3 28 AU Bl KA ZFE A, B REAE AR TRl e JIRAR VBRE
i 28 RS VU R AR VDR L O, B — B S U B LR AR
[0355]  JHuEAff-Ab B0 & I URR R E A BT A 18 & R AR O, w dandfoph  Fh-1-
B Th--408y P 1 SRR AU

[0356] A& WA Cudf IS AL S AR sl S A TR AL SR Bl L EE M- P &
AR BHIN A S -1 B A 2 B db A T B A U an , Bl B A 4 - W & ) =
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EP3165092 . Kk % )5 EP3158864 .PCTE F| /AT 5W02016198644 .PCT4 FI AT 5
02016039623 PCT % F| /A TT 5W02015192923 I K % F5CA2940002 S [EH L F A TT 5
US2006150489 . & E % F| A T 5US2004237395 . PCT 4 F /A JT-5W02011028 1 15 BRI 4 F) =
EP2229808 . PCT% F| /A TS5 W02007067042 Wk % A5 EP1795071 Wk iM% A5 EP1273219.
PCT4 F /AT 5W0200178507 (kM % A S EP1247436 . fif % £ F"5NL1012918 M INEE K% F]
5CA2083415.

[0357]  FHiE “fu7E g M/ uki 545 (coated with and/or containing) —fFR RIEM
LT TN RS0 A0 B = b R 2 10, A5 0 IR BE 2 el B /D54y i) iads 2 B i v
PR T TE T AE « 24 () FIAELZ A i, FE AR P o0

[0358] & G A1 A B AA Y HUARTEYD IR EY) B8 « Bk W A , 91 anaikr
INZZHIR T R M /N ZE LR 3 e L PR AR L ROK (B K RO FH A/ B K N i R
K K HEHEYD AR RHED B4 1) H 287 £ VREK O HSE S e SR i R
VRS 0 R B R RORZ IR i B I/ I H B O By
2O N £ N2 2 == £ | N I AN~ I A E - ISl NI (E L/ b g (o S N
JE M R R AR B R S K 2 AR R 1

[0359] A4, AL A S 75 AT TR B AE YRR Z A IR A (R & 384 T
FE) T 52050 Al R EL R EoR B AR

[0360] 41, A & B MK & W ] F T A0 PR S B A P ik B, Foxd 6 B i Al e IR 2
(sulfonylureas) MR (imidazolinones) A4 (glufosinate-ammonium) Bk 5 H
[ - SN E4 (glyphosate-isopropylammonium) DA ZADLIE 4420 5T AT 2L A PO TRE ZEL s 17 L
AP & B, Wl % Fl5EP242236 BRI % F 5 EP242246) (PCT % FATF5W092/
00377) GE[E%F)'5EP257993 35 [H £ F-5US5013659) , s/t KL REFE/EYEY) (I anARAE)
o, R A S AT & R Bt 20) AR, Iz A e i A Hoidk Bk
INE RS EP142924 Wk % %5 EP193259) .

[0361] AN, AR B L AT T AC R B IR, LS I R AEEE R B 1
(R, AT e Ge & T 1k e/ ol AR SR A Rl FR S AR 7 7 A o U, P 2 56
FIE R A AR b & T ks o B (BIAIPCT 2 1) 23 JH5W092/11376 \PCT L F AT
+5W092/14827 \PCT L F A JT-5W091/19806) Bk LA A &1 I IERG I SEE LR Eiti  H
(1 (PCTEF) A TT5W091,/13972) (R EMIAE I B4R 51 .

[0362] L WA S b~ Ak FLe T2 A A M s R HH i oy o i ok
iTo

[0363] A FH 1A ER R AL 2 o4«

[0364] A JKiAVEHARY) (SL,LS)

[0365]  B.¥|.i& (EW,EO,ES)

[0366]  C. k7 (SC,0D,FS)

[0367]  D./K BRI MoK R (WG, SG)

[0368]  E. /K Hi A Mo Kis MG (WP, SP,WS)

[0369]  F.JEEMReHF1 (GF)

[0370]  G. F[¥3{L ek (DP,DS)
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[0371] B MR APF- AL BRI B an T i shik 4a 9 (FS) A (LS) « T4 BRI AL
31 (DS) T2 AL 7K AT 43 B BRI (WS) /Ky (SS) R FLI (BS KLEC) K Jek e i
FCH (GF) o550 T e 0T R AR MR A1 WA I B 2 i B B TP, sl e
T & ZF T Fh1-.

[0372]  fE—Sffalrh, i RS HIFIRE T Rp-F-AbFE 15, FSHIF AT U 751-800g/ THITE 14 AL
45 1-200g/ 1 FHIEPEFR 0522008/ 1B #5751, 054008/ 1M 55 & 71,02 2008/ 1 EIR M 2 &
VAT, e K

[0373]  J T Fh 1AL AL A S AL B AEFSHIFI 50, 1 280 H % (15
800g/1) FOTETER 7.0, 15201 % (12200g/1) {2 /D—Fh HIEVER] (B1410. 05255
% PR ) A0, 528 15 1w % 1943 BT 2 220 FH i % (405 2 205 it %) IR #7410
Z 155 % (N1 155 %) B M/ s 4ek 0 2 40 i % (BIAN1 405 %) [NR &
7GR/ RG] B2 5 HE % (B0 12 5T i %) [P BEAR 7, St ttho . 1%
281 % M TR M de B BB 85 751 (9 4 AP ) e A ) 3 A an H 0. 01 2 1
%) M2 E 1005 1 % R/ 3.

[0374] -0 AT S SN B R G St BRI A5 (a5

[0375]  AIERINEN S FIATE A PR S T PEAT RN A1 TR 36 T A id R 5778 oK FA,
Bt (BIAIPR A LT IR ED) IR KAL) IR LR IR 58 LRI IR LI 4t
i N HAL W I - SRR CIRTEIL IR W NG ER I 205 W M LB W IR LIl B L Jda e
SO CIGMENE 2 (BIANAFAE 2 VAR R S ER) SR IR M5 M AL T (Bl e/ B
RERIFF LW TR Jeiig  SR S RO OGO B K L W)

[0376] AT PEHE, A €6 70 AT A S AR R R ol F TR A BRI A 6 R sl ek o 22
FHIAB (Rhodamin B) \C.T.ERIZI112.C. TR0 BUkhE 15 : 4 BokhiE 15 3\ BvkHiE 15: 2.
BIRRHIE 15 : 1 ZIRHEE 80 BIURFEE 1 IR 13 BIURHLL L 12 BIRHE148: 2. IR E148 : 1 ERHL
57: 1 BIRIZI53: 1 BIRHE 43 BRI 34  BIURHE 5  BIURHER 36  BIURHERT  BIRHE1 6 L BRHE25
BRI SE 10 R ME 2549 FRIELL 61 R PELL52 FRIELL 14 R YRR 9 JRIME T 23 VIR MEZL 10 JBiid:£L
108.

[0377] RGN — AT 5 SRR (Satiagel®) o

[0378]  fERb-f-AbERH, AR I S PRI b R — R L0028 ST R0 LA R R 10N T,
BAERAR L0028 TR 1A P =5 T , AR 100 TR 1A T 2 1A T, e H 251002
JTRPF L 50 22003 50 o AL , AL BH IR B0 S AnA ST X (D (e ek X (D 18
Gl A R R 20 (D e EPald Ak B TR R0 Sl i 1003 T
FO0. 1ATELION T BREEHRELO0A T B 1A T 250 T, JEH R BF1008 T M- 1A e £ L
N7 ST REERAEYRUE, Bl s e, Ho 2 DL S .

(03791  ZhWplHifE

[0380] A& BRSSPl M/ ek B R AW , e AR R IR 2D — b 59
(03811 AL HHIATS MA KR LS9 N- A b el i ey B Al ez i 2k ek Al sl
Fsg , H &G s R e 52 2 o Rl sk 75 A= B AR SR B 25«

[0382] =X (D) tb &) HN-S Y M/ sl D2 ez b U HE T 1Bk shn ik
W MR 127 A
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[0383] [t , A& W —A H I B4 B Sh R N M B 110735 A= B 7o v« AR
15— H IR B 22 1 2 25 R AR BRI 8 —AS H IS B ] DAL B A 46 25
SEARFFI L s AR 25 o A A D5 — A~ B2 SR L sh W K 7], e aeon) 25 4 ik
TR ARSI

[0384] AL HHIATE M A0 5 1 Z5 AR A e I 22 /D — 20 (D &9 N- Sk 2 s
5 AR I T MR ez 1 R AL et , F T BTa s iRk N M AR SR I 77 A o

[0385] AL WTATRML T — M TG 7 I il iR S AR AP Bl o 32 25 A HUR B S
T3k 207 IR FER S IR SRR sk AN T st TR 25 A2 A SR A R B
YAz S I B .

[0386] AL WIATRML T 7697 Fa il FBh sl OR3P shn 52 25 A= HUR QL sl AL R 4 1
WA e T 2 A B B 5 25 A AR A R A A B A S ek 8 Bz A S ALK
Y.

[0387]  fb e pnthodeoll 35 TG MR I T AR S T3t S A PN S AR PN 2 A L )
ANFAE L I AR BB AN O A B PR (R IR ™) S R A TE %
B MR .

[0388] Uit AT, AR BHIAE S0l T X Bush ik N Je ke 2 PR 77 26 i e dhar 2k
2208

[0389] A& BHIIM &9 M AS S 2 A0 S W s T -4 ) M P ok B0 Fs i 1. 204
(EHE A KA BV R 3 KA o FATI A Tl A TR DA AR A S e - IR 3L
SOV, AN AR (swine) JIRYE IR T I (pig) KB A LI R M KA O T
RSN s A S B R 2, v W38 SREER e RE 5 228 T XS VRS KO R i 5 e a1 28 i ik
TR0 KK A8 gt At K i

[0390] A& BHIIM &9 M AS S 2 A S W L s e FH 4 1) M 0L 6 1 AR sl 3
eSS ES OISR

[0391] SRR I Bh Mt AR A A i AEANPIR L PRE L B AR e LR G A 5
PR REYPS I 20 T L i s A Bk

[0392] A& BHRL S M B Bz S R A s T AN T A M /sl R 2 AR FRadEA T4
S K/ Bk R4 S PRl LR AP UL B B4 o B B T P

[0393] A LB AW S Sz SR A e U T Bhiash 2 AR H

[0394] AL B S e HE T bl N B LA & AR i, 4 Bk - 5 2k (R H
(Siphonaptera)) , B35 (Ctenocephalides felis) JFiska% (Ctenocephalides
canis) EJJE I & (Xenopsylla cheopis) - A% (Pulex irritans) 7%= (Tunga
penetrans) M 545 85 (Nosopsyllus fasciatus) ,lEdi2s (35 H (Blattaria-
Blattodea)) , HIUnfEfE/ Nk (Blattella germanica) NS (Blattella asahinae) .38
I KWE (Periplaneta americana) » H AN KW (Periplaneta japonica) 58 35 i
(Periplaneta brunnea) 22 )l (Peroplaneta fuligginosa) I IN¥EWE (Periplaneta
australasiae) M7 7350k (Blatta orientalis) , MRS 2k GSGHH) |, a0t A& s
(Aedes aegypti) - AV (Aedes albopictus) «HFLHIY (Aedes vexans) - 2 P Ef 4% S
I (Anastrepha ludens) . L BF#EHY (Anopheles maculipennis) « T 74%E (Anopheles
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crucians) « [ &40 (Anopheles albimanus) JEUY (Anopheles gambiae) . PG EBERC
(Anopheles freeborni) « FEESY (Anopheles leucosphyrus) i/ NMESY (Anopheles
minimus) PUSHER (Anopheles quadrimaculatus) JZ1SkENtE (Calliphora vicina) HHSE
4 (Chrysomya bezziana) <=4 E (Chrysomya hominivorax) FE4 g (Chrysomya
macellaria) . i (Chrysops discalis) JEEEFA (Chrysops silacea) « KPHTFEBEA
(Chrysops atlanticus) JHZEME (Cochliomyia hominivorax) J& 74 (Cordylobia
anthropophaga) #ilC /& (Culicoides furens) « ALy )M (Culex pipens) BEIN
(Culex nigripalpus) ~#VifF5ZI (Culex quinquefasciatus) <BEPFIN (Culex tarsalis) .
HBEgkIy (Culiseta inornata) RSN (Culiseta melanura) W (Dermatobia
hominis) i FBEWE (Fannia canicularis) « K H I (Gasterophilus intestinalis) -]
i (Glossina morsitans) i i (Glossina palpalis) «&x 7 (Glossina fuscipes) .
WG (Glossina tachinoides) B fAWE (Haematobia irritans) S HRIL
(Haplodiplosis equestris) JEUgJE (Hippelates spp.) &7 M (Hypoderma lineata) .
I 24112 (Leptoconops torrens) - 1 TFEE4kME (Lucilia caprina) HigrmE (Lucilia
cuprina) 22 Yt44ME (Lucilia sericata) RSN (Lycoria pectoralis) « i fANE
(Mansonia spp.) % (Musca domestica) B (Muscina stabulans) 2F G0
(Oestrus ovis) FiJE 1M (Phlebotomus argentipes)  SEFHH @iy (Psorophora
columbiae) fE{A 4% (Psorophora discolor) JJEE M (Prosimulium mixtum) <Z1 PG
(Sarcophaga haemorrhoidalis) -[AIfE)E (Sarcophaga sp.) =W (Simulium
vittatum) . flJ¥E (Stomoxys calcitrans) 2Pl (Tabanus bovinus) « 2T (Tabanus
atratus) 55 5l (Tabanus lineola) M BFEH (Tabanus similis) , @3S (RH
(Phthiraptera)) , U0 A& (Pediculus humanus capitis) - AfAE| (Pediculus
humanus corporis) JHEH@E (Pthirus pubis) 4-&| (Haematopinus eurysternus) «J& il
(Haematopinus suis) ZF#i#| (Linognathus vituli) A4S & (Bovicola bovis) M|
(Menopon gallinae) . AOEHE| (Menacanthus stramineus) M /)N B A4-E| (Solenopotes
capillatus) ,BE@EZE N 242K (% H (Parasitiformes)) : BESRE (RN H (Ixodida)) ,
BN 5 HEE: S| (Ixodes scapularis) MR (Ixodes holocyclus) « AV bk
(Ixodes pacificus) kg fa RKEEH, (Rhiphicephalus sanguineus) Z2EC V& L 1L BE &
(Dermacentor andersoni) ~JkiSLEEm| (Dermacentor variabilis) «F=IALHE (Amb1yomma
americanum) .4k P aryS H &l (Ambryommama culatum) A5 EE &l (Ornithodorus
hermsi) [AJH#HEEF (Ornithodorus turicata) &AW (bS] H
(Mesostigmata)) , I UIMIEC & HM# (Ornithonyssus bacoti) MR filll# (Dermanyssus
gallinae) , %WV H (Actinedida) (%< ]\ H (Prostigmata)) ¥ H (Acaridida)
ST I H (Astigmata)) , Blane &5 & (Acarapis spp.) i )& (Cheyletiella
spp.) ~ P JE (Ornithocheyletia spp.) ~IH B (Myobia spp.)  FFEW &
(Psorergates spp.) W )E (Demodex spp.) -0 )& (Trombicula spp.) FEH &
(Listrophorus spp.)EFEHJE (Acarus spp.) & JE (Tyrophagus spp.) W& K &
(Caloglyphus spp.) «¥i# )& (Hypodectes spp.) 5Pl & (Pterolichus spp.) EENH &
(Psoroptes spp.) -Jrt)E (Chorioptes spp.) « v R (Otodectes spp.) «Hriii &
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(Sarcoptes spp.) - Hi# & (Notoedres spp.) «Hrf & (Knemidocoptes spp.) < reli &
(Cytodites spp.) M7t (Laminosioptes spp.) JA&5% 25 CEIF (Heteropterida)) :
AR d (Cimex lectularius) HVH R 1 (Cimex hemipterus) «EHEE B (Reduvius
senilis) JHELi i JE (Triatoma spp.) <ZL 545V )& (Rhodnius ssp.) HEE T Ff
(Panstrongylus ssp.) M H (Arilus critatus) , & (Anoplurida) , a0 &S
(Haematopinus spp.) - FE#i&EE (Linognathus spp.) &l &l E (Pediculus spp.) JHEAUS
(Phtirus spp.) M &S (Solenopotes spp.) ,EEH (Mallophagida) GFHET G H
(Arnblycerina) MJJLEWT H (Ischnocerina)) , 5 Un7E &S (Trimenopon spp.) S EUE
(Menopon spp.) - M&EE (Trinoton spp.) 2@ E (Bovicola spp.) . IK&EE
(Werneckiella spp.) -#p-FElE (Lepikentron spp.) MRS (Trichodectes spp.) &
P EE (Felicola spp.) o

[0395] it 2% H1 2K (Roundworms Nematoda) :

[0396] Mt (Wipeworm) M JiETEH 2 (Trichinosis) (B H (Trichosyringida)) , BlUniE
FEHF} (Trichinellidae) (JeFEH )& (Trichinella spp.)) « (i %} (Trichuridae)) #fiH
J& (Trichuris spp.) B4z & (Capillaria spp.) ,/FEH (Rhabditida) , HlunFfsz
J& (Rhabditis spp.) PUR HJE (Strongyloides spp.) 32K 2k )& (Helicephalobus
spp.) , B HE} (Strongylida) , fHan[A B & (Strongylus spp.) «#JH )& (Ancylostoma
spp.) ~FEME H (Necator americanus) {11 )& (Bunostomum spp.) (#H (Hookworm)) &
FELR B (Trichostrongylus spp.) 1255 H B (Haemonchus contortus.) 422 )5
(Ostertagia spp.) ~JEHITEFEZL H1)E (Cooperia spp.) ~ZA%JE (Nematodirus spp.) MR
e JE (Dictyocaulus spp.) M1k & (Cyathostoma spp.) 5 &kl )®
(Oesophagostomum spp.) 5 H (Stephanurus dentatus) #%3k2&H & (01 1ulanus spp.) «
E M JE (Chabertia spp.) 5 H (Stephanurus dentatus) <55 W5 (Syngamus
trachea) 91 J& (Ancylostoma spp.) <5 [1)& (Uncinaria spp.) Bk )& (Globocephalus
spp.) MITZL TR (Necator spp.) JEfiliHE (Metastrongylus spp.) B4R EIECTT
(Muellerius capillaris)  Jil2kd J& (Protostrongylus spp.) fFIM £k H )&
(Angiostrongylus spp.) -l EE & (Parelaphostrongylus spp.) il &
(Aleurostrongylus abstrusus) & 2kH (Dioctophyma renale) , 7 i 4125 () H
(Ascaridida)) ,fFan A\t (Ascaris lumbricoides) <J&Mi 4 (Ascaris suum) « XM o
(Ascaridia galli) .E M H (Parascaris equorum) ¢ H (Enterobius vermicularis) (22
2k (Threadworm)) « KMt (Toxocara canis) Jii =441 (Toxascaris leonine) G2
2k & (Skrjabinema spp.) Nl H (Oxyuris equi) , Io/E£EH H (Camallanida) , 5140
Tkt (Dracunculus medinensis) (JLN W H (Guinea worm)) , hE/E H
(Spirurida) , fH40HE B J& (Thelazia spp.) ikt 1B (Wuchereria spp.) ArEmg 22
J& (Brugia spp.) JBEFE 22 1 & (Onchocerca spp.) «h22 1 )& (Dirofilaria spp.)  AGkEZZ
)& (Dipetalonema spp.) ~E222 H1 )& (Setaria spp.) 224k & (Elaeophora spp.) < [fL{%
B (Spirocerca lupi) & H B jE (Habronema spp.) , ¥ d1 28 Ok L H
(Acanthocephala)) , @k J<H J& (Acanthocephalus spp.) J& Ak
(Macracanthorhynchus hirudinaceus) & R&)J<H )& (Oncicola spp.) ,mH2E h
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(Plathelminthes)) : W s 25 (W 14 (Trematoda) ) , BIanfFk B (Faciola spp.) « KM
(Fascioloides magna) - 44" H & (Paragonimus spp.) AN 31 )& (Dicrocoelium
spp.) R 1 (Fasciolopsis buski) < H4EFIN H (Clonorchis sinensis) /3 I
1 )& (Schistosoma spp.) - Bl 31 )& (Trichobilharzia spp.) A& #EIE H (Alaria
alata) \JT5EM U (Paragonimus spp.) K HUjE (Nanocyetes spp.) , FRAEIK H
(Cercomeromorpha) , UH E 512k (Cestoda.Tapeworms) , a0k 445 &
(Diphyllobothrium spp.) & H Rl (Tenia spp.) JJ8 H )& (Echinococcus spp.) - K& H
(Dipylidium caninum) 2355 HJE Multiceps spp.) i H1 & (Hymenolepis spp.) «HH
AL H B (Mesocestoides spp.) Mg 2 H JB (Vampirolepis spp.) s HJEXK )&
(Moniezia spp.) #EJZ:d1 )& (Anoplocephala spp.) «iETZHE (Sirometra spp.) “BE
S 1 & (Anoplocephala spp.) M s 41 )& (Hymenolepis spp.) o

[0397] X (D k&Y LB S 2 S dls o w2t 308 H (Diptera) it H
(Siphonaptera) MW H (Ixodida) {5 Hi,

[0398]  b4h, X (D AW M A3 AR T B ia s Al e A A I — STl o

[0399] A BHRIE A9 S A & AL B FH B i i 20 i e A L I 55— it il o

[0400]  HbAh, A% BHIOAL W R B0 25 FC IR AL et 1B B 28 1 T e A R H IR 512
il

[0401] AL BHRIE A9 S 3 A B FH B i e i) i e A I X — it o

[0402] & W0 5 ¥ 75 JUH Gl 0 He A 27 28 B O 2k H1 2 (roundworms
nematoda) #J3k 125 (thorny headed worms) MR Hi 2 (planarians)) »

[0403] 4% 2452 R FHR PRI A TRy T I gk A T

[0404] AL BHRME SN 2508 B TE 2 Al e il B 2 L SRy b/ 2 15 ok
et T .

[0405]  SobT-£2 U AR L Sh 3T, A A B X S AT A B sk sh AV b ek  shn b ek e
Y S A R AEH) « 2 AL~ VAR 7« B T RN BRI ~ B 7 AL M I o S AN, Ak
WA S A] T 200k 7K 8T 201 3 T4 % 25, Birade 7 87 7 Shfe A kA
NJTEPREEO0. 01mg 2 100mg [ A L WAL &9, B AR KA T 20 AH0 . Smg &
100mg [ A A BHIN L S«

[0406]  AIFACHE, A LRI G rT AR L A 8T, 12298 B N LA PN < i ik
Wk R MR T AL IR S AT o0 Bl fil 1 AR R b AT sz b LU TR B
O FTEAHE, AR B S P r TR BB LA T B2 D325 A0, AR G
A 22 B I ST N TAER IR 25, Frade I BN ) sh i it KA s Wik
0.01mg % 100mg A A AL 54«

[0407] AR BHIME S WTR ] EIR0 0 71 BGRB[0 Wt 52591 e 00 i i A i)
HUHFIIE 20 S 8OR sl /KB I FLs ek il e K FLROE 2R T Be I 2 o 412 s hn
2R M55 0 2 0. 5ppm 25000ppm H A 1 ppm 2 3000ppm A & WA 51 - )
AN AR AP TR B T304 O W2 h M 4R 1OPY R 2 Eb.

[0408] &3 [PIPRC Il S o < TR, 1 0 VIRV TR RS S 22 V4% 251 Rk i« T B2 IR ik
PRI PN TR TR IR 161 ) BB S 5 T4 11 il 228 R 8 2 T LIRS B T 5 T [l il o 5 G
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HIE PR S0 T B b sl L sl g G /LIRS S R A 591 [ AR R ol o
WUTEGT TR B 45 P KL INAUT  BE T KA TR 5 AR N, DA M i
PSR BE D -

(04091 i T~y S AR AL AW ke HRE T PR B A R 15 18 0 71 v L e BRI M I AR
ik 22 PR B B3 751 B SRV AT A A o 1 5

[0410] IR IEIT R L5 .

(04111 Sl IR AR b AT 52 (VA A, w8 7K Bels i R T R IR FHEE
PN B8 O N - FEL - IR IR T 5 2 - R e i M TR 5

[0412]  JEMEAC G Y A e B ERD AR T 18 TS I AR B b AT 2 AR ek & R
[0413]  Aid G AR IEE R S v i T R A Fp el B 1R L TTE s 1) o S B
RS IER SR Ol R SA A E R (polyoxyethylated castor oil) MRS LI
7K L RS (polyoxyethylated sorbitan ester) o

[0414] SR 2R FHESE =50 B oK RS MAE ] B

[0415]  CIIRIA VI FLEEAR T o iRk 4E W A TS AR 2 il TR B e 8 DI % T« IR TR
SRAEPRRAEEAA BOR K A0 bSO S SRR AR SR B &5, IO AR I TR
[o416] T~ HZ Bk VAR bR A I8 ek -3 I

(04171 I RZJik b IR AR IR B BOR FARME F 3OS SRR iR e i 25, JomE
Fr IR T

[0418]  HAth il A N SN s R OB s KA S, N CFR TR O TR TS
IR PR FG s Tk, i A — s loe 6k (9 an — PN S PR ) 5 T, 35 LS T S R 2L O L 5
D5 IR s HEIEn R 5 e s — FHBE FR B s 3L O el s — " RE B Lk (transcutol)  H
IHEZZE N (solketal) s BRFRIN R M TR G

(04191 Fr il 28 et R FR R DR 77 20 AT R o i A TR B A2 TS AR ) (B an i -+
JRARAERR « PR IRER EE) A HLIEAH 7 (B anet-4E 207245 R Ol N AL Z2 W) NI R
DA AR NI R T o

[0420] RS e I T ol A 1 Rk bl 5N AN R o SRty R TR S AR ) A P A
SRR B AT 1 28 TR T TRCR il 25, a2 AR5 i AT 2R AR 1z B B P
Ji o BT (S FH ISR AR A 1 SR A (R B 741 o

[0421]  {HifEI2Y (pour -on) fllFFIE R kM T~ B2 RO PR 8 XI5 o i PR S i Bk
FLAE 4 S AE o AR 7550 HH T 52 1 B e s R i A sl s AR S s e S
VAR BT ol LA T B8 o I, A7) G s 2551 AR RS E dEP o B S A 77 '
FE TR 1) BT

[0422]  SIE IR oK BEls s 7 RO 5 BE N g s HH s DY TRRE, i oK FEE R
CBE KRR O B, B W CR AT LR TR R RN HIES ; Ik, v 0 B ok
WP R HEE . O R TRE W v QPR S HH 3 B PR IR R , W AR Y
TR VBRIR G IR s O IR M/ BRI IE s Ik A B s DMF 5 R Ol s N- e FE LIS g
P, G0 FH L P ) AN - Kb R g ] N - = LN RS g i 5 N - FH B LG P e 5 2 - MG R e ) 5
2,2- "HR-4-SFHE-WHE-1,3- 54 )kEF (2,2-dimethyl-4-oxy-methylene-1,3-
dioxolane) sl Hih&4e .
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[0423]  GrEfOE KN R vE T s Honl A fiul sk i T &t .

[0424]  Sif MR SE Y IBTh « — FRESIEAA s AR T A, s DU B R S PN R~ N %
TERTE SR AR S SO 5 TRk L SR RGBS « Hh = e TG .

[0425] S (BT AE R D B 6 ok £ AR k. G A AR ) \HUA IR | 32
HH I (butylhydroxytoluene) « ] FL B E K HEE (butylhydroxyanisole) A H
(tocopherol) »

[0426] i YCRGE A AN2 - REEIRTF R - 5-ffR (novantisolic acid) o S RS
F AN A2 AT AW TE AT A B NG ER R « IR AW, v anifg e Rk  BA R 3L
WA 1 R R el ST« FLIRCR T A /K B sl R /K o g2

(04271 FLRE RS VR S W i T 5 /KO PR sl s e 15 /0o ELRS B 151 P71 A
1 2 S AR B 7 G A €6 750 RSO 9 5 B3 T 790 o SE A 791 e Raue 771 3 s J5n)
ol L 5 AR A B i o1 5

[0428]  EiiisR/KAR GHn 4 -

[04291  JR AU s R AE A RAME I, 8 Q0 2 RIH A0 MR s 5k HH I =,
W55 Cs - Ci2 WA I IR sl A R ke 78 1R R SR BRI B 1) S B8 / 25 TR H I i
HIM=REER G ; W AT & A A I AN S AN TR IR 1) i H IHBETR 545 Cs - doIB TR
(R H TR ERL R A H I e s IRIDI IR TS , i A IEFR R\ LR —1F T s HHEERRCUBR . N
B R MR s B FhAREER 1 03 SRR IR S5 RC - C | (JRTBANIR IR IE B B 5 RS R
FEPIBE ; AR R 5 BERC |, - C PR TR IR 1 S BR TR / 2SR 5 IS8 B TR = P 5 Thi il
FRT 5 IR ZSTE s TR CFR ; FLER L s REIRIBRGBRTES , v 05 S EE R R IR G  AR2R — HHfR
TR VO R R M S e EAR SRR TR S IR s R 2SR R
PRS- SBE RS T 5 TR , & i s MRS

[0430] &5 1 19 FL A6 A Oh ¢ JE B - 8 5 s R, B a0 3R &S A KRR
(polyethoxylated castor oil,) R EAIAMI/K I BUMEE SRS (polyethoxylated
sorbitan monooleate) - [Jii/K LI ZLKHEEL B AERLME (sorbitan monostearate) « FRLA JERER H
JHfiE (glycerol monostearate) Al IR EE A

*H M (polyoxyethyl stearate) KedloKiy R
gl (alkylphenol polyglycol ether) s PAVES TG PEF, 1w 4IN- HAREL - XL —
NER —4M (di-sodium N-lauryl-p-iminodipropionate) Bk HNAENE .

[0431]  AadRH B - S aE e - AREREORER AN IR RS BRI EE « 3/ — B iR &
TR I SRR TR B L 2R (mono/dialky]l polyglycol ether orthophosphoric acid
ester monoethanolamine salt) ; i idfFH 75T ST YEADD : Slb T/ i =
o

[0432] X FA BRI - s RE E HASE FLIR IO, B AR B AP 4 R AL A 4R 2
N A EFAE 2R MIERIT AR IR NIRRT TRl £ WIS S STh 11 (gum arabic) JBR M
MHE RS IE I 58 IR AR I B mE ST T I BRI L2 R & g ity L ROIR ARG e AT
MR

[0433] B FR AT AR A/ AR BT HRE RS MR S B T B 1d N 22
AN DT A i 57 o 75 A S E i 5 B 3 7710 e sal e 7 DR I L B 772K
il
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[0434]  JARETF A AT A S BA I RIS FTR A

[0435] St (o) S BRI FLAL A

[0436]  AJHE M A BIFAA _E ST I B

[0437] PV ARECHI S T2 M sk R i/ SR 3T S il SR S FLIRAN A 2 AN AT
SR

[0438]  fhll &S AR SN RHE VR A 5 Sl B ATR & GE Y IN 22 g b7 H.
R IR IE .

[0439] S I D A 1 AT 2 1 AT A AT R I8 » i PS5 T Lk A AT U
J51 o JCHU BRI AN E AN IR £ (75 AN FRES) IR 2k AL AR AL R R B L
Ve A BRI A B BERR £ - AT U B A 4144 25 B9 S AR G andiks « shke
¥ R B ) TERS o

[0440] S BLFAIA T SCEHE R Il I A Do e M/ sl a7l

(04417 HC MBS ad R BO A A i 770 A BDiAe st , v Wit I e IR T A i £ 5 e
PV, W ANTERD B RS IO IR S I L s R 571, 78 Wl ks « BH IR ok 2 58 M I R e i 5
S ICTKFE T, W A A4 25

[0442] —fXIN=, “RNEERERE” (parasiticidally effective amount) Bt 4K
D5 RTS8 Fr i PR MR I 20 ) i, PIT R s8OS A48 A T iR TIRy R M Ak DA
FoAth 7 20D AR AE P R 1 HR B R I PR RS8O o A A B i fiE TR 25 B S/ A e ) 25
2 2E B R T AR o 2 25 A A ROR I AL D TR AR I B A G QIR R 75
A SN M FFSIN ] EFRYFR e IS M AU SR TR ] AL BN 2 et
— M5 £90.001 % 595 % A L B &4

[0443] {11, BLPARER0. 5mg/kg % 100mg/ kg BT K 1mg/ kg % 50mg/ kgl 1 1 Jite
IIA L WA o BTG 1 2 A R P2 10ppm 2= 80 HL &t % eI 0 . 1 5L i % = 6551
% EAEMN T 9% 505 & % i AR5 H R % A0 % FE T2 A e Ve
PEH AN Az A S o A T R A R RO o6l 25 A R D0 . 5 B % 290 i % et
M1E R % 505 i % [E T 825 A= AL S 9. LA, B il i B3 5k B D 10ppm 2 2 5
% VEEMIN0. 05 & % 0. 9F & % JUHE AR CN0. 0055 i % 50 25 & % [T
N2 AR A I 570

[0444]  fr S, B AL IHIA S A R B /2 T e I o

[0445] 7 by —spEfiih, R g 2 2 3 S soEm e GEneER By |
B [EE T SHRER > I MRE 25 S 3) 34T

[0446]  — BTt DiAE = B RDRERUS R D BE N T BITiad T 5/ B2 1 0mg %2 300mg A (D
J920mg %= 200mg « e h 25mg 5 160mg [ A & B Ak S i [l 4k i 551 o

(04471 £ BT LN, 450 TR I M AT s SR DA S S A S AR VRS A 1 11
SHRE KSR A A I G 58 53 AR TSR CAA IR 58 e R TS 58 B TR VIR
N A HE R AU RN TR S SRR « YRR K SV E R PRGN A1 22 DA K BT )
Hl AR 7 TP IPCT L F A JT-5W0 2003/086075H

[0448] #7 Rl

(04491 AL HHINAC AP ] GBS, IR N THEARE b, DU R e s
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WRAEAE P LB (satellite farming) JRSHERTAREORS A o LB SR ok 1 4%
TR (B2 1338 RS RAEY) (BN Fh AR O B IR 255 (Bl an st Fh s A=K oy
BO B E TR KGR RV B EBOE RS 1R, LB B A A TR
SR KRG OR T H W JCHHE , BT B T A Z0sfe s il 2556 RS i )
LR TIN T A

[0450] %Sk, R0 FU 3 I & R IT U B R B T HEE R A R B e SR
I ARAEY T TR, FIARSEE 57 5 5 R A R WA SR Rz T E) L.
[0451] QWHEN 2B THE A% U K HThe Climate Corporationff
FieldScriptsTM. 3k HBASF[f)XarvioTM.2E H John DeerellJAGLogicTME: .

[0452] A& WAL S Pt vl 5 B BRI I 1A 25 4 15 (50 11, A9 A PRS0 Bl 2 e T 40
(BRI HLEE A ELFEHL WL C AR KA Tas (UAV) (BIEn e ANLEE) ) b1 sty
(spot spraying) SRR &S o MM 5l H QIS AL BAs (12N AR M AR
TG, AP TR O a3 T N B , TR O T N BRI o B R ke, DA
KA LI SR E EURS AR 7 X8 T AAEY (0 BIDE A5 o FH SRR BRI 15
T F IR TTEEN R G0 (BIANCPSEN RS e Nl kBRI 5 | 5 alodas il A 2280 s i1 s
TIPS B A% (geographic information systems,GIS) DAEATE I FAOREE.,
AR GA T5 5218 M A 2R, LA TR AR A A T3l (BInme) .

[0453]  fF—sfFrh, AT MAEALEAS RO EHG A I 205 i o A — S, 3T G )
/857 258 T A MR N R/ 58 S PTG AL BT o o FR G AL PR P ) 1
Bl 7 S50k, BNt N ZRraphas i 2 FERT, R TR e LA AR5 =, AR
PR A S m T A T N B o

[0454]  IE[RIVERISN :

[0455] G WP AE S AN 38 s i) B HE R HRUER T EL AR B HR T i BRI R I
R, AR A AR R ROR, G A i R A R DA R on) 52 = 3k vk 08 R Rk
JCERININ AR FE T e g AT (B an$2 = &AL (nitrogen assimilation)) .
PR EAEY S R BN AE PR BE (211 Ter) B0 et Bt S i bk, i fe
Pt

[0456]  —fRe 5 pcintRe :

(04571 ERAERRmE L LA 5Bt — 2B 4 BHAC A AEAS L AT ol o

[0458]  JiifE-1:

2= 30
izl A1:A;Z
Ak RRAHECNRR v
N= \< . oM )5 3-8 ,& Ve (RY
AN 02 -
[0459] i‘ Rés 02Rs. 2 |
02 6.7 Dy
Hrh, ZHEER
T
D=D= £N=S=(1),
RE
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[0460]  FrH i — ARG, X (D LA GLhDERD, HZ N EEED | il &)
A RS SUBIR BN A A - LS4 CRFR LG 5 A3 DA KD, - 1 & 2 TR) AR AE S
WRKUS 20190297887 L M fradt—28 51 P SCHR AP AR R iR il 25 o XD, - 1 S ml 1
T FIE&Eek & # HChem.Eur.J.2021,27,17293-17321.European Journal of
Medicinal Chemistry2017,126,225-245.Chem.Commun.,2017,53,348-351.
J.Am.Chem.Soc.2020, 142 (36) , 15445-154530 K Horp fipaft—20 5| PRI SCER BT ik 11 7 ik
Hl55 o BRAE SN, B R E X ks (D &1,
(04611 C-NHBIHE SR 18 H & AR FIIAAAE NREATRY, AT T2 B IR 71958 5 1) R P
il , REEE AN SN AR SEM o I, Tk 2k (b DU SR ieg & — HHk Je —
C TR 5 s (R HHIE K ) WN-Pefie (0N, N- ZHH R R i DN - FRR
OB Ko 1- TR -2- I RE BE ) B2 (AN RS OB IRE S T E . 2- N A 2- FR R -2- )
525 (OB BoKEHTRSYrm] T H I AR e dh 55 Bk (R i 2R DA
e (AN N- Z HE I R fli N, N - FREE 2 P e K 1 - B RE - 2- IE R e ) 5 L AN N-
RS Jie B RS R 1) o 12 N AE 08 FHEANER DA N BRI A AE N BT e bt i it
P (Can FREE A SN BCT B AGRUT B  JeATURR, (an U A B U SE A B IR ER B BRI
BRI TR BN IR AU M B AU (=% N N- R N EE R SERE)
BN EE S BT A S ) (B T B SR T BN o AT T s S R S fEE A5 B 4
ANPRT 2 #88% (palladium-carbon) JCHLARER (SR AHVEES S (AR s Y (=
IRFEE) 50 (0) (tetrakis (triphenylphosphine)palladium(0)) A —=ZRIERE —SU{L5E (T1)
(bis (triphenylphosphine) palladium (IT)chloride) 1,1 - (TR KA —SUbsl
(IT) (1,1 -bis(diphenylphosphino)phenylpalladium(IT)chloride) PA N = (AL H
JENER) — 40 (0) (tris(dibenzylidene acetone)dipalladium(0))) VLA ZEEWEE T
APV S RSP SRA (CR) =R (1) MRS — (Ol 380
FLREEE (T1)) L], AL e CFREE \ PH (2R 3E ) 48 (0) A (=R S50 Stk st
(I1) <1, 1 - R (CIRELRE) 2R3 — SUe s (1) PN = (AR IR LN ) 5 (0) J& FE 4
(1 o FT FH T 10 SR 1 P vz 225 1) S ) G A AEL AP T = (RBHH R 3E) i (tris (o-tolyl)
phosphine) « =¥, 3% (tricyclohexylphosphine) « =40 | FEAEVU FAIER EE (tri-tert-
butylphosphonium tetrafluoroborate) . (ff%E 3k -2, 1- M 2K3I) AW [ A AL i
((oxydi-2,1-phenylene) bis[dicyclohexyl]phosphine) .4,5- A (—FLfE) -9,9- — L
SAZYB (4,5-bis (diphenylphosphino) -9,9-dimethylxanthene) <2- —FAC3EFE-27 - (N,N-
T LI BEOK (2-dicycelohexylphosphino-2' - (N,N-dimethylamino) biphenyl) .2- —.
RO RERE-2" .47 ,6 - NEBK (2-dicyclohexylphosphino-2" ,4" ,6° -
triisopropylbiphenyl)  2- 3 &EBE-2" ,6" - —H R ILFEK (2-
dicyclohexylphosphino-2’ ,6 -dimethoxybiphenyl) .2- —¥fC3EE-2" 6 - S INEIE
IR (2-dicyclohexylphosphino-2’ ,6 -diisopropoxybiphenyl) 2- A0 | 3Lff-2° ,4°
6 - —=SPNIEFK (2-di-tert-butylphosphino-2’ ,4’ ,6 -triisopropylbiphenyl) \2-_
AT HEE-3,4,5,6-PUHIE-2 4,6 -=%AN3t-1,1 -BEK (2-di-tert-butylphosphino-
3,4,5,6-tetramethyl-2" ,4 ,6 -triisopropyl-1,1 -biphenyl) . (2-FcIK) R T 3L
((2-biphenylyl)di-tert-butylphosphine) +2- (AT JEEE) BEOK (2- (di-tert-
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butylphosphino) biphenyl) <2- — 4 ] J&fig-3,4,5,6-PUHIE-2° 4 6 -=%NHE-1,1 -
B (2-di-tert- butylphosphlno 3,4,5,6-tetramethyl-2" ,4 ,6 -triisopropyl-1,1 -

biphenyl) 1,1 - /- W (—xKIFEEE) (1,1 -ferrocenediyl-bis
(dlphenylphosphlne)) 2- T RCT IEE-2 -FHELECOK (2-di-tert-butylphosphino-2° -
methylbiphenyl)  2-HHE-2" - — 3 2B K (2-methyl-2" -

dicyclohexylphosphinobiphenyl) DA [1,1 -BEZ]-3-Fff@ ([1,1” -biphenyl]-3-
sulfonic acid) .2 - ("I IEER) -2,6- —HEIEL-4EL (27 - (dicyclohexylphosphino) -
2,6-dimethoxy-sodium salt) . B A FE2- 0T B K (2- (di-tert-
butylphosphino) biphenyl) <2- — 4 ] J&fif-3,4,5,6-PUHILE-2° 4 6 -—=NHE-1,1 -
oK (2-di-tert-butylphosphino-3,4,5,6-tetramethyl-2’ ,4 ,6 -triisopropyl-1,1 -
biphenyl) . (3L —-2,1-2xF) W[ 3L B ((Oxydi-2,1-phenylene) bis
[dicyclohexyl]lphosphine) 1,17 - —/&8k- A (K EERE) (1,17 -ferrocenediyl-bis
(diphenylphosphine) DA 4, 5- 8 (TR IERE) -9,9- “HI LS (4,5-bis
(diphenylphosphino) -9,9-dimethylxanthene) »

[0462]  3Z [ W AT LALEO - 200 °C Ol VB FEI N 254 T , e &A1 50 - 150 C e FEYEBIN 4 T
FFELI TR 303 P12 24/ N 2 [H] 6

[0463]  JgifE-2:

mig2
Aq=Az
N= 2’“9 R o EEELEE -
A N/ A3 (R8}02+ {Y,u/_/15\R5 ﬁg{t&ﬁ Tji\zzwj
1 Ba A
[0464] (Rmﬂ/ ::-1 Dy-1 A o 4 . R
— Ra J K
ﬁ1:A? R" N |
T?KGOOH tv;/\sf " Hep, 74 +cEor
V4 NREL* o1 RO e JE S R
L Bt B Bt N

N £
ﬁ(\j . " =Dy= FN=
(R:')n——‘ R |
As = 5
2 75 A2 R

D;-1
[04651 7 S —el ot , X (D &9 GLhDAERD, HZ y-C=0) , Al it & @ i
(PR ERAE N B A - 1O S (A- 29 W AR s ) CEFPLORGR B 2350 H5XD, -1
HIA &0 2 TR AR SO N, (R SCRiRW02016144351 Chem . Eur. J.2021,27,17293-17321
VA S A gt —28 5 | R SCRR AP AR RO AR A1l 65 o 5XD, - LI S ) 1 i 3 1 IS Es s
HChem.Eur.J.2021,27,17293-17321.European Journal of Medicinal Chemistry
2017,126,225-245.Chem.Commun. ,2017,53,348-351.J.Am.Chem.Soc.2020, 142 (36)
15445-15453VL S H A gt —20 51 FHROSCRR I Fi AR 1105 7165 o BRAR 3 AN, 228 1 1)
S AR (D A

[0466] <@ A I IS IR EEA SN, A AR 2 P i 2100, 7F — 1A R A 7AE BT, A
B, AEANBETN-Wele , 28R i N, N- PR PR e (N- — FRE Mz A S 1 - 35 - 2 - s
St (1-methyl-2-pyrrolidone) ;N,N- — HBE M S e O vA 77 o 71 e SR HR A g “CORRR
Yy (surrogate) ” ()< 8 /SRR FHEANR TS BREEFH A SRS o SN T — B AAAE T
AT, iz BEANR T8 R A (B2 s BB AR A <5 m kiR (9140
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PR PR~ IR B Ik PR EE) A AU SR (BN = Rl N ON- e N RO 1, 8- i 0
[5.4.0] +—f%-7-%5 (1,8-diazabicyclo[5.4.0]undec-7-ene) ; BAERAEANIE BU0.N,
N- SR FENA ML, 8- —F I —IA[5.4.0] F—mx-7-45 (1,8-diazabicyclo[5.4.0]
undec-7-ene)) PIFFAE FEAT o T LA AR I SOR AR A7) G i, U AEANR T A AR R 5
W (ISR S DS OB (2 R) = RBEEBRAE (1T) - - SRR [2- Ol 2- SR EL)
Jie ] R HHEL ] — 41 (trans-di-p-acetatobis[2- [bis (2-methylphenyl) phosphinolbenzyl]
dipalladium) SR EWHEHT N (L) —PAC IR (1D) o T2 RN IR 21—~
2 DU SRS =80T 3Lk (tri-tert-butylphosphonium tetrafluoroborate) 1% X M.
I AE0-200 CIAR VBRI N AT, i 250~ 180°C , FF£LI [RIAE 3053 B 2124/ NI 2 [H] . 1%
SR R DA AT e i o 25 A N AT

(04671 BERABIC SN, QnifiiE 2T i 220 , 1l AE— IR AT iz A Bl HA
PR F-N-efi , 2SR Ut : N, N- — R BEFE e JN- —FSE Wk i DA K 1 - FEEE - 2 - ik e It (1 -
methyl-2-pyrrolidone) ;N,N- = FHEL FHPBE e e T 71 o (LA, 1X B8 S N TR RO A 77
ATz AR T A UEEL (Bl = 3 N ON- RN O R 1, 8- TR A
IA[5.4.0]F—fk-7-4% (1,8-diazabicyclo[5.4.0]undec-7-ene) ; = IEWE NN, N- — A
B O RN AL B T A FHAE 1 SON AR A (EANFR T NN - 2B ik I i
(N,N”-dicyclohexylcarbodiimide) \1-[3- (ZZFHERfdL) L] - 3- £ BER 0 ekt FH B 2k
(1-[3- (dimethylamino) propyl]-3-ethylcarbodiimide methiodide) +1-F2IIK —=Wr/KE
Yy (1-hydroxybenzotriazole hydrate) 1- [ A (— FHIERIE) N FHIE] -1H-1, 2, 3- =Mk Ff
[4,5-b] I IESE3-EA L /S kR el (1- [bis (dimethylamino) methylene]-1H-1,2,3-
triazolo[4,5-b]lpyridinium 3-oxid hexafluorophosphate) VL MN-[ (— FHIEZED) - 1H-
1,2,3-=WJF[4,5-bIMEmE-1-37 AL ] - N- B3 i B X O i R 2h N - Stk i (N -
[ (dimethylamino) -1H-1,2,3-triazolo-[4,5-b]pyridin-1-ylmethylene]-N-
methylmethanaminium hexafluorophosphate N-oxide) . 1% N R VAAE0-200C i T
FEINIEA T, I f520-50°C , RREEIN TR 303 B 1 24/ NI 2 [H] o

foace]  {fiFi-3;

TiiE3
IA1—A2 A1:A2
. [P '/Z~D
N= D EEeSnwl N=— \<
I' Lawesson's | A
N/ \A@(R") ( N/ TR
Ap 02 reagent) ﬁ‘ =R . 0-2
L0469 (Rs}n?&‘ N/ ’T“ - R 02 As.N/ T
Hh, 7% J;q:op-;- He, ZH %C(:sl—g—
¥ "
D=Dy= %N:?:(Y)Dd D=Dy= %N:?:{Y)EH
R‘r' R5

[0470] 71— SR, 20 (D & CUHRDREED, HZ2h-C=S) , il (D (L&
(HLHDARERD HZHR R -C=0) , £E Sl MR e SO 45 78 1, 555 A il 5fl (LawessoN s
reagent) [M/FAE FlES, W0SCRRkChem. Sci . ,2021,12,6393-640504 M FLi 5985 | I SCik
PR o BRI E S AN, A8 B Xan Bk s (D (L &P B SO, i e 3FTi4:
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T RRINOTEE R LT B LRI T 7 (B FIERL R — 1) el T
FSEATAE T o AT BAE0 - 200°C IR BT FEIA AT L J 7250 150°C, i) [IE304
BhI24/ N 2 A
[0471] -4,

miz4 A=A,

Ar=A; o o o

=t L e SBEEKCNER 4?&@

AN T BERE A
(RH:NJ/ RBa
A-1

) : \ I Ba
e O,
[0472] !
D3-1 Hrh, ZHE#ER
X
D=D;= };‘N N’R1
!

[0473] 7 Yy, X (D th &9 GLADARERD, HZ A Ei e |, nlamd XA- 110
G CLALORERE 250 PLAGD, - 1158 58 — P2 (alkoxytrizolones) 2 [AIfH g &ML
TEIDE SR, A A SCHikUS 20190297887 A K Horb e i — 28 51 FHAG STk Fh Atk i e A il 25 o 53X
D, - 1 e 5 =Ml (alkoxytrizolones) A T[] L k45 ok & 4 Hh 955 % Rl 24 5 US
005606070ALL S HH irsdt—28 51 I SCHRFT AR 77 ik 25 o BRARE S AMBE T , B AR B 1 0E
X Pk (D e E5.

(04741 [N FEAE—ISFIMIAFAE N EATIY IS EANR TR (B0 — &4 . YAk
MR~ 2 - FHEE DY SRR« & s — HIRE DA K — 2 8 W) V57 2 (Bl V2R DL
FAZR) N, N- T FHEE PR N - B fie (9140N - — PR3 Sz DA R 1 - FRE - 2- IERE B i) B2
(BT  CFZ R T 2- PN 2- FROE-2- PO DA M2 - FRE -2- TS S 28 (i)
PAKOK S H TR S BRI A A el 2l (91 40N, N - — FREE FE Al N, N- — FHEE 2 e DA
K1 - FE3L -2 - e i) DA M i S (BTN FRS B A T 2- TN 2- FRRE - 2- TR DL &
2-HHEL-2- 1) N, N- L e DL M2 - FH L -2- T

[0475] B A 112 SON AR A AEANBR T I o s 3 A (0 FR S A L T L T DA
KT BEEN) TV (AU S A B~ S B R BR B « Ik R B TR TR B8 A TR BN Bl R ‘B 1k
R — 2L M A AT DL AW (AN= % N N- " SR SE A BT o BRI 5
IR ER (UNRETR FA s PR IR ZUE1) LA MIR Eh (AR o ik IR BR A S ki ) 5 HL ik
FRER , BRI B Bk IR B DA M Bk e o B R 1k o T T2 SO (R S AR A 57 B FR A E AN PR T
#Efik (palladium-carbon) < JCHUEEER (NELAD) AL S0 (UIBERREE DU (K503
4 (0) (tetrakis (triphenylphosphine)palladium (0)) <X =ZIEEE &b 4R (11) (bis
(triphenylphosphine) palladium (IT)chloride) 1,1 - (—IRILERE) 3L — S0 4AE (11)
(1,1 -bis(diphenylphosphino) phenylpalladium(I1)chloride) VAN = (VIR HILN
fiil) — 41 (0) (tris (dibenzylidene acetone)dipalladium(0))) VAN EEEWEEAXRIGHL
FEEE S R S WSRO (W) =R BB (I MR Sy i = () 3R ALk
FE(ID)) ARMEE T, AnSU AR R EE DY (= 28518 41 (0) A (= 2REERE) SUbsl D) .1,
U - A REERS) ZR3E —SUAR (1) PLM = (TR LA — 48 (0) 2. Al T
e SR FBE A7 ZE S B AR AR T . = (RBHAEE) JB (tris (o-tolyl) phosphine) . =340}
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FEJE (tricyclohexylphosphine) « =4 | ZEBEPUSEINIRES (tri-tert-butylphosphonium
tetrafluoroborate) « (o Ak -2, 1- M AIL) W[ I L] B ((oxydi-2, 1-phenylene)
bisl[dicyclohexyl]phosphine) \4,5- A (W) -9,9- —HESA 4% (4,5-bis
(diphenylphosphino) -9,9-dimethylxanthene) \2- " IR 3LBE-2" - (N, N- — FHIE D) B
K (2-dicyclohexylphosphino-2’ - (N,N-dimethylamino) biphenyl) .2- —¥f -2,
4 6 -=SNIEEK (2-dicyclohexylphosphino-2° ,4’ ,6 -triisopropylbiphenyl) .2-
T ERE-2 .6 - —HAEEB K (2-dicyclohexylphosphino-27 ,6 -
dimethoxybiphenyl) \5- (BUT L) -1 ,37 5" - =283 -1 H-[1,4" JTHEMEmME (5- (di-
tert-butylphosphino) -1" ,3 ,5 -triphenyl-1"H-[1,4" Jbipyrazole) .5- (—ErC IEHEE) -
U ,3 ,5 -=2k3E-1UH-[1,4 1Bcmtms (5- (dicyclohexylphosphino) -1",3 ,5 -
triphenyl-1"H-[1,4 Jbipyrazole) .5-[— (1-gN%d) BE1-1 ,3 ,5 -—=kF-1H-[1,4 ]
e (5- [di (1-adamantyl)phosphinol-1",3 ,5 -triphenyl-1"H-[1,4 ]lbipyrazole) .
2- "I HEBE-2 ,6 - R NFEIEFEIK (2-dicyclohexylphosphino-2" ,6 -
diisopropoxybiphenyl) .2- 40 | 3LBE-2" 47,6 - =S NEFK (2-di-tert-
butylphosphino-2" ,4 ,6 -triisopropylbiphenyl) 2- — 0 | 3&/#k-3,4,5,6-PUHEE-2"
46 -=%NHE-1,1 -FEK (2-di-tert-butylphosphino-3,4,5,6-tetramethyl-2" ,4
6" -triisopropyl-1,1" -biphenyl) \ (2-HA) U T 2emi ((2-biphenylyl) di-tert-
butylphosphine) «2- (AT ) Bk (2- (di-tert-butylphosphino) biphenyl) .2- X
JEEBE-3,4,5,6-DUHIEE-27 (4 6 -=FNE-1,1 -BOK (2-di-tert-butylphosphino-3,
4,5,6-tetramethyl-2’ ,4 ,6 -triisopropyl-1,1 -biphenyl) 1,1 - —j%&k- W (—IKHE
fi#) (1,1 -ferrocenediyl-bis (diphenylphosphine)) 2- kT 3&EE-2" -FHEROK (2-di -
tert-butylphosphino-2’ -methylbiphenyl) .2-H3&-2" - — IR FEBEECK (2-methyl1-2 -
dicyclohexylphosphinobiphenyl) < [1,1 -BEA]-3-fisifig ([1,1” -biphenyl]-3-sulfonic
acid) <2 - ("I HLER) -2,6- —HSAFL-90EL (27 - (dicyclohexylphosphino) -2, 6-
dimethoxy-sodium salt) . BAEMIBCA I FE2- (T BB BEKE (2- (di-tert-
butylphosphino) biphenyl) \5- (U T £ -1° ,3" 5 -=KFL-1 H-[1,4" JIBIme (5-
(di-tert-butylphosphino) -1’ ,3 ,5 -triphenyl-1 H-[1,4 ]bipyrazole) .5- (_IfC &
W -1 ,3 ,5 -=2kFE-1 H-[1,4 TEcEM (5- (dicyclohexylphosphino) -17 ,3" ,5 -
triphenyl-1"H-[1,4 Jbipyrazole) .5-[ — (1-gW%d) BE1-1 ,3 ,5 -—=kF:-1H-[1,4 ]
e (5- [di (1-adamantyl)phosphinol-1",3 ,5 -triphenyl-1"H-[1,4 ]lbipyrazole) .
1,0 - k- (CRENES) (1,1 -ferrocenediyl-bis (diphenylphosphine)) VA 4,5-A
(T oRELEE) -9,9- —HHIE4E 245 (4,5-bis (diphenylphosphino) -9,9-dimethylxanthene) .
ZI N ATPAAE0- 200 C I BEYERI N HE T, o250~ 150°C , 782N TR 303 B 2 24/ N 2
[F] o

[0476]  {jiFi-5:
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- Aq=A
P iizs -t N
| A g = 4 N_ A3 R®
N /AR TER-NHEEE ( AN g (RYp.2
RY—a— RS L i .
[0477]  02Rsy7 | 27N .
Hep, ZHEER Hep, ZAHE#ER
RB
I RS
D=D,= %ﬂg‘rm D=D,= %—%:}Y]M
NR

R’=H

[0478]  f¥ A—Eetkaefiirh, 2 (D (b & GLhDIRFED, 2o B HRMR S0 |, vl
PN (1) el N- (G0 5B N-TAL N N-1 A DA SN - B A SR, 7E LT %
3 CNH) (B REEE AT AR T (D) A& GLhDREED, 2o B HRTR FH—s
IHHEBRED , A MR-G5 EEan Sk BirfiiaR , 9l anEuropean Journal of Medicinal
Chemistry 2017,126,225-245.0rg.Lett.2015,17,12,3166-3169.Tetrahedron Letters
56 (2015) 7056-7058 Eur.J.0rg.Chem.2012,20,3737-3741VL & PCT L F| AN TH5
W02019150219VA M st —28 5| R SR BRI 53 AN, 2522 S e A ik

[0479]  JfiFE-6:

miz6

&
A=A, R
—5

N= ) i
;:}fé{i,}a_a

AG
wok ) - e .
85 = 2 °

ﬂ{y (conditions) AN N/ [R']N
A=Az A=Az Rt {R!G:-‘L\l;. =
£ g ‘z:“’ gk “sb, ZhEER
r r
: "'Ju i LN Wil .
[0480] Hrns/j/ ey 0= 0,= 8=
W Az NR?
imﬂﬂ: MR Stoh + vo0
}usu l TRz
Ay=A; JRE N A":A_'.Z D
A =
= | <
N :}K(R{: NCS, R'NH, AL N /& * {R“}n.z
WY Tk
2 76, Z A5
Hd, ZHEER
RE
D=D;= —E—% =;:Y]n.|
Hr: v=NH

[0481] {15 — MR SREEIH, 7T PANA -3 AT 46, Ak B SCik Fr R i e (41
UNEuropean Journal of Medicinal Chemistry 2017,126,225-245P4 M, Chem.Commun. ,
2017,53,348-35110 M Horpage—2 5| I SCHR) |, il & i = (D PRI & A S AR (L
HhDAZED, 2 B HRT 1 F R SO, IAEABR T AR (sulfoximines) (AT
Wiz (sulfilimines) DL NAEEE — I % (sulfondiimides) of&RAER NI, 247 B E AN
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R A ) REET T LA A - 3T 7 Jie ik HH I e e — T S A
K (diacetoxyiodobenzene) [IAEAE N 4AHI S (Blan, =M Angew.Chem. Int .Ed.2016,55,
7203-7207) . TR0, BTG I (1) 12 Tt I RRISE T 1 (1) F0 e 5 O, 5
Chen. Rev. 1977, 77,409-435) . 53— 5T , % (1) (L ITT Hi (A-3) (9 Hiiit s
SEHLMERAL RS, 4n0- GY=HIREEREED) 3% (0- (mesitylsulfonyl) hydroxylamine,MSH)
0- (2,4- —RYERIL) B2 (0- (2,4-dinitrophenyl) hydroxylamine,DPH) , ¥ HE SR
WIS T, Bl diAngew. Chem. Int .Ed. 2012, 51, 4440-4443 J Hhdb—25 51 FI Sk - 58
(T) PRSI A e 0 et Pl 5 (A - 4) Bt A0 P 2l o I A 1) 25, 5 2 = ) i A A i 222
(Burgess-type) &7, 20k P A , 9 0Adyv . Catal . 2013, 355,3363-3368 M Hrhgk—2F
SRR, Bcb) 7857 LA A D B MR 254, B A EANPR 170 - (8 = FHOR T I
HL) #2 e (MSH) 580~ (2,4~ —WYHEZEEL) ¥ (DPH) ) , 4 Sk b vk , 491 41 7EChem . Commun.
2014,50,9687-9689 M Hrhdt—22 5[ FIRISCikrh iR « X (D) BRI e n] DAk PRy
AR a) LRI A - 31 B , Sk TR , 17 Chem . Ber . 1984, 117, 2779-
2784 J FHorht—25 51 ISk, slcb) ansciikb Ak it =X (1) BRI i 1R B 44 , 49 e
Angew.Chem.Int.Ed.2012,51,4440-4443 K Hrhb—25 5] FHROSC , ske) {6 FAIN- S00R FA
RIS & 7 N W Sl T a0 A 7 v e i A0 7 A (R ™/ N £ D e N 7
Angew.Chem. Int.Ed.2012,51,4440-4443 } Forpdb—2 51 RO SCik .

[0482]  ARIEALIIREE , 20A- 3t & CROh T A BUREE DRI T E SO |, 7 AT e
8 U AR 9k S AT FH i A TR 5 TR 25 o RGR PRI AR 0 T 7is s 2R 1T, AN A TN AN N i
B PR A - 3 S WTE L

[0483]  JiifE-T7:

A-‘:Az iﬁf.*g7 A1:ALSRE
N= QLG RSSH s K
[0484] N TNw &R HELC-STBA XN R,
A o2 i 8a
(Ra)__%/j REa - (R As 7 R
02 8. . ol

[0485]  ARJEIFAET, HHCA- 3AT RSP T LAl i PCT 2 R A JT-5W02020257145 M H:
hitE—25 51 IR STk P AT (0 30A - L A B RROSHI B 2 TR S5 B R Ak i C-
SYBLIRE 57 H1 PPRCSHIEY R T M b 575 BT S B0, 4 25 A, A A oA oA
R* RO REPA SR [ 38 SCAN F TR LGRS B, npd s KRR £

[0486]  C- SHBIPRIT)—MRANRE  1Z SNl B A — I AIAFAE |, 1, k2R (dn — 8%k Y
SRR 2- B 3 - PUSUNENRg L B — FHEK (methylene glycol dimethyl ether) N %
T Wik (diethylene glycol dimethyl ether)) .5 &2 (WK R M — HIZK) N-ifi
(4AN, N- = FH FE g frie N - FHEL P e S 1 - HHBRE - 2- MU RS ) P22l (an A S S TR
TRE2- I 2- FHEL-2- P A 2- IR -2- TR) WIS 28 (N is) BoKEHHR &9 - BUERITE
FIE AL (AN, N- Z HI B DN, N - FHE 2 B i M 1 - FE G - 2 - MR G i) A R O 2 48
(AR R J HAZR) 5 AN N- R R e K FROR SR R (R 1) o R SN A — BRI AR AT
BEAT e FEABRT-DA N s mbe e B (TR R0 U T BB SO T B
TCATURRR (AN Z S~ S S B S BT B kT 1 kT s AP ) AT P A — S S
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B0 AU (=N N- R N G M E) BRI L5 < SRt A e (e
REAM SRR T R B AU T e DA MR R CANFRER B TR B DA S Ik 68 5 L FR kIR
Eh WImRERHE) M4 Jme A ) (U T B Ao T B0 S SRR AT T2 SO R [
WL AR 28 6% (palladium-carbon) < JCHEER (NEEE) ANAEEE P QN
PR DU (R 48 (0) (tetrakis (triphenylphosphine)palladium(0)) W = KELME—
L5 (IT) (bis (triphenylphosphine) palladium (IT)chloride) < 1,1 - (T 2RIEEE) 7K
FETSUREE (IT) (1,1 -bis (diphenylphosphino) phenylpalladium (IT)chloride) VA =
(AP ISR L) — 4 (0) (tris(dibenzylidene acetone)dipalladium(0))) A NS
Wil e A HLE S (AR S WSRO () — R (1) KR Sy —
(L1 IR A BEEE (T1)) 0L, NS SRR DY (CRALRE) 48 (0) B (=R
[ S (TD) 1,17 -8 (CREL ) R Gl b s (TT) WA R = (A 3% FE L AT ) — 4
(0) S AN o FT FHT e SON (e 7 B S B B AR AE AN PR -« = (R HHORED) Bk (tris (o-tolyl)
phosphine) « =¥AC 3% (tricyclohexylphosphine) « =40 | FEaEVU FMIER EE (tri-tert-
butylphosphonium tetrafluoroborate) . (ffifddL -2, 1- Mz 3E) W[ IR 3L ] s
((oxydi-2,1-phenylene) bis[dicyclohexyl]phosphine) .4,5- A (—FLfE) -9,9- — L
ALY (4,5-bis (diphenylphosphino) -9,9-dimethylxanthene) «2- —FAC3EFE-27 - (N,N-
T L) BEOK (2-dicycelohexylphosphino-2' - (N,N-dimethylamino) biphenyl) .2- —.
RO RERE-2" .47 ,6 - NEK (2-dicyclohexylphosphino-2" ,4" ,6° -
triisopropylbiphenyl)  2- 3 &EBE-2" ,6" - —H R ILFEK (2-
dicyclohexylphosphino-2’ ,6 -dimethoxybiphenyl) 5- (AU T J&fi) -1 ,3 ,5 -=K
JE-1U H-[1,4 JHenEme (5- (di-tert-butylphosphino) -1° ,3 ,5 -triphenyl-1"H-[1,4" ]
bipyrazole) 5- ("I AW -1 ,3 ,5° -=RKIFE-1"H-[1,4" JTHemEm: (5-
(dicyclohexylphosphino) -1" ,3 ,5 -triphenyl-1"H-[1,4 Jbipyrazole)  5-[— (1-4N|
Bo) -1 3,5 - =KL H-[1,4° e (5- [di (1-adamantyl) phosphino]-1",3",
5 -triphenyl-1"H-[1,4" lbipyrazole) .2- ¥ 3EfiE-2" ,6 - — SNSRI (2-
dicyclohexylphosphino-2’ ,6 -diisopropoxybiphenyl) .2- kT 3E[BE-2" 4,6 -=%
NFEEROK (2-di-tert-butylphosphino-2’ ,4" ,6 -triisopropylbiphenyl) .2- kU] 3t
f-3,4,5,6-PUHIE-2 4 6 -=%AN3k-1,1 -FEK (2-di-tert-butylphosphino-3,4,5,
6-tetramethyl-2" ,4 ,6 -triisopropyl-1,1" -biphenyl) . (2-FtZx) — R T FEmk ((2-
biphenylyl)di-tert-butylphosphine) . 2- (AT FBE) B (2- (di-tert-
butylphosphino) biphenyl) <2- — 4 ] J&fif-3,4,5,6-PUHIE-2° 4 6 -=NHE-1,1 -
K (2-di-tert-butylphosphino-3,4,5,6-tetramethyl-2’ ,4 ,6 -triisopropyl-1,1 -

biphenyl) 1,1 - /- W (—xKIFERE) (1,1 -ferrocenediyl-bis
(diphenylphosphine)) +2- A ] JEf-2" -HHIEEE K (2-di-tert-butylphosphino-2 -
methylbiphenyl)  2-HHE-2" - 3 2B K (2-methyl-2" -

dicyclohexylphosphinobiphenyl) < [1,1 -BEA]-3-fisifig ([1,1” -biphenyl]-3-sulfonic
acid) <2 - ("I HELER) -2,6- —HSAFL-90EL (27 - (dicyclohexylphosphino) -2, 6-
dimethoxy-sodium salt) . BAEMBCA I FE2- (8T E B B (2- (di-tert-
butylphosphino) biphenyl) \5- (T AUT 3LM) -17,3" ,5 -=2KF-1"H-[1,4" JTHEIEME (5-
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(di-tert-butylphosphino) -1’ ,3 ,5 -triphenyl-1 H-[1,4 ]bipyrazole) .5- (_IfC3E
) -1 ,3 ,5 -=2KkFE-1"H-[1,4 JECEM (5- (dicyclohexylphosphino) -17 ,3" ,5 -
triphenyl-1"H-[1,4 Jbipyrazole) .5-[— (1-gW%d) BE1-1 ,3 ,5 -=kF:-1H-[1,4 ]
e (5- [di (1-adamantyl)phosphinol-1",3 ,5 -triphenyl-1"H-[1,4 ]bipyrazole) .
1,1 - k- (CRENES) (1,1 -ferrocenediyl-bis (diphenylphosphine)) VA 4,5-A
(T oRELEE) -9,9- —HHIL4E 4B (4,5-bis (diphenylphosphino) -9,9-dimethylxanthene) .
ZJ N AT PAAEO-200°C BBl N 2 T, 250~ 150°C , FFEEI [RIAE 3043 #h 2 24/ N 2
[A] o

fo4s7) -8

s imiz8 I
we{ P RESM N= ?R
[0488] A 2 K{R.]” = RHELCSRAE N,
{"Hﬁtj Rba {R’):ﬁ‘;J/ R
2N A A3

[0489]  A[EARHE, th AT DAUNIAFES FR AT IR 1 , A I3k “C- SRR — B, fill 25 20A -
3L A LI 1 B ROSMIR i 24 4 SR B 2k AT DL B A - 3 &5, InPCT 4 R AT
5020202571451 (4 STk & At —25 51 IR ST R « 401 5B ROSMI 4 B Rl 26 (EL
HMAT DU AHABR T8N E B, rTRAMTTI F 3R A5, th ] LA P HIL A T AL 3R R O fit
B AR B A 5o SR B A VT, B AT REA WA, A A AR RORP LR PR SE S E LG
— AR, WK ok AR L

[0490]  JmfE-9:

mizo

=Rz
SiZipr
'PrsSiSH j—\’?{iﬁ
SRELCSHE —“/j/

Bz -A \\_ﬁﬂﬁﬂcﬂ R
W, F-kE
ArA A=Ay
LG NayS o
[0491] N?}\{/\ 2 \)S;\ZSH N=
| A SR AL C-SImEE ﬁﬁﬁﬂ:ﬁﬂ b A3
N e =N
L . 3 __l Ba
(R~ A 2 :1 Hiz-8 R’)—-H; Lo ' : 3
% o
\'\ ROJ\/\
N
.\\ S LC-SERE f\)kon
/ r RY.,
wizc
tRS)‘ _U'

[0492]  FEACK IR S5 — sttt 0A- S{JCACF@ (Hqﬂﬁﬁﬁﬂﬂﬁﬁéﬁﬂﬁﬁﬁﬁiw LIz e
TREOPIT AR E AT A 26 o 30A- LI E W AT A — B SRR (1 — 3 N BLREGTRER) 17
FE N AR E SRR C- SIRIR I — AR T, JE T SR AL C - SIS, 7521 0A- 611
TAESE AP (- A) o 85, APCT L R A JT5W02020257 145 HR ¥ SCRR & HHpadk—28 5[]
O SCHR A BTk , a5 P A T PO, (AP ELANPR TR B9 AR B R 50) ke 5 e A ik
(A EANER T2 ) LARGEORIR (N st (B EANPR T 8 st
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B sl IR 2 - S U SR A 1 i) (9 A EASBR T PY FR R G b e DU L SR e
PTG ) |, AR RA - 6B AL S PR P71 45 21 2RA - T S o RA - TR AR ]
PAGE IR R T, 2- & Rl (B 42-Bs B4, 2 DlSynlett 2017;28(17)2272-2276 & Ho
gE 22 5 ISR |, mat 5A - 1S K g sl (Nay,S . 9H,0) 2 TR <5 JE fr (ARG S
Ao A-THIBRE T DAE A1 I L BRI K A& I RROX I B e i A M7 AE R i
BB IF R A - 3L B ROX I Be BE s AL mT DA T T _E 34T« AT 4R, 4iPCT 4
PNFEW02011087712 . PCTE F] A H5W02004087156 M Horhigk—25 5| K SCHk A , :0A-6
(TREELAL AT AR I Y 1 (B9 F5 B2k 5k = 38 0 s RO FR R SR A7 AE 1,
i FHAE 24 <5 JE i e C - CR2 SUAMIBE SO 2541, 14321 5RA - 3T 51 A, XA - LI ST LA
AR A SR G REAAE IS DL N 3T w1 C- ST BN , 15 215K
A-Taffm e (B4 -C) GLHRIERLERD) « It 2P i — Bl IR R S (retro-
Micheal reaction) ,Ar=A:li v & Emit?n, 40J . Med.Chem.2020,63,2308-2324 M AR 5|
RISk RTIR , X G TR AR A AT DA S0E Y IR b A A T 8 S - B 3500 SR DAGRAS
FRRA- 3B BRIAE S A UL, 2 A2 T E S Rk e AR X - AR B A2, 1 &2 . =
TR L FH R £h el ORI 26

[0493]  JRifE-10:

210
A=A,
— LG
A=A, N=—
—LG / :&(
— N_/ (RS
rfq ) }a/\ . NCS ‘.'.‘“ X jﬁ ( )n-z
A — . ( }0-2 (R 30_2 A,,_N/ “
(RG)M R,‘ — R
N A-1 A-1
R = H Ré=Cl
[0494]
NIS
A=A,
A=A, n= ‘G
N= ?(”’ SBRELRAIEE P R@(R.)
N_/ANRY R*B(OH); A .
AG TS RY—a; _ R
{Rﬁ 1l P | 0-2 ’-N

*27N A1 A1

R!a=| R8a= .t}%-'[:%

[0495]  ARAEFAR L0, AR AR AL T —FheE A - LI FR LI PR OR AR T MEC - HET B
7 i PR R AR S 2 FLAI AT FE A A e H A LA 2 o 70N - SR FAE L e (N~
Chlorosuccinimide,NCS) [RIFF(E T, A~ AT DABEFEMEHBAE o O IR LA TR B
TERGRA- LA GLrpikme -RPAREECT) o AN, A- 1RO FOR AR FT DA A 201 25
PR b BAY T, TEN- R FA R A7 AE T 1A T2 LRI , SR IS 77 45 Bt SEE0IRR (e
ARB(ON) , 27) F214E 1, 24 T4 R A AL A0 AR R (Suzuki coupling reaction) ,JE
A - LA QL rpitkme - RO AR ki 3k OISR bC - HITBEAL I e M, 2 0«
Org.Biomol.Chem.,2022,20,7746)) .
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[0496] i1

A=A, OH
A=A, Mg :
— —LG ?u_,.- % 0
M(CO), N R
04971 N/ A (RY,, fich, mad AN |
Ba
/j/ R“ (R’}“‘_‘A”'N P R
’ A-2

[0498]  {EARSEIRAELLIY %*%B&W W AR IR AL T —Fhifi 25 KA - 20 51 CROrp A Y
FRELE SCAIRT) (5 125 o RA- LI A LA WA, WA A AL RO GRP R AT b3 X
A X HLORAR B 2 CREERT 3R) ), P IRPCT L A A TTHS5W0 2016144351 & Horpidf—2
51 ISR R AT R SRR e A DR A - 20 FRTR o 71 I SR HRAE S “COSRI” 1) <5 JeB /< e Bkade
FEAER T/ SRR A S SRS o SN B AAAE BT izt B EAR T8 )8
A N e SRS AT B EBRIR R (9] Qe kR B IR ) AL
gk (Bl = Fe e N, N- N EEC R 1, 8- R IA[5. 4. 0] Mk -7- 445 (1, 8-
diazabicyclo[5.4.0]undec-7-ene) ; HNLIE B0 N, N- SRR E DL M1, 8- %44
TER[5.4.0]F—p-T-4 (1,8-diazabicyclo[5.4.0]undec-7-ene) ) JHAEI AR 1] PAAL
AR BB e A 551 G4 , BN T A LRSS (B0 58 P S Re o () —2K
FEREAE (TT) - —-p- SR AL [2- O 2- FHELRED) e ] K 3L ] — 4 (trans-di-p-
acetatobis[2-[bis (2-methylphenyl) phosphinolbenzyl]dipalladium) X &Pkt
(W) IR B (1)) o P2 S N R B S 1) S B2 13 (EAS PR - DU SRR = T
B o 12 SN AE0- 200 C IR B YEBIN BT , i i 5250~ 180°C , F 4L R 423043 B 2124
/NI 2 TR] o 12 SN T DA B I i i 254 N AT
[0499]  JmifE-12:
g2

22 NH,
4
R Lj/ A=A,
( QD-ZAS, = ;LG
O- R®® 0. _R®® N N=— 3{<
I A
B-1 3 8
LG! N, E B LY Ny \"“A;; AT N/ (R)D_z
| —LG - (Rd‘l 1 Rsa

A - H;1 A>’< Hm2 o2 A, 2
[0500] E-1 0-2 A1

I ]\ Cul, Et;N
3Jo zA:j/ S Az W azm
\ A1

” As/;j/ c-2

[0501]  ARIEARAEL2 AL BIHRME T —FMGRE - LIS AOZE FIRE (HLrPiA A, A, RTZR™
I e SO H#5 A - LA T 2 . LG S L6 R B 250k e g pd IR R o 0B - THO3E Y
IR 2R S i DA SR AZ A AL O LB B EAE B AR =i s N oz iU
ML AR RC- 1Ry 3k 2 . B A C- 10 S Rk AU vl it — 22 5 UB- 1 4 5 S i
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GHrbA A R0 b5 SO KR TR RO IRl FAE il B 3 TR A M M3 BT
TCA- LIRDBERT=H (1401, 25 WPCT 4 R A HH5W02016144351) o SR 117, AREFEM 5, 1
AL (in sitw) PMETT I AT RE ST RAINOBRAR o X AN A] R, AT S — AP i
B (A BT 3 S 5 TSR FRME.C- 2, ik Chem . Commun . , 2011,47,10133-10135 & i
SUHSCHk CEEE3) o

[0502]  jfifE-13:

#i213
(r9

5
AN NH, " fl\z A=A,
[0503] Oy R™ (R;)jj/ RWN gt yio
LG! 02 As. 7 f K 8
XA N N L6 opiimay N V4 (R%),,
| Be B-1 3 ™ FZLERELY A,
Ay );< ®1 5 2 Ky N R
A 5‘N FIR2 0-2 s.N

- c-3 A-1
[0504]  A]EEACHE, ZUA- LI AW PR BRI L3FR BT 1 7 72 % o B 5 E - LI 2 U R
RS (LA, A A, REBR™ 0 18 SCHLG M LG R — B 250k (et KAL) ) S5 B-
V2R TS e R CREr A A MR 158 SO A ZE B min R SR M C - BHRAIE I » 7.C- 361
AL SEAZ AL LE S AR B A= sk &, rTPA e 70 - TR SO
SRIE BEATIE 2 10 2K 50 N IR OB, 753 2 20A - TR ROA =) (B4, 2 WPCT & F) A5
W02016144351) .

[0505]  JjifE-14:

&

g4
(R%),, LG
A = NH2 A ‘\Az AizAg
0. R% (RY u® I —5LG
[0506] oahs RWA, N= IK
0N N/ T3(RE
? | \“&LG B-1 X N NO, P(OEt), AT ( )n-z
A = Ay _— I 8a
‘~A’§< HW) (R9~ A‘:j/ sma RigA; R
E-2 ( Rs)u-z N c-4 N A1

[0507]  AJEARHD, A - 1A & Wy TR BRI R LA R AR T )45 o RE - 200038 2 28 BRI
2- TYILIE IS (HErhA, A, ASRPER™ 0 1 30 AT 5 RB- TAIZRERNE (Hirba WA KR b3
SO SN VAT RO C - 4o PRI, A7 85— SN P8R 7 1 B R (TTT) 1711 (50 20l it —.
CBE) AFAE T AE il P TR F IR, AT AR 2 50A - LI RERME 59 (40, 2 WSS 4 F
ANTT5US2019029788) o A7 J LA ] B RIFA IR EME 5 1k rT ek ¢, HF Al #%0rg . Le t t. 2014,
16,3114 -3117 K H i1 5| RSk A ik 51t o

[0508]  7E—ShEBIrh , A L ISR —FPE rhD D, 13X (D) (b Sl & 07 s, B ads b
PR

[05091  i.DA—3X(D,-1) sk O, D EME—X Q- D SR R Hdzh—Eaest
fh— (D 5
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A=Az

Sz
N= g
\ \s<f
A=A, B A (R, ,
4
NH "Rﬁ 1 R!l
g }‘(=<R‘] m/\/ - ""\)J\"/R' SR '
L
[0510] AL N o R N={_ step, e
®hzas, 2 :1 D41 =i j\
- T Dy-1
i D= %—N s ¥),. -N ~R
Dy 4<o—~R3

D4

[0511]  Hi&
0512 . PA—3k 0,-1) 3k O0,- D) (A 57 (A-2) (AR LT3 RIS 2 —-C (=
0) - B —3 (D L5 1;
A=A, j\ AN I?\{ (R,
o S Ay Ve B
ﬂ}%m + ["n, RS £ N—( 3‘E_—w 1

[0513] o—R? £, Zx oo o

o D= N= :‘ mm N/]:L&w
[0514] LG A WA, Ay A A RRE GRS R R RO SR 52 SCH BB AR
[0515] i’”% SEEI, AL IR AE—RN DD, 05 (D (L A H & o 1k, g
PR

(05161 i.DL—AR°SHIL &S —X (A1) (& RN A 81 rh 22— P B i — X (A
3) LEWD;

A1:A2
A=A, SRS

:’: // ;‘43<(R3]

—‘LG
p= RéSH
[0517] K R 0-2
/j/ 02 [R I RS2
As.
As ~ N

0-2
A-3

[os18] i A HEIE E’]W%XUM&A&EE/F i 0- A RNI- B2 R 25X (A-3) (L S ety
— D EEY,

A=Ay

/z—.
A=y N— D
;SRE | A
= W N TANRY
h'll ) —As (R®) NH-T¢ 5% B I % A4 o - 02
R
5197 (R As 7 02 '
e Hrh, ZAHER
RE
D= Dy = —+£-$=(Vos
NR’
Ho - v=0
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[0520] s, Ak BHER e —FL D oADMK (D (L &%, BB B i v PAan A
R — PRI T

[0521]  ii. G @A DA SRR R 1 0 - LA K NH- F5 72 4% 50 (A-3) (b Sty
—X M tkEw,

A=A, o
A,-A,

5D
;SRG - \A<
N=— Y/ ol | ¥
ﬁj*% RY NH- T & Bt 7 i ﬁ‘/j/ ?ﬁi ( )o-z
/j/ R :o-z As —

Il Raa N
[0522] R)—=a '
Hrp, ZAHEEHE

RS
D=D,= %é:mm
NR?
Hdr»v¥=0
[0523]  fr—sfiE i, Ak BHER e —FL D oD, W= (D (b &%, BB B in] PAan A
RIS T

[05241 i1 . FH—G b e e s —20 (A-3) S i8] —30 (A-4) (b 59, ik
— M A& R RCR IR B s T A s o =X (D 545

Ai=A;
LYELT A':A?—E‘ Nj;\z( Rg}
L SH ey
e N S andia® ®
ﬂ‘/—T 8 . I {RH/J/ RI lfﬁﬁ
RA R TN Ad TRt Hep, Z)JE_&SE
[0525] N A3 RE
D= D= ~—$=(V)o.
NR?
s34+ ¥-0
mHE

[0526]  ii.F|H—AEE KRR AL G 30 (A-3) AP T e e T 21 5 (A-
5a)
[0527] L&y, Hpadt—2 R Hl—&dEny s Al A e o = (D (b 59

A=A
e 1— ZZ“_D
_5 A=Ay | | A
N/ (RS
E \/a< TR j" \(an af - ‘ﬁ‘/ﬁ/ ke s
X N uzAs‘N/
[0528] (& [R?—”E‘/j/ o —
0z As, = R .
" o A%a '35
D= D= ~§-§=(V)s
NR7
e, Y=0

(05291 Horp LOARGE—BERFEHA A, A A AR R RTRTAMR™ R E SO AR 25k 1
GETR
[0530] B (i1) (B S 11 H,0, 3,0, \FeCl, (AL 3,0, S (L HIRR
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(Cerium molybdenum oxide) (fEf¥5fl) sH,0, =3 R (Trifluoromethanesulfonic
acid) VESIZHN (Sodium tungsten oxide (Na,WO,)) ; [H] 5zl S8 A HR (m-Chloroperbenzoic
acid) ; 1IN (Sodium periodate) ; — LFRHLIK (phenyliodine (ITI)diacetate
(PIDA) ) ; EhR sk B IR « 1 A A T A O IR (Peracetic acid) ; =R B HAL A
(Triphenylmethyl hydroperoxide) «fE{t 7 : W (L BEARER) — 550 (Bis
(acetylacetonato) dioxomolybdenum) ;H,0,PURILE AL H (PB-7-23-111" 17 2) - K& 1if
SR T AL EHIH- P48 (Tetraphenylphosphonium bromide (PB-7-23-111" 1" 2) -
DiaquaoxodiperoxymolybdenumlH-Imidazolium) «1,3- A [(1S) -1-&-2-FHILNE] - (1, 3-
bis[(1S) -1-carboxy-2-methylpropyl]-) -WN#k (inner salt) ;2- (1-AHid %A -1-HHE L)
g (2- (1-Hydroperoxy-1-methylethyl) furan) HELF AR OB (Diethyl
tartrate) \JPNEZEK (Titanium isopropoxide) ;H,0, L] : AL 4H (Tantalum
pentachloride) ; i %84 ] i (tert-Butyl hydroperoxide) ; 58, L5 S % A
ST PUSAIER U AY (Nitrosonium tetrafluoroborate) ;YR LA | fig (tert-Butyl
hypochlorite) ; =HILGAEEST (Chlorotrimethylsilane) JH,0,; P8 | BL AR &%
(Tetrabutylammonium nitrate) 7. A IR DU Fk 30 (= 5L Jgk) H #h
(tetracarbonylbis (triphenylphosphine)Molybdenum) ;5 #H,0, b4 (ZrCl) .

[0531] PRI 1RGN RIS O e 2 -

[0532] AL HTR 5% (Ammonium carbamate) ; K%L (Sodium azide) HRIR 255

i NH,OTS
O)LO’ . FeS0, %P —%3E (phenanthroline) LA &MeCN (0.4mL) ;1% %L 54

(Sodium azide) R s =2 il MgODL BRh, (OAc) ,PhI (0Ac) ,;0- (K= FIARHAL)
217 (0- (mesitylsul fonyl) hydroxylamine) ;Ph-T1=N-Ts (Ts=HIZKEL L) ;Ph-T=N-
Ns (Ns =N-Be LRSI s Ph-1=N-Ses (2- (= HFIEAELEL) ORAEEL) ; 5iRh, (esp) ,
PAKO- (2,4- AR FhkhL .

[0533]  fF—sfitafilrh , 2% A A 7 S BRI SO A5 T % (one pot) W k&
115325 RN A Bl

(05341 fF—SE i , 12 S S RURIR O A AT LB sl 5 (0 ]

[0535]  Jodiiih—P IR , T B E A ol T A R SR PN 25 10 i S R &ie rh B A
RIS # AT AR e 0 R A& o

[0536] {2520l

[0537] DL R SRk 1 il e A B S 7 S5 i BABR T, O B s R B
NI TA R T AR R AR

[0538]  SCHGRAE:

(05391 s3] ; SN Ak ((2- (MBI -5-8) - 2H- 5|k - 5-50) Vet (3,3, 3- =4 N 3E) -A°-
i oe i (isopropyl ((2- (pyrimidin-5-y1) -2H-indazol-5-y1) imino) (3,3,3-
trifluoropropyl) -A°-sulfanone) 101[(J4 K
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Pd(dba);

Br CF; Xantphos ;q NS CF,
[0540] ﬁ + HN S el (N}N\JCLN S
'\i"j _{seco 3 _<s<~0

N 120 °C 101
Mw

[0541]  5-J-2- (MERE-5-5L) -2H- 5 (5-bromo-2- (pyrimidin-5-y1) -2H-indazole)
(0.25g,0.909mmol) I itk (N 3L) (3,3,3- =5 AL -0 -k (imino (isopropyl)
(3,3,3-trifluoropropyl) -A%-sul fanone) (0.185g,0.909mmo1) [{JFFZ& (5mL) ¥A9%, DL =
(O ZE L) 5 (0) (tris (dibenzylideneacetone)dipalladium(0)) (Pd, (dba) )
(0.042g,0.045mmol) 4,5- M (ZRELE) -9,9- “H RSB (9,9-dimethyl-9H-
xanthene-4,5-diyl) bis (diphenylphosphane)) (Xantphos) (0.053g,0.091mmol) A | K%
£ (NaOtBu) (0.087g,0.909mmol) AR, H-T-120°C Al e 5 (MW) FEER 1/NI o SR 58K
J& , ROV G I IK (10mL) 7K FHPA R G (2 X 25mL) 2B A A HLZELAIL/K
BRI s e 2 10 73 2 R TR 1 o 12 F8 P VA SR 28 28 e 38GRAH EE AT (HPLC) i
b BB JE I« 1OmMB R B2 /KRR : S, 119 1220: 100) {5 2 A fR i = e 5k ((2- (3
WE -5-J5) - 2H- 15| W - 5-35) WE L) (3,3, 3- =J N HE) -A°- TRk (isopropyl ((2-
(pyrimidin-5-y1) -2H-indazol-5-y1) imino) (3,3,3-trifluoropropyl) -A%-sulfanone)
101 (209mg,0.526mmol , f=2:58%)
[0542] 1 ARATFIORERIEM S WA S BTt 1 A i A 6 S5 5 T4
[0543] &7 W HREE S KU, L ILAIRERHE (Cs,CO,) sk IR PR (K,PO,) HAGIL T B
SHBIFIEE R,

Z~zZ
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[0544]

wem

HEMBTK

Pk &

s
1

(2 (L -3 -2 )-2 H- M -
5-3) WV i 3 )-0°- B e i
(dimethyl((2-(pyridin-3-yl)-2H-
indazol-5-yl)imino)-A°-sulfanone)

TH-NMR (400 MHz, DMSO-d6) 5 9.27 (d, ] = 2.2
Hz, 1H), 8.93 (d, J = 0.7 Hz, 1H), 8.60 (dd, ] = 4.8,
1.3 Hz, 1H), 8.41 (dq, ] = 8.3, 1.4 Hz, 1H), 7.62-7.57
(m, 2H), 7.16 (q, J = 1.0 Hz, 1H), 6.97 (dd, J = 9.2,
2.1 Hz, 1H), 3.23 (s, 6H); ESI MS (m/z): 286.95
[M+1].

2 | ZE(FIE)Q-(IhE-3-3E)-2H- | IH-NMR (400 MHz, DMSO-d6) 5 9.27 (d, J = 2.1
0| A 55 W e S )-AS- Wi e | Hz, 1H), 8.92(d, J = 0.9 Hz, 1H), 8.60 (dd, J = 4.7,
(ethyl(methyl)((2-(pyridin-3-yl)- 1.4 Hz, 1H), 8.41 (dq, ] = 8.3, 1.4 Hz, 1H), 7.62-7.56
2H-indazoI-S-yl)imino)-lé- (m, 2H), 7.17 (q, ] = 0.9 Hz, 1H), 6.98 (dd, J = 9.2,
sylfanans) 2.1 Hz, 1H), 3.37 (q, ] = 7.3 Hz, 2H), 3.12 (s, 3H),

1.29 (t,J = 7.3 Hz, 3H); ESI MS (m/z): 300.9 [M+1].

3| 2 E(Q-(WE-3-JE)2H-H[i- | TH-NMR (400 MHz, DMSO-d6) 5 9.26 (d, J = 2.8
5-F)F e 3y F e i Hz, 1H), 8.91 (d, J = 0.9 Hz, 1H), 8.60 (dd, J = 4.7,
(diethyl((2-(pyridin-3-yl)-2H- 1.4 Hz, 1H), 8.41 (dq, ] = 8.4, 1.3 Hz, 1H), 7.61
indazol-5-yl}in‘lin0)-kﬁ-sulfanone) (ddd, J.= 8.3,4.7,0.7 Hz, 1H), 7.56 (dt, ] =9.2, 0.9

Hz, 1H), 7.17 (g, J = 0.9 Hz, 1H), 7.00 (dd, ] = 9.2,
2.1 Hz, 1H), 3.34 (s, 2H), 3.29 (d, J = 7.3 Hz, 2H),
1.26 (t, 1 = 7.3 Hz, 6H); ESI MS (m/z): 314.9 [M+1].

4| 1((2-(HEWe-3-J%)2H-|#-5-JE%) | IH-NMR (400 MHz, DMSO-d6) 3 9.27 (d, J = 2.8
W fig ) P - 1 H-25-mEmwy 144 | Hz, 1H), 8.94 (d, J = 0.9 Hz, 1H), 8.60 (dd, J = 4.6,
1 (G (@-Gyridin 3-yD-20- | 00 B D 698 (@ 1= 95,
indazol-3-yl)imino)-Asulfanone) | » 71y 11 3412335 (m, 2H), 3.27-3.20 (m, 2H),

2.26-2.18 (m, 2H), 2.14-2.07 (m, 2H)
ESI MS (m/z): 312.9 [M+1].

5 2 FE((2-(5-FME e -3-3)-2H-H5 IH-NMR (400 MHz, DMSO-d6) 6 9.20 (d, J = 1.2
1537 )P HE) -k | He. 1H), 8.96 (d, J = 0.9 Hz, 1H), 8.63 (d, J = 2.4
Eﬁ (elhyl((2-(5-ﬂu0r0pyridirl-3- HZ, lH), 8.42 (dt,.] = 10.1, 2.3 HZ, IH), 7.57 (d, I=
i AEbindaal.5 02, 18 Hz, 1K), 337 (0 =73 Ha, 2H), 313 (5

- 46 .2, 1.8 Hz, 1H), 3.37 (q, J = 7.3 Hz, 2H), 3.13 (s,
yDimino)(methyl}-A"-sulfanone) | S 19 ¢, 7= 7.3 Hz, 3H); ESIMS (myz): 318.9
[M+1].

6 | -2 BE((2-(>-FMhE-3-2)2H- | IH-NMR (400 MHz, DMSO-d6) 5 9.19 (d, J = 1.5
a5 5L ) P fe 5 ). s Hz, lH_), 8.95(d,J=0.9 Hz, 1H), 8.63 (d,J=2.8
(diethyl((2-(5-fluoropyridin-3-yl)- | Hz, 1H), 8.41 (dt, J = 10.2, 2.4 Hz, 1H), 7.56 (dd, J =
ZH-indazol-S-yl)imino)-lé- 9.2, 0.9 Hez, 1H), 7.16 (q, ] = 0.9 Hz, 1H), 7.02 (dd, J
T S— =9.2,2.1 Hz, 1H), 3.33 (d, ] = 7.3 Hz, 2H), 3.30 (d,

J=17.6Hz, 2H), 1.25 (t, ] = 7.5 Hz, 6H)
ESI MS (m/z): 332.85 [M+1].

7 1-((2-(5- L IE -3-35)-2H-05|e- | TH-NMR (400 MHz, DMSO-d6) 8 9.20 (t, ] = 1.4
5-HE)F [ 3) I 2 1 H-AS-WEwy 1- | Hz, 1H), 8.98 (d, J = 0.9 Hz, 1H), 8.63 (d, J = 2.4
AL (1-(2-(5-luoropyridin-3- | Hzs 1H), 842 (dt,J = 10.1, 2.3 Hz, 1H), 7.59 (dd, J =
Y12 Heindazol-5- 9.2,0.9 Hz, 1H), 7.09 (q, ] = 1.0 Hz, 1H), 7.00 (dd, J
3 imino)tetrahydro-1H-AC- =9.2,2.1 Hz, 1H), 3.42-3.35 (m, 2H), 3.28-3.21 (m,
friophiens 1-oxide) 2H), 2.28-2.18 (m, 2H), 2.14-2.05 (m, 2H)

ESI MS (m/z): 330.85 [M+1].
8 | ((2-(5-FILE-3-25)-2H--5. | 1H-NMR (400 MHz, DMSO-d6) 5 9.20 (d, J = 1.5

HE) ek R S e

Hz, 1H), 8.97 (d, J = 0.9 Hz, 1H), 8.63 (d, ] =2.0
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[0545]

( ((2-(5-fluoropyridin-3-yl)-2H-
indazol-5-yl)imino)dimethyl-A°-
sulfanone)

Hz, 1H), 8.42 (dt, J = 10.1, 2.3 Hz, 1H), 7.57 (dt, J =
9.2,0.9 Hz, 1H), 7.14 (q, J = 0.9 Hz, 1H), 6.98 (dd, J
=9.2,2.1 Hz, 1H), 3.22 (d, ] = 7.3 Hz, 6H); ESI MS
(m/z): 304.85 [M+1].

9 T JE((2- (g -5-3k)-2H-H| - | TH-NMR (400 MHz, DMSO-d6) 6 9.48 (s, 2H), 9.21
53 fie -0 A (s, 1H), 8.99 (d, ] =0.9 Hz, 1H), 7.59 (dt, ] = 9.2, 0.9
( (dimethyl((2-(pyrimidin-5-yl)- Hz, 1H), 7.16 (q, ] = 0.9 Hz, 1H), 6.99 (dd, ] = 9.2,
2H-indazol-S-yl)imino)-lﬁ- 2.1 Hz, 1H), 3.24 (s, 6H); ESI MS (m/z): 287.85
sulfanone) [M+1].

10 | ZJE(F ) ((2-(WE-5-35)2H- | IH-NMR (400 MHz, DMSO-d6) 3 9.47 (s, 2H), 9.21
0 -5 ) WP e ) 0C- e | (. 1HD, 8.98(d, J = 0.9 Hz, 1H), 7.59 (d, ] = 9.2 Hz,
(ethyl(methyl)((2-(pyrimidin-5- 1H), 7.17 (q, ] = 0.9 Hz, 1H), 7.01 (dd, J =9.2, 2.1
yl)-2H-indazo]-5-yl)imino)-kﬁ- Hz, 1H), 3.38 (q, J = 7.3 Hz, 2H), 3.13 (s, 3H), 1.29
sulfanone) (t,J=7.3 Hz, 3H); ESI MS (m/z): 301.9 [M+1].

1T | - Z.E((2-(Me-5-%)-2H-%- | TH-NMR (400 MHz, DMSO-d6) 5 9.47 (s, 2H), 9.21
5-FE ) i) -\ - B b (s, 1H), 8.97 (d, ] =0.9 Hz, 1H), 7.58 (dt, ] = 9.2, 0.9
(diethyl((2-(pyrimidin-5-yl)-2H- | Hz, 1H), 7.17 (q, ] = 0.9 Hz, 1H), 7.03 (dd, ] =9.2,
indazol-5-yl)imin0)-kﬁ-sulfanone) 1.8 Hz, 1H), 3.35-3.29 (m, 4H), 1.26 (t, ] = 7.3 Hz,

6H); ESI MS (m/z): 315.9 [M+1].

12 1-((2-(W NiE-5-Ji)-2H-5| e-5-Jk) | 1TH-NMR (400 MHz, DMSO-d6) & 9.48 (s, 2H), 9.21
P ) P& - 1 H-AS-mEmy 14804 | (s, 1H), 9.00 (d, J =0.9 Hz, 1H), 7.61 (dt, ] =9.2,0.9
4-% (l-((2-(pyrlmldln-5-yl)-ZH- HZ., ]H)., 7.10 (qs J=09 HZ, IH)., 7.01 (dd., J= 92,
indazol-5-yl)imino)tetrahydro- 2.1 Hz, 1H), 3.42-3.35 (m, 2H), 3.28-3.22 (m, 2H),
IH-lé-thiophene ]-Oxide) 2.26-2.08 (m, 4H); ESI MS (mf”Z}: 313.85 [M+1]‘

13 I L ((2-(5-mMEmE-3-25)-2H- | 1TH-NMR (400 MHz, DMSO-d6) § 9.18 (s, 1H), 8.90
W -5 P i o) (FR )28 | (s, 1H), 8.59 (d, J = 2.4 Hz, 1H), 8.36 (dt, ] = 9.9,2.3
i , | Hz, 1H), 7.56 (d, J = 9.2 Hz, 1H), 7.46-7.44 (m, 2H),

i (b ((2-(5-1 din-
;ﬁfﬂ(zgﬁ)égol(s HOTOPYREIR | 7 307,36 (m, 3H), 7.19 (d, J = 1.5 Hz, 1H), 7.00 (dd,
Dimi thvl)-AC-sulf J=9.3,2.0Hz, 1H), 4.74 (d, ] = 13.8 Hz, 1H), 4.66
FhimiGpetn-A oulEneny | 1221 Tie, 15D, 3880 YEG
ESI MS (m/z): 380[M+1].

14 ((2-(5-FUIELmE-3-Jik)-2H-H5| -5~ | TH-NMR (400 MHz, DMSO-d6) 4 9.13 (d, J = 1.2
FoY TP e B (P E (R ) -A0-Fi ke | Hz, 1H), 8.88 (d, J = 1.0 Hz, 1H), 8.61-8.60 (m, 1H),
Eﬁ (((2-(5-ﬂuoropyridin-3-y|)-2H- 8.35 (dl, J= 10.2., 23 HZ., IH), 7.98-7.95 (m, ZH).,
Svragnl. 5 7.67-7.58 (m, 3H), 7.52 (dt, J = 9.2, 0.9 Hz, 1H),

i Nas. | 7:04(dd,7=9.2,2.1 Hz, 1H), 6.97 (q, ] = 0.9 Hz,
gi)llfr;l;gﬁl()methyl)(pheny )-A 1H), 3.41 (s, 3H); ESI MS (m/z): 367 [M+1].

15 (4-FR IR ) ((2-(5-FMtE-3-3E)- | IH-NMR (400 MHz, DMSO-d6) 8 9.13 (d,J = 1.5
2H-H| M5 VF L) (5 7 9)- | Hz, 1H), 8.88 (d,J = 1.0 Hz, 1H), 8.61 (d,J = 2.2
AS RS ((4-f1 henvl)((2- | Hz, 1H), 8.35 (dt, J = 10.0, 2.3 Hz, 1H), 7.93-7.84
(S_HLS;EE;r(idmf‘;_ﬁI;_;ﬁf X (o 2H), 753 (L 1= 9.1, 0.9 Ho, 1H), 7.48-7.42 (m,
indazol-S-yl}imino)(isopropyl)- ZH), 7.08-7.04 (m, IH), 6.97 (q, J=09 HZ, IH),
36-sulfanonc) 3.70-3.59 (m, 1H), 1.33 (dd, J = 14.4, 6.6 Hz, 3H),

1.18 (dd, J = 15.2, 6.8 Hz, 3H); ESI MS (m/z):
413.05 [M+1].
16 LR ) ((2-(MEmE -5- 3 ) - 1H-NMR (400 MHz, DMSO-d6) 8 9.48 (s, 2H), 9.21

2H-MG e 5 ) P i Ik ) - C- T ke
Bl (benzyl(methyl)((2-
(pyrimidin-5-yl)-2H-indazol-5-
yl)imino)-A’-sulfanone)

(s, 1H),9.00 (d, J = 0.7 Hz, 1H), 7.60 (d, J = 9.0 Hz,
1H), 7.43-7.36 (m, SH), 7.22 (g, J = 0.9 Hz, 1H),
6.98 (dd, J=9.3, 2.0 Hz, 1H), 4.79 (d, ] = 13.7 Hz,
1H), 4.70 (d, J = 13.7 Hz, 1H), 3.03 (s, 3H); ESI MS
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(m/z): 364 [M+1].

17 FR L (R 3 ((2-(msmE-5-4E5)-2H- IH-NMR (400 MHz, DMSO-d6) 8 9.41 (s, 2H), 9.19
W -5 )P e )6~ | (5. 1H), 8.90 (d, J = 1.0 Hz, 1H), 7.97-7.95 (m, 2H),
(methyl(phenyl)((2-(pyrimidin-5- 7.67-7.58 (m, 3H), 7.54 (dt, ] = 9.2, 0.9 Hz, 1H),
yl)-2H-indazol-S-yl)imino)-,\G- 7.05(dd,J=9.2,2.1 Hz, 1H), 6.98 (q, ] = 1.0 Hz,
sulfanone) 1H), 3.42 (s, 3H); ESI MS (m/z): 350 [M+1].

18 | G-I ((2-(Bmg-5- | 1H-NMR (400 MHz, DMSO-d6) 8 9.41 (s, 2H), 9.19
E)-ZH-H%N’:{Q-}%}W@E)&“_% (s, 1H), 8.89 (d, ] = 0.7 Hz, 1H), 7.92-7.89 (m, 2H),
Bl ((4- 7.55(d,J=9.3 Hz, 1H), 7.45 (t, ] = 8.8 Hz, 2H),
fluorophenyl)(isopropyl)((2- 7.12-7.06 (m, 1H), 6.98-6.96 (m, 1H), 3.70-3.60 (m,
(pyt’imidin-S-yl)-ZH-indazol-S- ]H), 1.36-1.32 (m, BH), 1.20 (d, J=6.8 HZ, 3H); ESI
yl)imino)-ks-sulfanone) MS (m/z): 396.05 [M+1].

19 BT F(FF AL ((2-(sme -5-25)- IH-NMR (400 MHz, DMSO-d6)  9.47 (s, 2H), 9.21
2H_H§|@-5-E)ﬂﬂ§%)&6-ﬁ‘k}i (s, 1H), 8.99 (d, ] = 0.7 Hz, 1H), 7.58 (dt, ] =9.2, 0.9
E|EJ (tert-butyl(methyl)((Z- HZ, IH), 7.18 (q, J=09 HZ, IH), 7.04 (dd, J= 93,
(pyrimldln-S-yl)-ZH-mdazol-S- 2.0 HZ, 1H), 3.01 (S, 31‘[), 1.44 (S, 9H), ESI MS
yl)imino)-A’-sulfanone) (m/z): 330 [M+1].

20 7 B L CFR R ((2- (N i -3-5E)- 1H-NMR (400 MHz, DMSO-d6) 6 9.27 (d, ] =2.4
2H-u§|U%-S-%)ﬂﬂﬁ%)—)ué-ﬁﬁ Hz, 1H), 8.94 (d, ] = 0.6 Hz, 1H), 8.60 (dd, ] = 4.6,
Eﬁ' (benzyl{melhyl)((2-(pyridin-3- 1.5 Hz, IH), 8.42 {dq, J=8.3, 1.4 Hz, ]H), 7.63-7.58
yl)-2H-indazol-5-yl}imino)-ké- (m, 2H), 7.43-7.35 (m, 5H), 7.22 (q, ] = 0.9 Hz, 1H),
sulfanone) 6.96 (dd,J=9.2, 1.8 Hz, 1H), 4.78 (d, J = 14.1 Hz,

1H), 4.69 (d, ] = 13.8 Hz, 1H), 3.02 (s, 3H); ESI MS
(m/z): 363.05 [M+1].

21 | B ECHEEE)((-(nE-3-4E)-2H- | TH-NMR (400 MHz, DMSO-d6) 3 9.20 (d, J = 2.1
W S ) I e ) -2 C- T A Hz, 1H), 8.84 (d, ] = 0.6 Hz, 1H), 8.58 (dd, ] =4.7,
(methyl(phenyl)((2-(pyridin-3- 1.4 HZ,. 1H), 8.35 (dq, ] = 8.3, 1.4 Hz, 1H), 7.98-7.95
yl)-ZH-indazol-S-yl)imino)-kﬁ- (m, 2H), 7.67-7.56 (m, 4H), 7.53-7.51 (m, 1H), 7.02
sulfanone) (dd, 1=9.2, 1.8 Hz, 1H), 6.99 (q, ] = 1.0 Hz, 1H),

3.41 (s, 3H); ESI MS (m/z): 349.05 [M+1].

22 (3-T AR I JE)((2-(pyridin-3- IH-NMR (400 MHz, DMSO-d6) 6 9.21 (d, J =24
%)-ZH-HE”@-S-%)ﬂﬁﬁﬁ)-ﬁ-ﬁﬁf Hz, 1H), 8.87 (d, ] = 0.9 Hz, 1H), 8.58 (dd, ] = 4.7,
i (G- (. 259,767 (0,3 = 5.0, 56 H, 115, 7.60-7.50 (,

m, , 7.67 (1d, ] = 8.0, 5.6 Hz, , 7.60-7.50 (m,
?uor_‘zphc;nyll)(m‘“}.‘y')((z‘ 3H), 7.05-7.01 (m, 2H), 3.47 (s, 3H): ESI MS (m/z):
pyridin-3-yl)-2H-indazol-5-
yl)imino)-A°-sulfanone) 367.05 [M+1].

23 R L ((2-(NHE g -3-2)-2H-15| 1.5~ [ TH-NMR (400 MHz, DMSO-d6) 6 9.20 (d, J = 2.1
) W fiie 3 ) (p- P ;ﬁg)_ﬁ_mﬁg@ Hz, 1H), 8.84 (d, J = 0.9 Hz, 1H), 8.58 (dd, J = 4.6,
(methyl((2-(pyridin-3-yl)-2H- 1.5 Hz, 1H), 8.35 (dq, ] = 8.3, ]..4 Hz, 1H), 7.83 (d, J
indazol-5-yl}imin0)(p-tolyl)-kﬁ- = 8.6 Hz, 2H), 7.59-7.56 (m, 1H), 7.52 (d, ] =9.2
sulfanone) Hz, 1H), 7.41-7.35 (m, 2H), 7.32-7.09 (m, 1H), 7.05-

7.00 (m, 1H), 6.97 (q, ] = 0.9 Hz, 1H), 3.37 (s, 3H),
2.36 (d, J =17.1 Hz, 3H); ESI MS (m/z): 363.05
[M+1].

24 L HECRE I ((2-(MEmE-3-2E)-2H- IH-NMR (400 MHz, DMSO-d6) 4 9.20 (d, ] =24

W 5. 1) . fie 8 )-8~ A
(ethyl(phenyl)((2-(pyridin-3-yl)-
2H-indazol-5-yl)imino)-A°-
sulfanone)

Hz, 1H), 8.84 (s, 1H), 8.57 (d, ] = 3.7 Hz, 1H), 8.35
(d, ] =8.3 Hz, 1H), 7.90 (d, ] = 7.0 Hz, 2H), 7.68-
7.51 (m, SH), 7.05 (dd, J = 9.2, 1.8 Hz, 1H), 7.00 (s,
1H), 3.56-3.46 (m, 2H), 1.17 (t, ] = 7.3 Hz, 3H); ESI
MS (m/z): 363.05 [M+1].
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25 BT (L) ((2-(ME e -3-3E)- IH-NMR (400 MHz, DMSO-d6) 6 9.27 (d, ] =2.2
2H_H§|@_5_%)EH§%)_)@_%:& Hz, 1H), 8.92 (d, ] = 1.0 Hz, 1H), 8.60 (dd, ] = 4.6,
e e AT TN

.y e ar ,J=8.3,4.6,0.7Hz, IH), 7. ,J=9.1,0.
gﬁﬂﬁg’ k’é'_lfl?a;;ﬂg"l i Hz, 1H), 7.18 (q, J = 0.9 Hz, 1H), 7.01 (dd, J = 9.0,
2.0 Hz, 1H), 3.00 (s, 3H), 1.44 (s, 9H)
ESI MS (m/z): 363.05 [M+1].

26 (4-F 253 (FF ) (- g -3- IH-NMR (400 MHz, DMSO-d6) 6 9.21 (d, ] =2.2
1;;_;)_2H_u§|w_s_g)qﬁgg&)_lﬁ_ﬁﬁ Hz, 1H), 8.85 (d, J = 0.7 Hz, 1H), 8.58 (dd, ] = 4.8,
b ((4- 1.3 Hz, 1H), 8.35 (dq, J = 8.4, 1.3 Hz, 1H), 7.96 (dt,
ch]orophenyl}(methy])((Z- g =" 1, 22 HZ, ZH)., 7.68 (dl., J= 9.1., 2o} HZ.., ZH),
(pyridin-3-yl)-ZH-indazol-S- 7.60-7.52 (m, ZH), 7.03-6.98 (n‘l, 2H), 3.44 (S, 3H),
yl)imino')-lﬁ-sulfanone) ESIMS (m/z): 382.95 [M+1].

27 L ()3 ) ((2- (M -3-3)-2H- IH-NMR (400 MHz, DMSO-d6) 8 9.27 (d, ] =2.2
ﬂﬂ[%-s-ﬁg)ﬁﬁﬂﬁhﬁ)-lﬁ-ﬁﬁﬁﬁﬁ] Hz, 1H), 8.92 (d, ] = 1.0 Hz, 1H), 8.60 (dd, ] = 4.8,
(methyl(pentyl)((2-(pyridin-3-yl)- 1.3 Hz, 1H), 8.41 (dq, J = 8.3., 1.4 Hz, 1H), 7.61
ZH-indazol-S-yl}imino')-lé- (ddd, J =8.3,4.8, 0.6 Hz, 1H), 7.57 (dt, ] =9.2, 0.9
sulfanone) Hz, 1H), 7.16 (q, J = 1.0 Hz, 1H), 6.97 (dd, ] = 9.2,

2.1 Hz, 1H), 3.34 (dd, ] = 9.9, 6.0 Hz, 2H), 3.13 (s,
3H), 1.80-1.72 (m, 2H), 1.39-1.24 (m, 4H), 0.85 (t, J
= 7.2 Hz, 3H); ESI MS (m/z): 342.6 [M+1].

28 | A SE((2-(lkmE-3-3E)-2H-1| | TH-NMR (400 MHz, DMSO-d6) 3 9.26-9.20 (m,
ug_5_g-)ﬂﬂgg)_lﬁ_%ﬁm 1H), 8.89 (d, ] =0.7 Hz, 1H), 8.59 (dd, J=4.8, 1.3
(diisopropyl((2-(pyridin-3-yl)- Hz, 1H), 8.40 (dq, J = 8.3, 1.4 Hz, 1H), 7.60 (ddd, J
2H-indazol-5-yl)imino)-A°- =8.3,4.6,0.7 Hz, 1H), 7.54-7.52 (m, 1H), 7.20 (q, J
sulfanone) =0.9 Hz, 1H), 7.09 (dd, ] = 9.2, 2.1 Hz, 1H), 3.66-

3.55(m, 2H), 1.34 (d, ] = 6.6 Hz, 6H), 1.27 (d, J =
6.8 Hz, 6H); ESI MS (m/z): 342.55 [M+1].
29 IR FE)((2-(th e -3-3)- IH-NMR (400 MHz, DMSO-d6) 6 9.26 (d, ] =2.2
i (ethvl(i I 1)(2- ridin- .SHZ, H, . C[,.l: 3 ,1. HZ, H),7.6
Eﬁyﬁ)zﬂ(lgzgz?f?;(mgz 0;1_ 10 | (ddd,J=8.4,4.8,0.7 Hz, 1H), 7.57-7.54 (m, 1H),
sulfanone) 7.18 (q, J = 1.0 Hz, 1H), 7.03 (dd, J = 9.0, 2.0 Hz,
1H), 3.57-3.50 (m, 1H), 3.27 (t, J = 7.3 Hz, 2H), 1.37
(d, J=6.8 Hz, 3H), 1.30 (d, T = 6.8 Hz, 3H), 1.24 (t,
J=17.5Hz, 3H); ESI MS (m/z): 328.55 [M+1].

30 FR L -3- ) ((2-(k me-3-4%)- | TH-NMR (400 MHz, DMSO-d6) 6 9.21 (d,J =2.2
2H-H§|@_5_%)ﬂﬂ§%)_ﬁ_mﬁ Hz, 1H), 9.09 (dd, J =2.3, 0.6 Hz, 1H), 8.87 (d, ] =
E|EJ (methyl(pyridin-3-yl)((2- 0.7 HZ, IH), 8.80 (dd, I= 4‘9, 1.5 HZ, ]H), 8.58 (dd,
(pyridin-3-yl)-ZH-indazol-S- J'= 46, 1.5 HZ, IH), 8.34 (ldd., I= 8.1., 2.5, 1.6 HZ,
yl)imino)-lﬁ-sulfanone) 2H), 7.64 (ddd, ] = 8.1, 4.8, 0.9 Hz, 1H), 7.60-7.53

(m, 2H), 7.05-7.02 (m, 2H), 3.53 (s, 3H)
ESI MS (m/z): 349.6 [M+1].

31 TR ((2-(WE g -5-0E)-2H-5| | TH-NMR (400 MHz, DMSO-d6) 6 9.46 (s, 2H), 9.20
@-S-i)ﬂzﬂﬁfi)-lﬁ-ﬁﬁﬁﬁ (s, 1H), 8.95(d, ] = 1.0 Hz, 1H), 7.56-7.54 (m, 1H),
(diisopropyl((2-(pyrimidin-5-yl)- 7.56-7.10 (m, 2H), 7.20 (g, J = 0.9 Hz, 1H), 7.11 (dd,
2H-indazol-5-y])imino)-lé- J=9.3, 2.0 Hz, 1H), 3.65-3.58 (m, 2H), 1.30 (dd, J =
sulfanone) 27.0, 6.7 Hz, 12H); ESI MS (m/z): 343.65 [M+1].

32 CEE(FE TR ) ((2-( g -5-3)- IH-NMR (400 MHz, DMSO-d6)  9.47 (s, 2H), 9.21

2H-W5| -5 )W Jiic3)-A - b
Bl (ethyl(isopropyl)((2-

(t, J=4.8 Hz, 1H),8.97 (d, I = 1.0 Hz, 1H), 7.59-
7.56 (m, 1H), 7.18 (g, ] = 0.9 Hz, 1H), 7.05 (dd, I =
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(pyrimidin-5-yl)-2H-indazol-5-
yl)imino)-A®-sulfanone)

9.2,2.1 Hz, 1H), 3.58-3.51 (m, 1H), 3.28 (1, ] = 7.3
Hz, 2H), 1.37 (d, J = 6.8 Hz, 3H), 1.30 (d,J = 6.8
Hz, 3H), 1.24 (t, ] = 7.3 Hz, 3H); ESI MS (m/2):
329.6 [M+1].

33| PIEORIL)((Q-(mnE-5-3£)-2H- | TH-NMR (400 MHz, DMSO-d6) 8 9.47 (s, 2H), 9.21
e | e 5 35 ) VP g 3 ) -2 -1 e B (s, 1H), 8.99 (d, J = 1.0 Hz, 1H), 7.59 (dt, ] = 9.2, 0.9
(methyl(pentyl)((2-(pyrimidin-5- | Hz, 1H), 7.16 (q, J = 1.0 Hz, 1H), 7.00 (dd, J = 9.0,
yl)-2H-indazol-5-yl)imino)-A°- 2.0 Hz, 1H), 3.36 (dd, J = 10.0, 6.1 Hz, 2H), 3.15 (s,
sulfanone) 3H), 1.80-1.72 (m, 2H), 1.38-1.26 (m, 4H), 0.84 (1, J

= 7.1 Hz, 3H); ESIMS (m/z): 343.6 [M+1].

34 | ZIHECGEIE)(-(WENE-5-35)-2H- | 1H-NMR (400 MHz, DMSO-d6) 3 9.40 (s, 2H), 9.19
D - ) o o ) -0 7% £ (s, 1H), 8.90 (d, J = 1.0 Hz, 1H), 7.92-7.89 (m, 2H),
(ethyl(phenyl)((2-(pyrimidin-5- 7.69-7.59 (m, 3H), 7.55 (dt, ] = 9.2, 0.9 Hz, 1H),
yl)-2H-indazol-5-yl)imino)-A‘- 7.07 (dd, J =9.3, 2.0 Hz, 1H), 6.99 (q, J = 0.9 Hz,
sulfanone) 1H), 3.57-3.47 (m, 2H), 1.17 (1, J = 7.3 Hz, 3H); ESI

MS (m/z): 363.6 [M+1].

35 FR L ((2-(MBIE -5k )-2H-15|e-5- | TH-NMR (400 MHz, DMSO-d6) 8 9.41 (s, 2H), 9.19
VT ) (p- TP %55 )-AS- kel | (s, 1H), 8.90(d, J =0.7 Hz, 1H), 7.83 (d, J = 8.3 Hz,
(methyl((2~(pyrimidin-5-yl)}-2H- | 2H), 7.55-7.52 (m, 1H), 7.40 (d, J = 8.1 Hz, 2H),
indazol-5-yl)imino)(p-tolyl)-r°~ | 7-03 (dd, J =9.3,2.0 Hz, 1H), 6.96 (q,J = 0.9 Hz,
sulfanone) 1H), 3.38 (s, 3H), 2.34 (s, 3H); ESI MS (m/z): 363.6

[M+1].

36 | (3-TIRIE) (P L) ((2-(mEnE-5- 1H-NMR (400 MHz, DMSO-d6) & 9.41 (s, 2H), 9.19
)2 H- I -5 )7 e 1 )28 | (5, 1H), 8.93 (d, J = 1.0 Hz, 1H), 7.82-7.77 (m, 2H),
Yo ((3- ;.S;)-;.Eg Em,3 ; P)I), 7.57-7.52 (m, 2H), 7.06-7.00 (m,
fluorophenyl)(methyl)((2- PR
(pyﬁmp; din-);-)((l)-ZH}iinEIazol-S- ESI MS (m/z): 367.6 [M+1].
yl)imino)-A°-sulfanone)

37 | (AR (R 2 )((2- (3 e -5- 1H-NMR (400 MHz, DMSO-d6) 3 9.41 (s, 2H), 9.19
)2 H-W| -5 3 )V g 3 )-AS-p | (. 1H), 8.92(d, 1 =0.7 Hz, 1H), 7.96 (dt, ] =9.1,2.3
S (- 149.7.03 (4,1 9.3, 2.0 i 11, 6.5 (q =09

hlorophenyl)(methyl)((2- g ot pd = Pully Sal) Sl s Ml = e
fpy‘r’ﬁdin_’g_}ﬁl)_‘;Hﬂl}gml_s_ Hz, 1H), 3.45 (s, 3H); ESI MS (m/2): 383.7 [M+1].
yl)imino)-A°-sulfanone)

38 | (4-FAIE)(R A L) ((2-(kwE-3- | 1H-NMR (400 MHz, DMSO-d6) 3 9.20 (d, J = 2.2
) 2H-W| -5 e 3)-AS-% | Hz, 1H), 8.84 (d, J = 1.0 Hz, 1H), 8.58 (dd, J = 4.6,
KB (4 1.5 Hz, 1H), 8.35 (dq, J = 8.5, 1.3 Hz, 1H), 7.93-7.88
fluorophenyl)(isopropyl)((2- (m, 2H), 7.57 (ddd, J = 8.3, 4.6, 0.7 Hz, 1H), 7.54-
(pyrldln-3-yl)-ZH-lndazol-S- 152 (m, ]H), 7.48-7.42 (m, ZH), 7.06 (dd, J= 90,
T3 fting)- el farme) 2.0 Hz, 1H), 6.99 (q, J = 0.9 Hz, 1H), 3.67-3.60 (m,

1H), 1.35 (d, J = 6.8 Hz, 3H), 1.19 (d, ] = 6.6 Hz,
3H); ESI MS (m/z): 395.25 [M+1].

39 | EE(IERE-3-E)((-(MENE-5-4E)- | 1H-NMR (400 MHz, DMSO-d6) 8 9.43 (s, 2H), 9.21
DH-M| -5 I )-AS- ik (ls, )11?,83. g c(l)d(d, J : é .71Hz, 1H), 8).984 3(d’(i1 =07 g{lz

A (methyl(pyridin-3-y1)((2- H), 8. ,J=4.9,1.5Hz, 1H), 8.35(dt, J=8.1,
o . (205 BT 6 001774 1,
. , =93 Hz, , 7.09-7. : . 3. s, 5

yl)imino)-A’-sulfanone) MS (m/2): 351.05 [M+1].

40 ((2-(5-FRnEmE-3-55)-2H-Mg46-5- | TH-NMR (400 MHz, DMSO-d6) 8 9.13 (d, J = 1.2

)P fre 2 ) (R 3 ) (1 e - 332 ) -0

Hz, 1H), 9.09 (dd, J = 2.4, 0.7 Hz, 1H), 8.90 (d, J =
0.7 Hz, 1H), 8.80 (dd, ] = 4.8, 1.6 Hz, 1H), 8.61 (d, ]

7
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i bERE (((2-(5-fluoropyridin-3-
yl)-2H-indazol-5-
yl)imino)(methyl)(pyridin-3-yl)-
A-sulfanone)

= 2.4 Hz, 1H), 8.37-8.32 (m, 2H), 7.64 (ddd, J = 8.1,
4.8,0.9 Hz, 1H), 7.56-7.53 (m, 1H), 7.06-7.01 (m,
2H), 3.53 (s, 3H); ESI MS (m/2): 368.10 [M+1].

41 | Z3E(Q-(5-F M E-3-35)-2H-8 | 1H-NMR (400 MHz, DMSO-d6) § 9.19 (s, 1H), 8.95
- 5- ) T et (A )AS-RE | (d, Jlg 872 I;z, 11{1), 8.63 (d, ch = 2.49 I{{)z, lHl), _8.411(2;,
(5. 2 | J=10.0,2.3 Hz, 1H), 7.55 (d, J = 9.0 Hz, 1H), 7.
iﬁggc}mﬁ]{; fluoropyrdin-3-| (=09 Ha, 1H), 7.04 (dd, ] = 9.0, 2.0 Hz, 1H),
yimina){isopropy- - 3.54 (td,J = 13.7, 6.8 Hz, 1H), 3.28 (1, ] = 7.3 Hz,
sulfanone) 2H), 137 (dd, J = 15.2, 8.3 Hz, 3H), 1.32-1.28 (m,

3H), 1.26-1.19 (m, 3H); ESI MS (m/z): 347.10
[M+1].

42 | (2-(5-FMnE-3-35)2H-1[e-5- | TH-NMR (400 MHz, DMSO0-d6) § 9.20 (d, J = 1.2
%)ﬂﬂﬁ%)(@%}(%%)%ﬁ-mﬁ Hz, 1H), 8.96 (d, J = 1.0 Hz, 1H), 8.63 (d,J=2.9
Eh_—d (((2-(5-ﬂuoropyridin-3-yl)-2H- HZ, ]H), 8.42 (dt, I= 100; 23 HZ, ]H),?S? (dt, J=
k- 52 2.1 i, 180, 338 (40,1 =95, 6.1 Fo, 28,

. 6 =9.2,2.1 Hz, 1H), 3. ,J=9.38, 6.1 Hz, 2H),
Zi)lllgﬁgﬂl(}memyn(pemyl) g 3.14 (s, 3H), 1.80-1.72 (m, 2H), 1.38-1.26 (m, 4H),
0.84 (t, J = 7.1 Hz, 3H);ESI MS (m/z): 361.10
[M+1].

43 L FBE((2-(BkEE-4-JE)-2H-15| 4t~ | 1TH-NMR (400 MHz, DMSO-d6) 8 9.99 (q,J = 1.2
5o )IF e )-A- B K Hz, 1H), 9.36 (dd, J = 5.9, 1.0 Hz, 1H), 9.11 (d, ] =
(dicthyl((2-(pyridazin-4-yl)-2H- | 1.0 Hz, 1H), 8.26 (q, ] =2.9 Hz, 1H), 7.58 (d,1=9.3
indazol-5-yl)imino)-A°-sulfanone) | Hz, 1H), 7.14 (q, J = 0.9 Hz, 1H), 7.04 (dd, J = 9.2,

2.1 Hz, 1H), 3.35 (d, ] = 7.3 Hz, 3H), 3.30 (s, 1H),
1.25(q, J = 7.5 Hz, 6H);ESI MS (m/z): 316.05
[M+1].

44 7 R L (FR 3k ) ((2-(TBA R -4 -3k )- 1H-NMR (400 MHz, DMSO-d6)  10.00 (dd, J =
2H-”§|%-5-%)ﬂ£ﬂ§%)—kﬁ-%‘kﬁ 2.9, 1.0 Hz, 1H), 9.36 (dd, J = 5.7, 0.9 Hz, 1H), 9.13
B et i | (108 108770391 I 160

N T e Vi3 6 =9.5 Hz, , 1.43-7.36 (m, , 1.18(q, J = 0.
;ﬂin";ﬂe'}“dml SYDIMINOA= | 4y, TH), 6.99 (dd, I = 9.2, 2.1 Hz, 1H), 4.80 (d, J -
13.7 Hz, 1H), 4.72 (d, ] = 13.7 Hz, 1H), 3.04 (s, 3H);
ESI MS (m/z): 364.10 [M+1].

45 | BUECH L) (2-(BkWE-4-45)-2H- | 1TH-NMR (400 MHz, DMSO-d6) § 9.92 (dd, J = 2.9,
|53 F e )2 kel | 1.0 Haz, 1H), 9.33 (dd, 1=5.9, 1.0 Hz, 1H), 9.04 (d, ]
(methyl(phenyl)(2-(pyridazin-4- | = 1.0 Hz, 1H), 820 (q, J = 2.9 Hz, 1H), 7.96 (d, ] =
yl)-2H-indazol-5-yl)imino)-A°- 6.6, 1.7 Hz, 2H), 7.68-7.59 (m, 3H), 7.54 (d, ] = 9.3
st arsine) Hz, 1H), 7.06 (dd, J = 9.3, 2.0 Hz, 1H), 6.94 (q, ] =

0.9 Hz, 1H), 3.43 (s, 3H); ESI MS (m/z): 350.15
[M+1].

46 | (4-F ) (EP ) ((2-(WhWE-4- | TH-NMR (400 MHz, DMSO-d6) 5 9.92 (dd, J = 2.9,
JE)-2H-M| -5 ) 7 e 3-S5 | 1.0 Hz, 1H), 933 (dd, J = 5.9, 1.0 Hz, 1H), 9.03 (d, J
K ((4- = 1.0 Hz, 1H), 8.20 (q, J = 2.9 Hz, 1H), 7.92-7.87
e — (m, 2H), 7.55 (d, ] = 9.3 Hz, 1H), 7.48-7.41 (m, 2H),
(pyridazin-4-yl)-2H-indazol-5- 710 (dd, J= 92, 2.1 HZ, IH), 6.94 (q, J=0.9 HZ,
yD)imino)-\*-sulfanone) 1H), 3.69-3.63 (m, 1H), 1.36-1.32 (m, 3H), 1.21-1.17

(m, 3H); ESI MS (m/z): 396.20 [M+1].
47 | LR IE)(2-(BWE-4-5E)-2H- | 1H-NMR (400 MHz, DMSO-d6) § 9.99 (q, J = 1.2

W e 55 ) I fide -2 e
(methyl(pentyl }((2-(pyridazin-4-

Hz, 1H), 9.36 (dd, J = 5.9, 1.0 Hz, 1H), 9.11 (d, ] =
1.0 Hz, 1H), 8.27 (g, ] = 2.9 Hz, 1H), 7.60-7.57 (m,
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yl)-2H-indazol-5-yl)imino)-A°’-
sulfanone)

1H), 7.13 (q, J = 1.0 Hz, 1H), 7.01 (dd, J = 9.3, 2.0
Hz, 1H), 3.37 (dd, J = 10.1, 5.7 Hz, 2H), 3.16 (s,
3H), 1.79-1.72 (m, 2H), 1.38-1.26 (m, 4H), 0.84 (t, J
= 7.1 Hz, 3H); ESI MS (m/z): 344.20 [M+1].

48 CFE(F T ((2-(WEBR-4-3)- IH-NMR (400 MHz, DMSO-d6) 8 9.99 (dd, ] = 2.9,
2H_H§|@_5_%)ﬂﬂ§%)_lﬁ_ﬁﬂﬁ 1.0 Hz, 1H), 9.36 (dd, ] = 5.9, 1.0 Hz, 1H), 9.10 (d, J
EM (ethyl(isopropyl’)((Z- =1.0 Hz, IH), 8.26 (q, I=29 Hz, lH), 7.57 (d... J=
(pyridazin-4-yl)-2H-indazol-5- 93 HZ, 1H), 7.15 (q,.] =1.0 HZ, lH), 7.07 (dd,.] =
yl)imino)—lé—sullhnonc} 9.3, 2.0 Hz, 1H), 3.59-3.52 (m, 1H), 3.33-3.29 (m,

2H), 1.37 (d, J = 6.8 Hz, 3H), 1.30 (d, J = 6.8 Hz,
3H), 1.24 (t, J = 7.3 Hz, 3H); ESIMS (m/z): 330.20
[M+1].

49 B L ((2-( kW -4- 5L )-2H-M|4e-5- | 1H-NMR (400 MHz, DMSO-d6) & 9.93 (dd, J = 2.9,
%)j}ﬁﬂﬁ%)(ﬂktﬂﬁ-}%)_lﬁ_ e 1.0 Hz, 1H), 9.34 (dd, ] = 5.9, 1.0 Hz, 1H), 9.09 (dd,
i (mehyl(2-pyridazin)- |05 0L R ) 34 @dd 1 =81, 5.5, L6

. .. o ,J=4.38, 1.6 Hz, 1H), 8. ,4=28.1,2.3, 1.6
gilgﬁfﬁ%f;ﬂg‘”0)(pyr‘dm Hz, 1H), 8.21 (q,J = 2.9 Hz, 1H), 7.65 (ddd, J = 8.1,
4.9,0.7 Hz, 1H), 7.57 (d, ] =9.0 Hz, 1H), 7.07 (dd, J
=9.3,2.0 Hz, 1H), 6.99 (g, ] = 0.9 Hz, 1H), 3.54 (s,
3H); ESI MS (m/z): 351.10 [M+1].

50 | (4-FURHE) (P IE)((2-(mA%E-4- 1H-NMR (400 MHz, DMSO-d6) 8 9.93 (dd, J = 2.9,
HE)- 2H -] -5 )V fig k{;)_ﬁ_fﬁ 1.0 Hz, 1H), 9.34 (dd, ] = 5.9, 1.0 Hz, 1H), 9.05 (d, J
Bt ((4- =0.7 Hz, 1H), 8.21 (q, J = 2.9 Hz, 1H), 7.96 (dt, J =
Chlorophcnyl}(mcthyl}{(z_ 9‘0, 2.3 HZ, ZH), 7.69 (d[., J= 9.0, 2.3 HZ, 2H), T35
(pyridazin-4-y])-2H-indazol-5- (d-, J=93 HZ., lH)., 7.05 (dd-, J= 93, 2.0 HZ., IH),
yl)imino)-kﬁ-sul[hnonc} 6.94 (q, ] = 0.9 Hz, 1H), 3.46 (s, 3H)

ESI MS (m/z): 384.15 [M+1].

51 ((2-(5-F ML mE-3-25)-2H-05| -5 | 1TH-NMR (400 MHz, DMSO-d6) 8 9.13 (d, ] = 1.5
) VP e ) (R 3 (p- Y ;ﬁg)_lﬁ_ Hz, 1H), 8.88 (d, ] = 0.9 Hz, 1H), 8.61 (d,J=24
mﬁﬁﬂ (((2-(5-ﬂu0r0py1’idin-3- HZ, IH), 8.35 (dl, J= 10.1, 2.3 HZ, ]H)., 7.83 (dd, I=
yl)-2H-indazol-5- 6.6, 1.7 Hz, 2H), 7.52 (dt, ] = 9.2, 0.9 Hz, 1H), 7.40
yl)imino')(methyl](p-tolyl')-?\.ﬁ- (d, J=7.9Hz, 2H), 7.03 (dd, ] = 9.2, 2.1 Hz, 1H),
sulfanone) 6.95(q, J = 1.0 Hz, 1H), 3.38 (s, 3H), 2.34 (s, 3H);

ESIMS (m/z): 380.9 [M+1].

52 FR L ((2-(hk R -4-75)-2H- 5| 45— | TH-NMR (400 MHz, DMSO-d6) 6 9.93 (dd, ] =2.9,
JE) R ) (p- P K.J;E)-kﬁ-ﬁﬁﬁﬁﬂ 1.0 Hz, 1H), 9.33 (dd, ] = 5.9, 1.0 Hz, 1H), 9.03 (d, J
(methyl((2-(pyridazin-4-yl)-2H- =0.7 Hz, 1H), 8.20(q, J =2.9 Hz, l.H), 7.83(d, 1=
inclazol-5-yl)imino)(p-tolyl)-}f- 8.3 Hz, 2H), 7.54 (d, ] =9.3 Hz, 1H), 7.40 (d, ] = 7.8
sulfanone) Hz, 2H), 7.05 (dd, J=9.3, 2.0 Hz, 1H), 6.92 (q, ] =

0.9 Hz, 1H), 3.39 (s, 3H), 2.34 (s, 3H)
ESIMS (m/z): 364.3 [M+1].

53 O HE((2-(5-F L IE-3-55) -2 H-Hg] 1H-NMR (400 MHz, DMSO-d6) 6 9.12 (s, 1H), 8.88
W53 W i (e E)-AS B ke | (d, T = 1.0 Hz, 1H), 8.61 (d, J = 2.2 Hz, 1H), 8.35 (dt,
Eﬁ (ethyl((2-(S-ﬂuor0pyriclin-3- J= 102, 2.3 HZ, IH), 7.92-7.89 (ll'l, ZH), 7.68-7.59
SR S (I R S T

6_ .1 Hz, , 6.97 (q,J=0.9 Hz, , 3.56-3.47 (m,
yDimino)(phenyl)-A-sulfanone) - 515" 6 1715 (m, 3H); ESI MS (m/z): 380.9 [M+1].

54 LRI ((2-(hEBE-4-3E)-2H- | 1TH-NMR (400 MHz, DMSO-d6) & 10.00 (q,J = 1.2

W - 5 R ) I e ) -A - o i
(ethyl(methyl)((2-(pyridazin-4-
yl)-2H-indazol-5-yl)imino)-A°-

Hz, 1H), 9.36 (dd, J = 5.9, 1.0 Hz, 1H), 9.11 (d, ] =
0.7 Hz, 1H), 8.27 (q, I = 2.9 Hz, 1H), 7.59 (d, ] = 9.0
Hz, 1H), 7.14 (q, J = 1.0 Hz, 1H), 7.02 (dd, J = 9.3,
2.0 Hz, 1H), 3.39 (q, ] = 7.4 Hz, 2H), 3.14 (s, 3H),
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sulfanone) 1.29 (t, J = 7.5 Hz, 3H); ESI MS (m/z): 301.9 [M+1].
55 | (4-FRHE)((2-(5-MEnE-3-5E)- | 1H-NMR (400 MHz, DMSO-d6) 5 9.13 (s, 1H), 8.90
2HPS SRR | (1507 1156161 =2 41 I, 830
%4 ((4-chlorophenyl)(2-(5- |2 = 199, 2.5 Hz, 1), 7.96 (dt, ] = 3.9, 2.5 Bz, 2H),
ﬂﬁ?‘ﬁfﬁyﬁdm_3_ﬂ$_2}[ﬂ,§§gzg,_5_ 7.69 (dt, J =9.1,2.2 Hz, 2H), 7.54 (d, ] = 9.0 Hz,
yl)imino)(methyl)-A*-sulfanone) | 1= 7:02 (dd, J = 9.2, 2.0 Hz, 1H), 6.96 (g, ] = 0.9
Hz, 1H), 3.45 (s, 3H); ESI MS (m/z): 400.9 [M+1].

56 | 1-((2-(WkWE-4-3k)-2H-W|Me-5-JE) | TH-NMR (400 MHz, CHLOROFORM-D) & 9.85 (d,
7 i ) P - | H-AS-WE gy 14804k | I = 2.2 Hz, 1H), 9.30 (¢, J = 5.9 Hz, 1H), 8.38 (s,

1 (LQtpyridazinayh 28\ Jon Y ) L9 30 Ha, 11D, 3.53.3.46

. 24 (s, 1H), 7. ,4=9.3, 2.0 Hz, 1H), 3.53-3.

indaze {hsioﬁgz;“f_{;iﬁ‘:}ydm (m, 2H), 3.26-3.19 (m, 2H), 2.39-2.29 (m, 5H), 1.33-
1.25 (m, 3H); ESIMS (m/z): 313.9 [M+1].

57 | (3-TUAHE)(FP A )((2- (A WE-4- 1H-NMR (400 MHz, CHLOROFORM-D) & 9.78 (q,
H)-2H-W 5 il H)-A%-% | = 1.2 Hz, 1H), 9.26 (dd, J = 5.9, 1.0 Hz, 1H), 8.29
Y2 (- (d, J= 1.0 Hz, 1H), 7.93 (q, J = 2.9 Hz, 1H), 7.78
fluorophenyl)(methyl)((2- (dg, J=17.8, 0.9 Hz, 1H), 7.72-7.69 (m, 1H), 7.59-
(py’ridazin-4-yl)-2H-indazol-5- 7‘50 (m, 2H), ?.29 (tdd, J — 8.3, 2‘5, 0.9 HZ, ]H),

b S s P 7.16 (dd, =9.3,2.0 Hz, 1H), 7.12 (q, ] = 0.9 Hz,
1H), 3.30 (s, 3H); ESI MS (m/2): 368 [M+1].

58 | G-I (2-(5-ME-3-3E)- | TH-NMR (400 MHz, CHLOROFORM-D) 5 8.92-
2H-H| - 5 I ) i i (R ek )-A5- 319 (m,l2P)I),8 82-3 1( ((jd, I= 165 Hz,1 1H), 86;6( c(ld, I
Wi kehi ((3-fluorophenyl)((2-(5- 4 Hz, 1H), 8. »J = 1.0 Hz, 1H), 8. t,J=
ﬂu:;op;r(idin-3-y1§-2ﬂi£az§1-s- 9.4,2.4 Hz, 1H), 7.79 (dg, J = 7.8, 0.9 Hz, 1H), 7.72
yl)imino)(methyl)A-sulfanone) | (4 J =78, 2.1 Hz, 1H), 7.59 (dt, ] = 9.0, 1.0 Hz,

1H), 7.52 (td, J = 8.1, 5.1 Hz, 1H), 7.31-7.27 (m,
1H), 7.17-7.14 (m, 2H), 3.30 (s, 3H); ESI MS (m/z):
384.9 [M+1].

59 FRFE((2-(EmE-3-FE)-2H-P5 -5~ [ TH-NMR (400 MHz, CHLOROFORM-D) § 9.09 (d,

) 3 R | 987,96 (m, 2D, 7.66.7.35 48D,
REHE (phenyl((2-(pyridin-3-yl)- | o-10 (m, 2H), 7.98-7.96 (m, 2H), 7.66-7.5) (m, 45),
a3 | T (o D TS 303 5
. 6 : , 3.49-3. m, ,2.78-2. m, =
trifluoropropyl)-A’-sulfanone) (mlz): 431 [M+1].

60 | (4-FF A JE AL (2-(MEmg-3-3%)- | ITH-NMR (400 MHz, CHLOROFORM-D) 5 9.09 (d,
2H-W| MBS )P i 3£)(3,3,3-= | I =2.2 Hz, 1H), 8.60 (dd, J = 4.6, 1.5 Hz, 1H), 8.19
P F R (4 (ddd, J = 8.6, 2.9, 1.3 Hz, 2H), 8.00 (dd, ] = 7.8, 1.7
methoxyphenyl)((Z-(pyridln-3- HZ., ]H)., 7.57-7.52 (['l'l., 2H), 7.43 (ddd, J= 83, 49-,
yI)-2H-indazol-5-yl)jimino)(3,3,3- | 97 Az 1H), 7.15 (q, J = 0.9 Hz, 1H), 7.09-7.05 (m,
i lm— iy o 2H), 7.01-6.99 (m, 1H), 3.96 (s, 3H), 3.89-3.72 (m,

2H), 2.86-2.75 (m, 1H), 2.62-2.51 (m, 1H)
ESI MS (m/2): 461 [M+1].

61 | (43 ) (2-(MENE -3-4E)-2H-1| | TH-NMR (400 MHz, DMSO-d6) 8 9.21 (d, J = 2.4
WS i 3 )(3,3,3- = F A Hz, 1H), 8.88 (d, ] = 0.7 Hz, 1H), 8.59 (dd, ] = 4.8,
AT ((4- 1.3 Hz, 1H), 8.36 (dq, J = 8.3, 1.4 Hz, 1H), 8.06-8.02

i} e s (m, 2H), 7.60-7.55 (m, 2H), 7.50-7.44 (m, 2H), 7.08-
gﬁfﬁgﬁ;ﬁ@%ﬁﬂﬁgg%’D 7.04 (m, 2H), 3.90-3.76 (m, 2H), 2.82-2.72 (m, 2H);
trifluoropropyl)-A°-sulfanone) ESIMS (m/z): 449 [M+1].

62 | ZEIE((2-(MENE-5-JE)-2H-"|14:-5- | TH-NMR (400 MHz, CHLOROFORM-D) & 9.25 (s,

HE) P R HE)(3,3,3- = A 4k )-A5-
B kel (phenyl((2-(pyrimidin-5-

2H), 9.19 (s, 1H), 8.18 (d, ] = 1.0 Hz, 1H), 7.98-7.95
(m, 2H), 7.67-7.55 (m, 4H), 7.19-7.15 (m, 2H), 3.63-
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yl)-2H-indazol-5-yl)imino)(3,3,3-
trifluoropropyl)-A’-sulfanonc)

3.41 (m, 2H), 2.83-2.61 (m, 2H); ESI MS (m/z): 432
[M+1].

63 | (4-FF AL SL)(2-(WE g -5-E)- | TH-NMR (400 MHz, CHLOROFORM-D) § 9.25 (s,
2H-M -5 58) WP i dE)(3,3,3-= | 2H), 9.19 (s, 1H), 8.17 (d, J = 1.0 Hz, 1H), 8.00 (dd,
ﬁﬁ%)—lﬁ-ﬁﬁﬁﬁﬁ ((4- J=8.1, 1.7 Hz, 1H), 7.57-7.52 (m, 2H), 7.13-7.06
methoXyphenyl)((2-(pyrim1d1n-5- (m, 3H), 7.01-6.99 (m, lH), 3.96 (S, 3H), 3.89-3.71
yl)-2H-1nda.Lol-5- l)lmlno)(3,3,3- (m, ZH), 2.82-2.77 (m, lH), 2.61-2.55 (m, IH), ESI
trifluoropropyl)-A’-sulfanone) MS (m/z): 462.2 [M+1].

64 | (49 ((2-(NE-5-KE)-2H-1| | ITH-NMR (400 MHz, DMSO-d6) 3 9.42 (s, 2H), 9.20
-5 ) e ) (3,3,3- = A (s, 1H), 8.94 (d, ] = 1.0 Hz, 1H), 8.04 (dd, ] = 8.9,
%)-1.6- Az ((4- 5.3 Hz, 2H), 7.58 (d, ] =9.0 Hz, 1H), 7.47 (1, J = 8.9
ﬂuorophenyl)((2'(pyrlnli.d1n'5' HZ., ZH)., 7.09 (dd, I= 9.0, 2.0 HZ., IH)., 7.04 (d, J=
yl)-2H-indazol-5-yl)imino)(3,3,3- 1.2 Hz, 1H), 3.88-3.81 (m, 2H), 2.81-2.73 (m, 2H);
trifluoropropyl)-A"-sulfanone) ESIMS (m/z): 450 [M+1].

65 | ((2-(5-FPHIE-3-JE)-2H-I5|M-5- | TH-NMR (400 MHz, CHLOROFORM-D) & 8.91 (d,
BT R (CER)(3,3,3-= A J=1.7Hz, 1H), 8.46 (d,] =22 Hz, 1H), 8.18 (d,] =
%)_lﬁ_ J[hﬁﬁﬁ (((2_(5_ 1.0 HZ, ].H), 803-7.95 (m, 3H)., 7.66-?55 (m, 4H),
fluoropyridin-3-yl)-2H-indazol-5- 7.16 (dd, J= 88, 2.0 HZ, ZH), 3.62-3.41 (m, ZH),
yl)imino)(phenyl)(3,3,3- 2.82-2.60 (m, 2H); ESI MS (m/z): 449 [M+1].
trifluoropropyl)-A°-sulfanone)

66 ((2-(5-F e meE-3-3k)-2H-05|4e-5- [ TH-NMR (400 MHz, CHLOROFORM-D) 6 8.91 (d,
FE) Y g ik ) (4- R A o J=15Hz, 1H),8.46 (d,J=2.4 Hz, 1H), 8.18(d,J =
%)(3,3,3-5ﬁﬁ%)-lﬁ-%ﬁﬂ|ﬁJ 0.7 HZ, IH), 8.03-7.99 (I’l’l, 2H), 7.57-7.52 (m, 2H),
(((2-(5-ﬂu0r0pyridin-3-yl)-2H- 7.12 (q, J=09 HZ, ]H), 7.09-7.05 (n'l, 2H), 7.00 (d,
indazol-S-yl}in‘1in0)(4- J=83 HZ, IH), 3.95 (d, J=10.5 HZ, 3H), 3.89-3.71
methoxyphenyl)(3,3,3- (m, 2H), 2.82-2.52 (m, 2H); ESI MS (m/z): 478.9
trifluoropropyl)-A’-sulfanone) [M+1].

67 | (4-F L) ((2-(5-FMEnE-3-5L)- | 1H-NMR (400 MHz, CHLOROFORM-D) 5 8.91 (t,
2H-Hy| e-5-FE )V e ) (3,3,3- = J=0.8Hz, 1H), 8.47 (d,J =22 Hz, 1H), 8.19(d,J =
: HYV AR ((4- 1.0 Hz, 1H), 8.04-7.95 (m, 3H), 7.61-7.59 (m, 1H),
iﬁopl)lenyl)z(Z-(S-(( 7.26-7.21 (m, 2H), 7.15-7.12 (m, 2H), 3.63-3.55 (m,
fluoropyridin-3-yl)-2H-indazol-5- IIEH%‘;AS"?’AO_ grm-‘ IH])<42'18'3'2‘61 (m, 2H)
yl)imino)(3,3,3-trifluoropropyl)- SIMS (m/z): 466.9 [M+1].
2°-sulfanone)

68 | JRIE((2-(hAWE-4-JE)-2H-Mj|M:-5- | TH-NMR (400 MHz, CHLOROFORM-D) § 9.77
F T R H5)(3,3,3-= 80 3 )-4°- (dd, J=2.9, 1.0 Hz, 1H), 9.26 (dd, J = 5.9, 1.0 Hz,
.thﬁm (phcny]((z_(pwiduin_4_ ]H), 8.27 (d, I=0.7 HZ, ]H)., 7.98-7.92 (m, 3H),
yl)-ZH-ind&ZO]-S- l)imino)(3,3,3- 7.67-7.63 (m, ]H)., 7.60-7.56 (m, SH), Tl (dd-, I=
trifluoropropyl)-A'-sulfanone) 9.3,2.2 Hz, 1H), 7.10 (q, ] = 0.9 Hz, 1H), 3.63-3.41

(m, 2H), 2.83-2.60 (m, 2H); ESI MS (m/z): 432.2
[M+1].

69 | (4-F Gk k) (2-(Wk % -4-JE)- | TH-NMR (400 MHz, CHLOROFORM-D) § 9.78 (q,
2H-M -5 )P e dE)(3,3,3-= | 1= 1.3 Hz, 1H), 9.26 (dd, ] = 5.6, 1.0 Hz, 1H), 8.29
LT )AC- TR ((4- (d, J=0.7 Hz, 1H), 8.00-7.93 (m, 3H), 7.59 (dt, ] =
mclh(]xy‘phcrlyl)((z-{pyl‘ida.{in-4- 9‘2, 0.9 HZ, ]H)‘ 7.25-7.22 (m‘ 2H), ?‘]5 (dd, I=
yl)-ZH-inda.zol-S- l)imino)(3,3,3- 9.3, 2.0 HZ, IH), 7.09 (q, J=1.0 HZ, IH), 3.63-3.40
trifluoropropyl)-A°-sulfanone) (m, 2H), 2.84-2.61 (m, 2H); ESI MS (m/z): 462.3

[M+1].
70 (4- A HE)((2-(WkWE-4-3E)-2H-H| | TH-NMR (400 MHz, CHLOROFORM-D) 6 9.78 (g,

J= 1.3 Hz, 1H), 9.26 (dd, J = 5.6, 1.0 Hz, 1H), 8.29
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M-S ) MY e A )(3,3,3- = A
-1 ((4-
fluorophenyl)((2-(pyridazin-4-yl)-
2H-indazol-5-yl)imino)(3,3,3-
trifluoropropyl)-A°-sulfanone)

(d, J=0.7 Hz, 1H), 8.00-7.93 (m, 3H), 7.59 (dt, ] =
9.2, 0.9 He, 1H), 7.25-7.22 (m, 2H), 7.15 (dd, ] =
9.3,2.0 Hz, 1H), 7.09 (g, J = 1.0 Hz, 1H), 3.63-3.40
(m, 2H), 2.84-2.61 (m, 2H); ESI MS(m/z): 450.3
[M+1].

71 CFECRTAFE)((2-(MEmE-3-3E)- IH-NMR (400 MHz, DMSO-d6) 6 9.34 (d,J =24
2H- 0| P-4 ) T figg H)-2O- 1 18-12, lé—l),89.02 (S,)IH),68.61 (Sclzl, I= 4).8, 1.3 H,B,SI(H),
il (ethvl(isopropy((2- idin- S51-8.4 (ﬂ'l, 1H N 7.61-7.5 m, I1H " 7.17-7. m,
E%)_zﬂﬂn dgzoﬁ’i}iﬁ}iéﬁi)_lﬁ_ 2H), 6.61 (d, J = 6.4 Hz, 1H), 3.64-3.57 (m, 1H),
sulfanone) 3.40-3.34 (m, 2H), 1.44 (d, ] = 6.6 Hz, 3H), 1.36 (d,
J=6.8 Hz, 3H), 1.27 (t, ] = 7.3 Hz, 3H)
ESIMS (m/z): 329.3 [M+1].

72| B E((2-(EE-3-3E)-2H-%] - | TH-NMR (400 MHz, DMSO-d6) 5 9.32 (d, J = 2.4
43P e 3 ) -0 e Tl Hz, 1H), 8.99 (d, J = 0.7 Hz, 1H), 8.60 (dd, J = 4.8,
(dimethyl((2-(pyridin-3-yl)-2H- 1.3 Hz, 1H), 8.50-8.47 (m, 1H), 7.61-7.58 (m, 1H),
indazol-4-yl)imino)-A°-sulfanone) | 7-20-7.12 (m, 2H), 6.58 (dd, J = 6.8, 0.7 Hz, 1H),

3.32 (s, 6H); ESI MS (m/z): 287.1 [M+1].

73 L FE((2- (Mg -3-3E)-2H-H5| - | TH-NMR (400 MHz, DMSO-d6) 6 9.33 (d, ] = 2.7
4_3@)@3@5})_1&%%% Hz, 1H), 9.01 (s, 1H), 8.60 (dd, J = 4.8, 1.3 Hz, 1H),
(diethyl((2-(pyridin-3-yl)-2H- 8.5_1-8.48 (m, 1H), 7.61-7.58 (m, 1H), 7.18-7.10 (m,
indazol-4-yl)imino)-A°-sulfanone) | 2H), 6.59 (d, ] = 6.8 Hz, 1H), 3.39 (q, ] = 7.4 Hz,

4H), 1.30 (1, ] = 7.3 Hz, 6H)
ESI MS (m/z): 315.15 [M+1].

74 S P R R (2~ - 3- ) - IH-NMR (400 MHz, CHLOROFORM-D) $ 9.19 (d,
2H-0 -4 JE) P e )-8tk | J =2.2 Hz, 1H), 8.63 (dd, J = 4.9, 1.5 Hz, 1H), 8.59
Eﬁ (isopropyl(methyl)((Z- (d., J=1.0 HZ., ]H), 8.30-8.27 {m, ]H), 7.48-7.45 (l‘l'l,
(pyridin-3-yl)-2H-indazol-4- 1H), 7.37 (d, ] = 8.8 Hz, 1H), 7.21 (dd, J = 8.8, 7.1
yl)imino)-Af-sulfanone) Hz, 1H), 6.79-6.77 (m, 1H), 3.55-3.48 (m, 1H), 3.02

(s, 3H), 1.58 (d, ] = 6.8 Hz, 3H), 1.54 (d, ] = 6.8 Hz,
3H); ESI MS (m/z): 315.3 [M+1].

75 | ((2-(5-ntie-3-3%)-2H-F|-4- | TH-NMR (400 MHz, CHLOROFORM-D) 4 9.01 (d,
BB M) — 5 T 3EAC- Bk | I = 1.5 Hz, 1H), 8.56 (d, J = 1.0 Hz, 1H), 8.48 (d, ] =
(((2-(5-fluoropyridin-3-yl)-2H- 2.4 Hz, 1H), 8.10 (dt, ] =9.3, 2.3 Hz, 1H), 7.32-7.29
indazol-4-yl}imino)diisobutyl-kﬁ- (m, 1H), 7.20 (dd, ] = 8.8, 7.1 Hz, 1H), 6.74 (dd, ] =
suilbrians) 7.3,0.5 Hz, 1H), 3.25 (dd, T = 14.2, 6.1 Hz, 2H),

3.08 (td, J = 13.8, 6.6 Hz, 2H), 2.49-2.39 (m, 2H),
1.16-1.11 (m, 12H); ESI MS (m/2): 389.4 [M+1].

76 CFE((2-(mEE-5-FE)-2H-F| - | TH-NMR (400 MHz, CHLOROFORM-D) 6 9.35 (s,
A e 3 )21 e B 2H), 9.22 (s, 1H), 8.59 (d, J = 1.0 Hz, 1H), 7.35(d,J
(dipropyl((2-(pyrimidin-5-yl)-2H- | = 8.8 Hz, 1H), 7.21 (dd, J = 8.8, 7.1 Hz, 1H), 6.76
indazol-4-yl)imino)-A°-sulfanone) (dd, J=7.1, 0.5 Hz, 1H), 3.30-3.16 (m, 4H), 1.97-

1.88 (m, 4H), 1.07 (q, ] = 7.3 Hz, 6H)
ESI MS (m/z): 344.3 [M+1].

77T | ((2-(5-FMEme-3-3k)-2H-85]1-4- | TH-NMR (400 MHz, CHLOROFORM-D) § 9.02 (d,
) I g k) 7 e~ Ft e J=1.7 Hz, 1H), 8.59 (d, ] = 1.0 Hz, 1H), 8.49 (d, ] =
(((2-(5-fluoropyridin-3-yl)-2H- 2.7Hz, 1H), 8.11 (dt, ] =9.3,2.3 Hz, 1H), 7.34 (d, J
indazol-4-yl)imino)dipropyl-?\.b- =8.6 Hz, 1H), 7.20 (dd, I = 8.8., 7.1 Hz, 1H), 6.76-
sulfanone) 6.74 (m, 1H), 3.30-3.16 (m, 4H), 2.96 (s, 1H), 2.88

(d, J=0.5 Hz, 1H), 1.98-1.88 (m, 4H), 1.08 (t,J =
7.5 Hz, 6H); ESI MS (m/z): 361 [M+1].
78 | A Ha((2-(ILE-3-E)2H-W| 4~ | 1H-NMR (400 MHz, DMSO0-d6) 5 9.33 (d, J = 2.7
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43 ). il 3 )-S5 A5 B
(dipropyl((2-(pyridin-3-yl)-2H-
inclazo1-4-yl)imino)-lé-sulfanone)

Hz, 1H), 8.98 (s, 1H), 8.61 (dd, J = 4.6, 1.5 Hz, 1H),
8.50-8.47 (m, 1H), 7.60 (dd, J = 8.1, 4.6 Hz, 1H),
7.17-7.09 (m, 2H), 6.58 (d, ] = 6.1 Hz, 1H), 3.42-
3.33 (m, 4H), 1.81 (dt, J = 23.6, 7.4 Hz, 4H), 0.98 (t,
J=7.5 Hz, 6H); ESI MS (m/z): 343.3 [M+1].

79 TR BE((2- (N nE-3-J%)-2H-#4| | TH-NMR (400 MHz, DMSO-d6) $ 9.27 (d, ] = 2.4
e 5 358 ) P Jl J )2 - v i Hz, 1H), 8.92 (s, 1H), 8.60 (d, ] = 3.4 Hz, 1H), 8.41
(diisobutyl((2-(pyridin-3-yl)-2H- | (d.J = 9.5 Hz, 1H), 7.62-7.55 (m, 4H), 7.16 (s, 1H),
indazol-5-yl)imino)-A"-sulfanone) | 6-98 (dd,J=9.0,2.0 Hz, 1H), 3.24-3.17 (m, 4H),

2.29(t,J=6.6 Hz, 2H), 1.09-1.01 (m, 12H); ESI MS
(m/z): 371.1 [M+1].

80 | ((2-(5-HpntkmE-3-Jk)-2H-H5|#e-5- | 1TH-NMR (400 MHz, DMSO-d6) 6 9.19 (s, 1H), 8.97
)T ) T TR | (s, 1H), 8.63(d, ] =2.7 Hz, 1H), 841 (dt, ] = 10.1,
(((2~(5-fluoropyridin-3-yl)-2H- 2.3 Hz, 1H), 7.56 (d, ] =9.3 Hz, 1H), 7.14 (d, J = 1.2
indazol-5-yl)imino)diisobutyl-A’- Hz, 1H), 7.00 (dd, J = 9.0, 2.0 Hz, 1H), 3.27-3.18
sulfanone) (m, 4H), 2.32-2.24 (m, 2H), 1.09-1.01 (m, 12H); ESI

MS (m/z): 389.2 [M+1].

81 | 1«((2-(W1iE-5-4%)-2H-W5|#-4-J%) | TH-NMR (400 MHz, DMSO-d6) § 9.54 (s, 2H), 9.21
A e ) PO 4 - 1 H-25-mE my 1404k | (s, 1H), 9.13 (s, 1H), 7.22-7.16 (m, 2H), 6.52 (dd, J =
1) (1-((2-(pyrimidin-5-yl)-2H- 6.4, 1.2 Hz, 1H), 3.48-3.33 (m, 4H), 2.32-2.10 (m,
indazol-4-yl)imino)tetrahydro- 4H); ESIMS (m/z): 314 [M+1].
1H-A"-thiophene 1-oxide)

82 | —HHL((2-(MENE-5-4E)-2H-13[14- | TH-NMR (400 MHz, DMSO-d6) § 9.53 (s, 2H), 9.21
4-FE) P il )2 8- B 4 i (s, 1H), 9.09 (d, ] = 0.7 Hz, 1H), 7.19-7.15 (m, 2H),
(dimethyl((2-(pyrimidin-5-yl)- 6.60 (dd, J=6.5, 1.3 Hz, 1H), 3.33 (s, 6H); ESI MS
2H-indazol-4-yl)imino)-A°- (m/z): 287.9 [M+1].
sulfanone)

83 | - Z JE((2-(WEE-5-3%)-2H-W| - | TH-NMR (400 MHz, DMSO-d6) § 9.54 (s, 2H), 9.21
4-FE) g )20 -7 e B (s, 1H),9.11 (d, ] = 0.7 Hz, 1H), 7.19-7.12 (m, 2H),
(diethyl((2-(pyrimidin-5-yl)}-2H- | 6-61 (dd,J =6.6, 1.0 Hz, 1H), 3.40 (q, ] = 7.4 Hz,
indazol-4-yl)imino)-A°-sulfanonc) 4H), 1.31 (t, J= 7.3 Hz, 6H)

ESI MS (m/z): 316.1 [M+1].

84 | R ((2-(ENE-5-5E)- 1H-NMR (400 MHz, DMSO-d6) 8 9.54 (d, J = 3.7
2H-W| 4P i 56)-AS Bk | Hz, 2H), 9.21 (s, 1H), 9.11 (d, J = 0.5 Hz, 1H), 7.19-
B (isopropyl(methyl)((2- 7.13 (m, 2H), 6.62 (dd, J = 6.1, 1.5 Hz, 1H), 3.63-
(pyrimidin-S-yl)-2H-indazol4- | 3-56 (m, 1H), 3.15 (s, 3H), 1.48 (d, J = 6.6 Hz, 3H),
yl)imino)-lﬁ-sulfanone) 142 (d, J = 6.8 Hz, SHIESIMS (m/z): 315.9 [M+1].

85 | Z (R Q-(mne-5-4E)- 1H-NMR (400 MHz, DMSO0-d6) 3 9.55 (s, 2H), 9.21
2H-W| W46 e 5E)-AS-Brke | (s, 1H), 9.12(d, J = 0.7 Hz, 1H), 7.18-7.11 (m, 2H),
Hniismoic. |00 ok 121 et tn ,

: .41-3.34 (m, 2H), 1.45 (d, ] = 6.8 Hz, 3H), 1. ,
;ﬁi;‘ﬁ:ﬁ;“}t?ﬂﬁ;ﬁ&m * | 1= 6.8 He, 3H), 128 (1,1 = 7.5 Hz, 3H); ESI MS
(m/z): 330[M+1].

86 1-((2-(5- Mk mE-3-55)-2H-0 4. | 1H-NMR (400 MHz, DMSO-d6) 8 9.26 (d, ] = 1.2

4-HE) P ) U - 1 H-AS- B 1 SHz,Bl(Ij), 9-12(5% J2=30.5 le, )1H),;}.63-8.?3 (1;1, )lH),

. ‘1 .53 (dt, ] =10.0, 2.3 Hz, 1H), 7.20-7.15 (m, 2H),
i%f UAC-C-Auoropyridin= 1 51 (dd, 1= 6.0, 1.8 Hz, 1H), 3.47-3.34 (m, 4H),
yD)iminotetrahydro-1H-AS- 2.31-2.10 (m, 4H); ESI MS (m/z): 331[M+1].
thiophene 1-oxide)

87 | ((2-(5-AIkIE-3-4L)-2H-15[1k-4- | TH-NMR (400 MHz, DMS0-d6) 5 9.25 (t,J = 1.3
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) W fi e ) — R e O 15 A
(((2-(5-fluoropyridin-3-yl)-2H-
indazol—4-yl)imino)dimethyl-ks-
sulfanone)

Hz, 1H), 9.06 (d, J = 0.7 Hz, 1H), 8.63-8.63 (m, 1H),
8.52 (dt, J = 10.0, 2.3 Hz, 1H), 7.20-7.14 (m, 2H),
6.59 (dd, ] = 6.2, 1.6 Hz, 1H), 3.32 (s, 6H); ESI MS
(m/z): 305[M+1].

88 | 1<((2-(LWE-3-3%)-2H-|1%-4-3E) | IH-NMR (400 MHz, DMSO-d6) 5 9.33 (d, ] = 2.2
T P2 1 HAS- Wy 1%k | Hez, 1H), 9.03 (d, J = 0.7 Hz, 1H), 8.60 (dd, J = 4.6,
¥ (1-((2-(pyridin-3-yl)-2H- (G, 3= 84,48, 0.3 s, 15, 721713 e 2D
o L. ,J=8.4,4.8,0.7 Hz, 1H), 7.21-7.13 (m, 2H),
pepr 1;};’;&;"{3_{;%?:}"':1“0' 6.51(dd, J =67, 0.9 Hz, 1H), 3.47-3.41 (m, 2H),

3.36-3.33 (m, 2H), 2.29-2.21 (m, 2H), 2.20-2.14 (m,
2H), 1.90 (s, 1H), 1.22 (s, 1H); ESI MS (m/z): 389.2
[M+1].

80 | — ZH((2-(-MMhE-3-3E)2H- | 1H-NMR (400 MHz, DMSO-d6) 3 9.27 (d,J = 1.5
el -4 35 ) I e -2 -8 e Hz, 1H), 9.08 (d, J = 1.0 Hz, 1H), 8.63-8.63 (m, 1H),
(diethyl((2-(5-fluoropyridin-3-yl)- | 8:53 (dt, J=10.0, 2.3 Hz, 1H), 7.17-7.11 (m, 2H),
2H-indazol-4-yl)imino)-A°- 6.59 (dd, 1 =6.5, 1.3 Hz, 1H), 3.39 (q, J = 7.4 Hz,

o — 4H), 1.31 (1, ] = 7.3 Hz, 6H); ESI MS (m/z): 333
[M+1].

90 | ((2-(5-FMEmE-3-Fk)-2H-M54-4- | TH-NMR (400 MHz, DMSO-d6) 8 9.27 (t, ] = 1.3
) W )R T (P ) A | Hz, THD, 9.08 (s, 1;1), 8.64-8.63 (m, 1;{), BaAL ]
EH ( ((2-(5- 4o 3 o | =10.1,2.4 Hz, 1H), 7.17-7.12 (m, 2H), 6.61 (dd, J =
iﬁil?nggil(i_ﬂuompy Adin3yD- 1 57,51 b, 1H), 3.62-3.55 (m, 1H), 3.14 (s, 3H),
1yimino)(isopropyl)(methyl)ad. | 1:48 (&I = 6.8 Hz, 3H), 1.42 (d,J = 6.8 Hz, 3H);
sulfanone) ESI MS (m/z): 333 [M+1].

91 O HE((2-(5-F ML e -3-55) -2 H-1g] 1H-NMR (400 MHz, DMSO-d6) 6 9.27 (g, ] = 1.0
M 4B i ) (S T 38)-A8-5% | Hz, 1H), 9.09 (d, J = 0.7 Hz, 1H), 8.63-8.63 (m, 1H),
i Py o | 8.54(dt, J = 10.1, 2.4 Hz, 1H), 7.16-7.10 (m, 2H),
ﬁﬂ%‘e:ﬁﬁjl(j fluoropyridin=3- | (1 (dd. 1= 6.2, 1.6 Hz, 1H), 3.64-3.58 (m, 1H),

3 Diminoy(isopropyl}C- 3.41-3.35 (m, 2H), 1.45 (d, J = 6.8 Hz, 3H), 1.36 (d,
il g J=6.8 Hz, 3H), 1.28 (t, J = 7.5 Hz, 3H); ESI MS
(m/z): 347.2 [M+1].

99 | 5 A AE((2-(MLWE-3-E)-2H-1 - | 1H-NMR (400 MHz, DMSO-d6) 5 9.27 (d, J = 2.4
S HE)E (3.3 3-= LA ALy | Ha, 1H), 894 (d, J = 0.6 Hz, 1H), 8.60 (dd, ] = 4.6,
NS (isopropyl((2- 1.5 Hz, 1H), 8.41 (dq, J = 8.3, 1.4 Hz, 1H), 7.62-7.58
(pyridin-3-yl)-2H-indazol-5- (m, 2H), 7.21 (q, J = 0.9 Hz, 1H), 7.04 (dd, J = 9.2,
y1imino)(3.3.3trifluoropropyl)- | 2-1 He: 1H), 3.70-3.63 (m, 1H), 3.52-3.48 (m, 2H),
X sulfanons) 2.85-2.73 (m, 2H), 1.40 (d, J = 6.7 Hz, 3H), 1.34 (d,

J = 6.7 Hz, 3H); ESI MS (m/z): 397 [M+1].

100 | ((2-(5-FFpng-3-J5)-2H-m5|e-5- | TH-NMR (400 MHz, DMSO-d6) & 9.20 (s, 1H), 8.99
e A
7 )25 e B (((2-(5- = 0 5, LU, A8 (G = Bl B, LEL,
fluorlpyridin-3-yl()(-(21-l(-indazol-5- (q, J=0.9 Hz, 1H), 7.06 (dd, J =9.2, 1.8 Hz, IH),
y1yimino)(isopropyl(3.3.3- 3.71-3.61 (m, 1H), 3.53-3.49 (m, 2H), 2.85-2.72 (m,
trifluoropropyl)-d-sulfanone) | 2H)s 140 (d, J = 6.7 Hz, 3H), 1.34 (4,1 =7.0 Hz,

3H); ESI MS (m/z): 415 [M+1].

101 5P FE((2-(BE g -5-5%)-2H-M5| - | TH-NMR (400 MHz, DMSO-d6) 8 9.47 (s, 2H), 9.22

5-HE)V i 4)(3,3,3- = FRL A ) -
AS-ERBEBH (isopropyl((2-
(pyrimidin-5-yl)-2H-indazol-5-
yDimino)(3,3,3-trifluoropropyl)-
lﬁ-sulfanone)

(s, 1H), 9.00 (d, J = 0.9 Hz, 1H), 7.61 (dd, ] = 9.2,
0.9 Hz, 1H), 7.22 (q, J = 0.9 Hz, 1H), 7.06 (dd, J =
9.2,2.1 Hz, 1H), 3.71-3.64 (m, 1H), 3.53-3.49 (m,
2H), 2.85-2.73 (m, 2H), 1.40 (d, J = 6.7 Hz, 3H),
1.34 (d, J = 6.7 Hz, 3H); ESI MS (m/z): 398 [M+1].
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102 | 574 2E((2-(WHL e -3-3E)2H-W|i%- | TH-NMR (400 MHz, DMSO-d6) 3 9.34 (d, J = 2.1
43 e 3)(3,3,3- = F A 3)- Hz, 1H), 9.07 (d, J = 0.9 Hz, 1H), 8.62 (dd, J = 4.7,
St @ | 1.4 Hz, 1H), 8.49 (dq, J = 8.3, 1.4 Hz, 1H), 7.61
gyﬁzfﬁfﬂlézﬂ(’fﬂ((z ®YUE | (Gdd, 1-8.3, 4.7, 0.7 He, 1H), 7.21 (d, ] - 8.6 H,
yl)lmmo)(S,3,3-triﬂu0r0pr0pyl)- IH), 7.13 (dd, J= 8.6, 7.0 HZ, IH), 6.63-6.61 (m,
A sulfanons) 1H), 3.78-3.71 (m, 1H), 3.58 (q, J = 5.2 Hz, 2H),
2.92-2.79 (m, 2H), 1.47 (d, J = 6.7 Hz, 3H), 1.39 (d,
J =6.7 Hz, 3H); ESI MS (m/z): 397 [M+1].
103 | 57 74 BE((2-(WHE-5-&)-2H-W| 8- | 1H-NMR (400 MHz, DMSO-d6) 3 9.55 (d, J = 3.1
43P Fic3)(3,3,3- = A L) - Hz, 2H), 9.23 (s, 1H), 9.16 (d, ] = 0.9 Hz, 1H), 7.22
AS LT (isopromyl(2- (dd, 1=7.9,0.9 Hz, 1H), 7.15 (dd, ] = 8.7, 6.9 Hz,
| WSS T A
: ,3.61-3.57 (m, 2H), 2.91-2.79 (m, 2H), 1. i
{é)ﬁl‘;‘a?éie? trifluoropropyD)- | L 3H). 1.39 (d, ) = 6.7 Hz, 3H)
ESI MS (m/z): 398 [M+1].
104 | ((2-(5-FHLNE-3-2%)-2H-W|#-4- | TH-NMR (400 MHz, DMSO-d6) 5 9.27 (s, 1H), 9.13
A 03,32 | 102,24 Fia, 1), 720 (4,1 = 8.6 iz, 1D, 7.4
7 38)- ARG (((2-(5- — oty 25 B, WL, et = 100151, LI, 1
fluoropyridin-3-yl)-2H-indazol-4- (dd, I= 8?, 6.9 HZ, IH), 6.62 (dd., J= 6.9, 0.8 HZ,
yD)imino)(isopropyl)(3.3.3- 1H), 3.78-3.71 (m, 1H), 3.61-3.57 (m, 2H), 2.91-2.79
irifluoropropyl)-Ab-sulfanone) (m, 2H), 1.48 (d, J = 6.7 Hz, 3H), 1.39 (d,J = 7.0 Hz,
3H); ESI MS (m/2):415 [M+1].
108 | 7, JE((7-H-2-(lLWe-3-JE)-2H-5| | 1H-NMR (400 MHz, DMSO-d6) 8 9.35 (d, J = 2.2
A4 ) I e ) (5 p\j%)_)fl_ i Hz, 1H), 9.12 (d, ] = 2.7 Hz, 1H), 8.65 (dd, ] = 4.8,
2] (cthyl((7-fluoro-2-(pyridin- | 1-3 Hz, 1H), 8.52 (dg, J =8.3, 1.4 Hz, 1H), 7.62
Syl A ndncd- b 8D, 6.48 (4. 79,3311z 1), 362358
6 z, 1H), 6. ,J1=17.9, 3.3 Hz, 1H), 3.62-3.
gi)]}fégﬁl(;s‘:’p“’py” * (m, 1H), 2.97-2.87 (m, 1H), 1.43 (d, ] = 6.6 Hz, 3H),
1.35(d, J = 6.8 Hz, 3H), 1.26 (t, ] = 7.5 Hz, 3H),
1.22-1.17 (m, 4H); EST MS (m/2):347[M+1].
109 CFE((T-F-2- (M mE-3-3E)-2H-#| | 1TH-NMR (400 MHz, DMSO-d6) 6 9.33 (d, J =2.2
ﬂ$-4-E)WH§%)(qJE)-kﬁ-ﬁ‘E Hz, 1H), 9.11 (d, ] = 2.7 Hz, 1H), 8.64 (dd, J=4.6,
Eﬁ ( clhyl((7-ﬂu0r0-2-{pyridin-3- 1.5 HZ, ].H), 8.51 (dq, J= 8.3, 1.4 HZ, IH), 7.62
i Ha, 110, 646 (46, =79, 33 Hz, 110,342 (q. 1=
. 56 z, 1H), 6. ,J=79,33Hz, 1H),3.42(q,] =
yhimino)(methyl)-A"-sulfanone) | . 319 (s, 3H), 1.35 (1, 1= 7.3 Hz, 3H)
ESIMS (m/z):319 [M+1].
1H-NMR (400 MHz, DMSO-d6) 6 9.33 (d. ] =2.2
Hz, 1H), 8.99 (d, J = 0.7 Hz, 1H), 8.61 (dd, J = 4.6,
LA ) (2-(MEmE-3-45)-2H- | 1.5 Hz, 1H), 8.49 (dq, J = 8.3, 1.4 Hz, 1H), 7.60
0 -4 ) P Je - 2C-Tikefi | (ddd, J=8.3,4.6,0.7 Hz, 1H), 7.17 (d, ] = 8.6 Hz,
136 (e[hy[(propy[)((Z-(pyrldln_3_y])- 1H), 7.11 (dd, J=28.7,7.0 Hz, 1H), 6.59 (dd, J=6.8,
2H-indazol-4-yl)imino)- A°- 1.0 Hz, 1H), 3.42-3.33 (m, 4H), 1.81 (dt, ] = 23.6,
sulfanone) 7.4 Hz, 2H), 1.34-1.29 (m, 4H), 1.26-1.22 (m, 3H),
0.99 (t, J = 7.3 Hz, 3H), 0.84 (t, ] = 6.7 Hz, 1H); ESI
MS(m/z): 328.55 [M+1].
- o IH-NMR (400 MHz, DMSO-d6) 6 9.26 (d, ] =2.4
%ﬁ(sﬁgﬁég"?f};ﬁ Hz, 1H), 8.91 (s, 1H), 8.60 (dd, J = 4.8, 1.3 Hz, 1H),
- = M)A -G 8.40 (dq, J = 8.4, 1.3 Hz, 1H), 7.62-7.55 (m, 2H),

(ethyl(propyl}(2-(pyridin-3-yl)-
2H-indazol-5-yl)imino)-A’-
sulfanone)

7.17(d, ] = 1.5 Hz, 1H), 6.99 (dd, J = 9.0, 2.0 Hz,
1H), 3.33 (d, J = 7.3 Hz, 1H), 3.29-3.25 (m, 3H),
1.75 (q, J = 7.8 Hz, 2H), 1.28-1.15 (m, 5H), 0.97 (1, J
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=7.5 Hz, 3H); ESI MS(m/z): 328.95 [M+1].

ZFE((2-(5- ML e -3-2 ) -2 H-H5|
W45 )V i I ) (7 32 )-AO- T e

1H-NMR (400 MHz, DMSO-d6)  9.27 (s, 1H), 9.07
(d,J=0.5 Hz, 1H), 8.63 (d, ] = 2.4 Hz, 1H), 8.54 (dt,
1=10.2,2.3 Hz, 1H), 7.17-7.11 (m, 2H), 6.59 (dd, ]

138 | B (ethyl((2(5-fluoropyridin-3- | _ 65 't  Hy, 1H), 3.43-3.34 (m, 4H), 1.81 (dt, J =
L T 23.5,7.3 Hz, 2H), 1.31 (t, ] = 7.5 Hz, 3H), 0.99 (1,
yDimino)(propyl)-A"-sulfanone) | — 7.5 g, 3H); ESI MS(m/z): 346.55 [M+1].
(S AR 3 Dbk | 1TH-NMR (400 MHz, DMSO-d6) § 9.21 (s, 1H), 9.00
E(f ﬁﬁuﬁ_ fiﬁ; H;IL)LE%L (s, 1H), 8.67 (d, J = 2.4 Hz, 1H), 8.46 (dt, J = 10.1,
- e P)ILIAAE) NSS4 He, 1H), 8.33 (d,J = 2.4 Hz, 1H), 7.55(d, J = 2.4
l A-BGERA ((2-(5-fluoropyridin- | b, '11). 3.37-3.33 (m, 4H), 1.77 (dt, J = 23.8, 7.3
3-yl)-2H-pyrazolo[3,4-b]pyridin- Hz; 4H), 0.97 (t,J = 7.3 Hz, 6H)
5-yl)imino}dipropyl-l"-sulfanone) ESI MS (mfz)361 55 [M+]]
G IR 2= EEY (2 =(5 -SRI IE -3 -
;igﬁéﬁgﬁgﬁf Sﬁ g) 1H-NMR (400 MHz, DMSO-d6) 8 9.17 (d,J = 1.2
ALY M A Hz, 1H), 9.00 (s, 1H), 8.66 (d, J = 2.4 Hz, 1H), 8.58
an ) 25)-A AR (3= | (4d, 7= 3.0, 1.4 Hz, 1H), 8.43 (dt, J = 9.9, 2.3 Hz,
fluoropyridin-2-yl)((2-(5- 1H), 8.34 (d, J = 2.7 Hz, 1H), 8.03-7.98 (m, 1H),
fluoropyridin-3-yl)-2H- 7.81-7.77 (m, 1H), 7.49 (d, J = 2.4 Hz, 1H), 3.66 (s,
Pl a[44-1] Epiiin- 3H); ESI MS (m/2):386.4 [M+1].
yl)imino)(methyl)-A’-sulfanone)
((2-(5-FME mE-3-J%)-2H- L e Jf
[3.4-blutk mE-5-3E) I g k) (R 1H-NMR (400 MHz, DMSO-d6) & 9.15-9.13 (m,
JE)HENE-3-3E) A0 Bkl (- | 2H). 8.94 (s, 1H), 8.83 (dd, J = 4.9, 1.5 Hz, 1H), 8.66
141 | (5-fluoropyridin-3-yl)-2H- (d, J=2.4 Hz, 1H), 8.42-8.36 (m, 3H), 7.66 (ddd, J =
pyrazolo[3,4-b]pyridin-5- 8.2,4.8,0.7 Hz, 1H), 7.40 (d, ] = 2.7 Hz, 1H), 3.61
yl)imino)(methyl)(pyridin-3-yl)- | (5, 3H); ESIMS(m/z):368.45 [M+1].
2°-sulfanone)
(2-FME mE-3-F5)((2-(5- T i -3-
HE)-2H-ME 3 [3,4-b]HEBE-5-2E) | TH-NMR (400 MHz, DMSO-d6) & 9.14 (s, 1H), 8.94
TV ) ()2 ikeli (- | (5 1H), 8.65 (td, J = 4.7, 2.0 Hz, 2H), 8.60 (dd, J =
142 chloropyridin-3-yl)((2-(5- 7.8, 2.0 Hz, 1H), 8.42-8.39 (m, 2H), 7.71 (dd, ] =
fluoropyridin-3-yl)-2H- 7.8_, 4.6 Hz, 1H), 7.38 (d, ] = 2.4 Hz, 1H), 3.71 (s,
pyrazolo[3,4-b]pyridin-5- 3H); ESI MS(m/z):402.4 [M+1].
yl)imino)(methyl}-lb-sulfanone')
o i Hi-E e
%ﬁgﬁ;ﬁé fﬁgﬁﬁfﬁ) 1H-NMR (400 MHz, DMSO-d6) 8 9.16 (s, 1H), 8.95
TP B (2, 26 T (€5 (s, 1H), 8.85-8.81 (m, 1H), 8.68-8.66 (m, 1H), 8.42
. s)(F 28)-0 AT (5= | (dt, 1= 10.0, 2.3 Hz, 1H), 8.33 (d, J = 2.7 Hz, 1H),
inoropyxidin-3-Fi2-(5- 8.29 (q,J =4.3 Hz, 1H), 8.03 (id, J = 8.6, 2.9 Hz,
fluoropyridin-3-yl)-2H- 1H), 7.43 (d, J = 2.4 Hz, 1H), 3.56 (s, 3H); ESI
pyrazolo[3,4-blpyridin-5- MS(m/2):386.45 [M+1].
yl)imino)(methyl)-A’-sulfanone)
A mpa3- S(5-F I mE-3-
ﬁ)ﬁégﬁé %ﬁﬁgﬁggﬁ) 1H-NMR (400 MHz, DMSO-d6) § 9.16 (s, 1H), 8.95
R R ) A kR (5| 5 1D 8.85-8.81 (m, 1H), 8.68-8.66 (m, 1H), 8.42
- W) 28)-A-BUSER (5= | 4y, 7= 10.0, 2.3 Hz, 1H), 8.33 (d, J = 2.7 Hz, 1H),
chloropyridin-3-yl)((2-(5- 8.29 (q, J = 4.3 Hz, 1H), 8.03 (i, J = 8.6, 2.9 Hz,
fluoropyridin-3-yl)-2H- 1H), 7.43 (d, J = 2.4 Hz, 1H), 3.56 (s, 3H); ESI
pyrazolo[3,4-blpyridin-5- MS(m/2):402.45 [M+1].
yl)imino)(methyl)-A’-sulfanone)
145 | ((2-(5-FtkmE-3-35)2H-iEMe 3+ | TH-NMR (400 MHz, DMSO-d6) 3 9.33 (d, J = 2.0
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[3.4-b]tEE-5-HE) NP [l 2k ) (FR
HE)(6-( = AP R ML IE-3- )0
i bERE (((2-(5-fluoropyridin-3-
yl)-2H-pyrazolo[3,4-b]pyridin-5-
yl)imino)(methyl)(6-
(triﬂuoromethyl)pyridin-?)-yl)-f’-
sulfanone)

Hz, 1H), 9.15 (s, 1H), 8.96 (d, J = 3.9 Hz, 1H), 8.67
(dd, T= 6.8, 2.4 Hz, 2H), 8.44-8.39 (m, 2H), 8.18 (d,
J=17.6 Hz, 1H), 7.47 (d, ] = 2.7 Hz, 1H), 3.69 (s,
3H); ESI MS(m/2):437.05 [M+1].

U2~ mE -3 AL ) -2 H - e
FH[3,4-b]HE g -5-HE) ¥ iz 3 )-A°-

1H-NMR (400 MHz, DMSO-d6) 3 9.29 (d, ] = 2.4
Hz, 1H), 8.98 (s, 1H), 8.64 (dd, ] = 4.8, 1.3 Hz, 1H),

146 el (dimethyl((2-(pyridin-3- | 8.45(dq, J=8.3, 1.4 Hz, 1H), 8.31 (d, ] = 2.7 Hz,
yl)-2H-pyrazolo[3,4-b]pyridin-5- | 1H), 7.65-7.62 (m, 1H), 7.57 (d, ] = 2.4 Hz, 1H),
yl)imino)-A°-sulfanone) 3.29 (s, 6H); ESI MS(m/z):287.5 [M+1].
LFE(PIE)((2-(MEWE-3-7%)-2H- | 1H-NMR (400 MHz, DMSO-d6) $ 9.29 (d, ] =2.4
I 14 [ 3, 4-b it e -5-J) T iz Hz, 1H), 8.97 (s, 1H), 8.64 (dd, J = 4.8, 1.3 Hz, 1H),

147 %)-lﬁ- _J[Lﬁﬁﬁ (clhyl(mclhy])((2~ 844 (dQs J= 8'4’ 1.3 st lH), 8.32 (d, J=27 st
(pyridin_:{-y[)-ZH-pyrazolo[3,4_ IH), 7.65-7.62 (m, lH), X (d, J=24 HZ, lH),
b]pyridin—S—y]}imino)—kﬁ— 3.48-3.41 (m, 2H), 3.20 (s, 3H), 1.31 (t, ] = 7.3 Hz,
sulfanone) 3H); ESI MS(m/z):301.5 [M+1].

——e 1H-NMR (400 MHz, DMSO-d6) 6 9.28 (d, ] = 2.4
;’%ﬁ@i%ﬁf&; 53_%’%)) | Hz 1H), 8.96 (s, 1H), 8.64 (dd, ] = 4.6, 1.5 Hz, 1H),
p : 8.43 (dq, J=8.4, 1.3 Hz, 1H), 8.34 (dd, J=11.7,2.7

148 | AN - AE A » Hz, 1H), 7.64 (dd, ] = 8.3, 4.9 Hz, 1H), 7.59-7.57
(ethyl(isopropyl)((2-(pyridin-3- | (1, '1H), 3.66-3.56 (m, 1H), 3.40-3.33 (m, 2H), 1.39
yl)-2H-pyrazolo[3,4-blpyridin-3- | (4 j= 6.6 Hz, 3H), 1.32 (d, T = 6.8 Hz, 3H), 1.25 (q,
yDimino)-A"-sulfanone) J = 7.1 Hz, 3H); ESI MS(m/2):329.55 [M+1].

1H-NMR (400 MHz, DMS0-d6)$9.28 (d, ] =24
TUPER((2-(MENE-3-2E)-2H-IEIE | Hz, 1H), 8.96 (s, 1H), 8.64 (dd, ] = 4.8, 1.3 Hz, 1H),
FH[3,4-bIHENE-5-3E) W5 E)-A5- | 8.44 (dq, J=8.3, 1.4 Hz, 1H), 8.32 (d, J = 2.7 Hz,

149 | Bkl (dipropyl((2-(pyridin-3- 1H), 7.63 (dd, ] = 8.1, 4.4 Hz, 1H), 7.57 (d, ] =2.7
yl)-2H-pyrazolo[3,4-b]pyridin-5- | Hz, 1H), 3.34 (dd, J =9.7, 6.0 Hz, 4H), 1.77 (dt, J =
yl)imino)-A°-sulfanone) 23.6,7.4 Hz, 4H), 0.97 (1, ] = 7.5 Hz, 6H)

ESI MS(m/z):343.55 [M+1].
ST HR((2-(HEnE-3-55)-2H-IE | 1H-NMR (400 MHz, DMSO-d6) § 9.28 (d, J = 2.1
I FE[3,4-bLIE-5-JE) P fiicdk)- | Hz, 1H), 8.97 (d, J = 4.0 Hz, 1H), 8.64 (dd, ] = 4.7,

150 AC-TR ke (diisobutyl((2- 1.4 Hz, 1H), 8.44 (dq, J = 8.3, 1.4 Hz, 1H), 8.32(d,J
(pyridin-3-yl)-2H-pyrazolo[3,4- | = 2.8 Hz, 1H), 7.65-7.62 (m, 1H), 7.56 (d, ] = 2.8
b]pyridin-5-yl)imino)-A°- Hz, 1H), 3.31-3.24 (m, 4H), 2.36-2.26 (m, 2H), 1.21-
sulfanone) 0.98 (m, 12H); ESI MS(m/z):371.65 [M+1].

(3-F A EMEmE-2-25)(F JE)((2- | TH-NMR (400 MHz, DMSO-d6) § 9.25 (d, J = 2.4
(MPEmE-3-55)-2H-ME 4 51-[3,4-b]iL | Hz, 1H), 8.93 (s, 1H), 8.62 (dd, J = 4.8, 1.3 Hz, 1H),
WE-5-3) T )20 B ke ((3- | 840 (dq, J=8.4, 1.3 Hz, 1H), 8.33 (d, J = 2.7 Hz,

151 methoxypyridin-2-yl)(methyl)((2- | 1H),8.23 (dd, J=4.4, 1.2 Hz, 1H), 7.74 (dd, J = 8.6,
(pyridin-3-y1)-2H-pyrazolo[3,4- 1.2 Hz, 1H), 7.66-7.60 (m, 2H), 7.43 (d, ] = 2.4 Hz,
b]pyridin-5-yl)imino)-A°- 1H), 3.81 (s, 3H), 3.56 (s, 3H); ESI MS(m/z):380.45
sulfanone) [M+1].

(3-SR -2 ) 2 ) (2-(HHE - 1H-NMR (400 MHz, DMSO-d6) 8 9.24 (d, ] =24
335y 2HE I 3 4-b] s | 1% 1HD, 897 (5, 1H), 8.63 (dd, J = 4.6, 1.2 Hz, 1H),

152 3 8.58 (d, ] =4.4 Hz, 1H), 8.40 (dq, J = 8.4, 1.3 Hz,

HE) R 3E)-A - ((3-
fluoropyridin-2-yl methyl)((2-

1H), 8.32 (d, J = 2.7 Hz, 1H), 8.01 (t, J = 9.4 Hz,
1H), 7.81-7.77 (m, 1H), 7.65-7.60 (m, 1H), 7.50 (d, J
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(pyridin-3-y1)-2H-pyrazolo[3,4-
b]pyridin-5-yl)imino)-A’-
sulfanone)

=2.7 Hz, 1H), 3.66 (s, 3H); ESI MS(m/z):368.45
[M+1].

(2- Ut -3~ ) (PP 3 ) (2~ -
3-FE)-2H- Mk e Ff [ 3,4-b] Ik Mg -5-
FE) e 3 )-AC- e ((2-

1H-NMR (400 MHz, DMSO0-d6) 6 9.19 (d, ] = 2.4
Hz, 1H), 8.88 (t, J = 3.8 Hz, 1H), 8.62-8.59 (m, 2H),
8.56 (dd, ] = 7.6, 1.8 Hz, 1H), 8.37-8.34 (m, 2H),

133 | chloropyridin-3-yl)(methy)(2- | 768 (dd. ] = 7.8, 4.7 Hz, 1H), 7.58 (ddd, ] = 8.4, 4.7,
(pyridin-3-yI)-2H-pyrazolo[3.4- | ¢ 6 Hy, 1H), 7.36 (d, J = 2.8 Hz, 1H), 3.68 (s, 3H);
b]pyridin-5-yl)imino)-}"- ESI MS(m/z):384.5 [M+1].
sulfanone)

A e £ I
N g;“tzt}[ﬁi ui);?; %i(](nztt EEE'S’I 1H-NMR (400 MHz, DMSO-d6) 5 9.24 (dd, J = 7.3,
e L 2.8 Hz, 1H), 9.07 (d, J = 1.8 Hz, 1H), 8.93-8.88 (m,
o )M JUHE) -1~ T ke ((5- 2H), 8.64-8.61 (m, 1H), 8.52 (t, J = 2.1 Hz, 1H),
>4 | chloropyridin-3-yl)(methyD(2- | § 418 37 (m, 2H), 7.64-7.60 (m, 1H), 7.46 (d, J =
(pyridin-3-yl)-2H-pyrazolo[3.4- | 5 8 Hz, 1H), 3.65 (d, J = 8.3 Hz, 3H)
b]pyridin-5-yl)imino)-A"- ESI MS(m/2):384.45 [M+1].
sulfanone)
(2 3 2L T 3 1H-NMR (400 MHz, DMSO-d6) 3 9.29 (d,J = 2.4
[3(fl-b(]ﬂttttfﬁ-35§)) i g)ﬁ;_ Hz, 1H), 8.98 (d, J = 4.0 Hz, 1H), 8.64 (dd, J = 4.7,
i = : 1.4 Hz, 1H), 8.45 (dg, ] =8.4, 1.3 Hz, 1H), 8.33 (d,J

155 | THAE 1SRN (12 | =28 Hy, 1H), 7.66-7.62 (m, 1H), 7.51 (d, 1 = 2.4
(pyridin-3-yl)-2H-pyrazolo[3.4- | y 1H), 3.50-3.41 (m, 2H), 3.34 (s, 1H), 3.29 (1, ] =
blpyridin-5-ylimino)tetrahydro- | 7 0 1, 1H), 2.32-2.19 (m, 2H), 2.18-2.08 (m, 2H);
1H-A -lhlophcnc 1-oxide) ESI MS(m/z):313.5 [M+1]

DHAHE 3 A- b5y | 2 THD, 8.97 (5, 1H), 8.64 (dd, J = 4.8, 1.3 H, 1H),
o LS, 8.44 (dq, J=8.4, 1.3 Hz, 1H), 8.33 (d, ] =2.7 Hz,

156 | BaHh)-x Ak B 1H), 7.64 (dd, ] = 8.6, 5.1 Hz, 1H), 7.59 (d, ] = 2.4
(isopropyl(methyl)((2-(pyridin-3- | 11, 1), 3.58 (1, J = 6.8 Hz, 1H), 3.12 (s, 3H), 1.41
yl)-2H-pyrazolo[3,4-blpyridin-5- | (4 y = 6.8 H, 3H), 1.37 (d, J = 6.8 Hz, 3H)
yDimino)-2-sulfanone) ESI MS(m/2):315.5 [M+1].

Eﬁ(}ﬁﬁg’fiﬁ Héi;itf(’f 1H-NMR (400 MHz, DMSO-d6) 3 9.33 (d, ] = 2.1
ADILAL0-A3)LICAE N0 = | Hz, 1H), 9.22 (d, J = 2.4 Hz, 1H), 8.91 (d, ] = 4.0
HPI)UENE-3-K)- Wb/ |, 11, 8.68-8.62 (m, 2H), 8.42 (d, J = 2.8 Hz, 1H),

157 | (methyl((2-(pyridin-3-y1)-2H- 8.39 (dq, J=8.3, 1.4 Hz, 1H), 8.18 (d, J = 8.3 Hz,
pyrazolo[3,4-b]pyridin-5- 1H), 7.63-7.60 (m, 1H), 7.48 (d, J = 2.8 Hz, 1H),
e o |3.67(d,J=14.4Hz, 3H); ESI MS(m/2):418.5
(trifluoromethyl)pyridin-3-yl)-1"- [M+1].
sulfanone)

1H-NMR (400 MHz, DMSO-d6) 3 9.23 (d, J = 2.4
(L E -2 ) ((2-(HEWE-3-FE)- | Hz, 1H), 8.91 (s, 1H), 8.78 (d, J = 3.9 Hz, 1H), 8.62
2H-ME 3 [3,4-bIEE-5-FE)E | (dd, J=4.6, 1.2 Hz, 1H), 8.39 (dq, J = 8.3, 1.4 Hz,

Isg | B AR (methyl(pyridin- | 1H), 8.30 (d, J =2.4 Hz, 1H), 8.18 (d, = 7.8 Hz,
2-yl)((2-(pyridin-3-yl)-2H- 1H), 8.11 (td, J = 7.7, 1.7 Hz, 1H), 7.68 (ddd, J = 7.5,
pyrazolo[3,4-b]pyridin-5- 4.7, 1.2 Hz, 1H), 7.61 (dd, ] = 8.1, 4.6 Hz, 1H), 7.43
yl)imino)-A°-sulfanone) (d, J=2.7 Hz, 1H), 3.55 (s, 3H); ESI MS(m/z):

350.5 [M+1].
(5-TMEIE-3-FE)(FHE)((2-(HEME- | 1H-NMR (400 MHz, DMSO-d6) 8 9.23 (d, ] =2.2

159 | 3-35)-2H-M M IF[3,4-b]HEBE-5- | Hz, 1H), 8.91 (s, 1H), 8.82 (d, J = 2.8 Hz, 1H), 8.63

FE) P e ) -AS- B bE A ((5-

(dd, T=4.8, 1.3 Hz, 1H), 8.39 (dq, J = 8.3, 1.4 Hz,
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fluoropyridin-3-yl)(methyl )((2-
(pyridin-3-yl)-2H-pyrazolo[3,4-
b]pyridin-5-yl)imino)-A°-
sulfanone)

1H), 8.31 (d, ] = 2.4 Hz, 1H), 8.27 (q, J = 4.4 Hz,
1H), 8.03 (td, ] = 8.7, 2.9 Hz, 1H), 7.62 (ddd, J = 8.3,
4.8, 0.6 Hz, 1H), 7.44 (d, ] =2.7 Hz, 1H), 5.75 (s,
1H), 3.56 (s, 2H); ESI MS(m/2):368.45 [M+1].

1-((2-(5- Stk e -3- 3% )-2H-Fg | e
5-3) P i 3 P 40 TH-AO- gy 1-
AW (1-((2-(5-chloropyridin-3-

1H-NMR (400 MHz, DMSO0-d6) 3 9.26 (d, ] = 2.0
Hz, 1H), 8.99 (d, 7= 0.7 Hz, 1H), 8.66 (d, J = 2.0
Hz, 1H), 8.60 (t, J = 2.2 Hz, 1H), 7.58 (d, ] = 9.0 Hz,

160 _ 1H), 7.08 (g, J = 0.9 Hz, 1H), 7.00 (dd, J =9.2, 2.1
yD)-2H-indazol-5- ] Hz, 1H), 3.41-3.35 (m, 2H), 3.28-3.21 (m, 2H), 2.24-
yDimino)tetrahydro-1H-2"- 2.18 (m, 2H), 2.14-2.06 (m, 2H)
thiophene 1-oxide) ESI MS(m/2):368.45 [M+1].

peugpy P — 1H-NMR (400 MHz, DMSO-d6) 3 8.60 (dd, ] = 4.8,
ﬁéf%ﬁ%ﬁq %%ngug 1.6 Hz, 1H), 8.48 (d, ] = 0.7 Hz, 1H), 7.91 (dd, J =
T 1 leribd 7.8, 1.5 Hz, 1H), 7.57 (d, ] = 9.0 Hz, 1H), 7.46 (dd, ]

161 | "W AR (1(2-2- —7.7,4.8 Hz, 1H), 7.14 (d, J = 1.2 Hz, 1H), 6.98 (dd,
methylpyridin-3-yl)-2H-indazol- | y—93 7.1 Hy, 1H), 3.41-3.34 (m, 2H), 3.25-3.18
5-ylimino)tetrahydro-1H-A"- (m, 2H), 2.42 (s, 3H), 2.24-2.19 (m, 2H), 2.15-2.07
thiophene 1-oxide) (m, 3H); ESI MS(m/2):326.95 [M+1].

(a3 op | JH-NMR (400 MHz, DMSO-d6) 3 8.65 (s, 1H), 8.56
I}ﬂf_{sz_ﬁ)?ﬁ E)’&%%;f;ug (d, J=4.9 Hz, 1H), 8.50 (d, J = 1.0 Hz, 1H), 7.57 d,
=) ILIAR) P J=9.3Hz, 1H), 7.51 (d,J = 5.1 Hz, 1H), 7.15 (d,J =

162 | W 1AL (1((2-4- 1.5 Hz, 1H), 6.98 (dd, J = 9.2, 2.1 Hz, 1H), 3.41-3.34
methylpyridin-3-yl)-2H-indazol- | (1 71), 325-3.18 (m, 2H), 2.29 (s, 3H), 2.24-2.18
- Joninabetoalnpton- LECA4~ (m, 2H), 2.15-2,08 (m, 2H); ESI MS(m/2):326.95
thiophene 1-oxide) [M+1].

e m A o | 1H-NMR (400 MHz, DMSO-d6) 3 9.11 (d, J = 2.4
;;_f_g)?;%gﬁ 3;23;5; Hz, 1H), 8.87 (d, J = 0.7 Hz, 1H), 8.28 (dd, J = 8.6,
e s 2.7 Hz, 1H), 7.58 (d, ] = 9.0 Hz, 1H), 7.45 (d, 1 = 8.3

163 | " 1AL (126 Hz, 1H), 7.10 (t, J = 1.0 Hz, 1H), 6.97 (dd, J = 9.2,
methylpyridin-3-yl)-2H-indazol- | 5 | py, 1H), 3.41-3.34 (m, 2H), 3.26-3.16 (m, 2H),
5-yDimino)tetrahydro-1H-1"- 2.54 (s, 3H), 2.27-2.05 (m, 4H); ESI
thiophene 1-oxide) MS(m/z):327.05 [M+1].

o e A oo | TH-NMR (400 MHz, DMSO-d6) 5 9.06 (d, ) = 2.4
;ﬂﬁ(fﬁ)?ﬁﬂ&%ﬂf&g Hz, 1H), 8.90 (d, J = 1.0 Hz, 1H), 8.45 (d, J = 1.0
A A Hz, 1H), 8.27-8.26 (m, 1H), 7.58 (dt, ] = 9.1, 0.9 Hz,

164 | W 1R (1(2-5- 1H), 7.10 (g, J = 0.9 Hz, 1H), 6.98 (dd, J = 9.2, 2.1
methylpyridin-3-yl)-2H-indazol- | i, 1), 3.41-3.34 (m, 2H), 3.26-3.20 (m, 2H), 2.42
S-yl)imino)tetrahydro-1H-A"- (d,J=0.5 Hz, 3H), 2.26-2.07 (m, 4H); ESI
thiophene 1-oxide) MS(m/2):326.65 [M+1].

((2-(5-F M me-3-2%)-2H-05]1e-5- | 1H-NMR (400 MHz, DMSO-d6)  9.26 (d, ] =2.4
SEYP i)~ B S A Hz, 1H), 8.98 (d,J = 0.6 Hz, 1H), 8.66 (d, ] = 2.1

165 | (((2-(5-chloropyridin-3-yl)-2H- Hz, 1H), 8.60 (t, ] = 2.3 Hz, 1H), 7.57 (d, ] = 9.2 Hz,
indazol-5-yl)imino)dimethyl-A°- | 1H), 7.14 (q, J = 0.9 Hz, 1H), 6.98 (dd, ] = 9.2, 2.1
sulfanone) Hz, 1H), 3.23 (s, 6H); ESI MS(m/z):320.9 [M+1].
" mzf(ﬁugf;;ﬁf H@Ekt?;& 1H-NMR (400 MHz, DMSO-d6) 3 9.60 (d, 1 = 2.4

15)-2H-WIEE-5-ZNE )AL | 1) 1) 9,10 (d, = 0.9 Hz, 1H), 9.00 (d, J = 0.9

166 | FEM (dimethyl(2-(5- Hz, 1H), 8.78 (t, J = 1.8 Hz, 1H), 7.59 (d, J = 9.2 Hz,
(trifluoromethyl)pyridin-3-yl)- 1H), 7.15 (t, ] = 0.9 Hz, 1H), 7.00 (dd, ] =9.3, 2.0
2H-indazol-5-yl)imino)-A"- Hz, 1H), 3.24 (s, 6H); ESI MS(m/z):354.85 [M+1].
sulfanone)

167 | ((2-(5-FF AL ng-3-2L)-2H-9] | 1H-NMR (400 MHz, DMSO-d6) & 8.96 (d, J = 0.9
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5B Jikc ) — R BE-A SR b
B (((2-(5-methoxypyridin-3-yl)-
2H-indazol-5-yl)imino)dimethyl-
A’-sulfanone)

Hz, 1H), 8.87 (d, J=2.1 Hz, 1H),8.33(d,J=24
Hz, 1H), 7.99 (t, ] = 2.3 Hz, 1H), 7.59-7.56 (m, 1H),
7.15-7.14 (m, 1H), 6.97 (dd, ] =9.2, 2.1 Hz, 1H),
3.94 (s, 3H), 3.23 (s, 6H); ESI MS(m/z):316.5
[M+1].

UL ((2-(5-F AR mE-3-4E)-
2H-13| -5\ e )-AS-T e

1H-NMR (400 MHz, DMSO0-d6) 3 9.06 (d, ] = 2.4
Hz, 1H), 8.90 (d,J = 0.7 Hz, 1H), 8.45 (d,J = 1.0
Hz, 1H), 8.27-8.26 (m, 1H), 7.56 (dt, ] = 9.1, 0.9 Hz,

168 | i (dimethyl(2-(5- 1H), 7.16-7.15 (m, 1H), 6,96 (dd, J = 9.2, 2.1 Hz,
methylpyridin-3-yl)-2H-indazol- | 1) 322 (s, 6H), 2.42 (d, J = 0.5 Hz, 3H); ESI
S-yl)lmmo}-l -sulfanone) MS{m,"{L)30055 [M+]]

prspepsye .~ +12 11, | TH-NMR (400 MHz, DMSO-d6) 3 8.43 (d, ] = 0.9
;ﬂ(rfi_(i% %?f%ﬁg 1%);1{ Hz, 1H), 7.77 (d, I = 7.9 Hz, 1H), 7.56 (d, = 9.2
Ko Hz, 1H), 7.29 (d, 1 = 8.3 Hz, 1H), 7.14 (q, I = 0.9

169 | "EW 1AL (1((2-(2.6- Hz, 1H), 6.97 (dd, J = 9.0, 2.0 Hz, 1H), 3.41-3.34
dimethylpyridin-3-yl)-2H- (m, 2H), 3.24-3.18 (m, 2H), 2.53 (s, 3H), 2.35 (s,
indazol-5-yl)imino)tetrahydro- | 3p1) 9 252 19 (m, 2H), 2.16-2.05 (m, 2H); ESI
1H-A’-thiophene 1-oxide) MS(m/z):341 [M+1].

ol e b3 0. | 1TH-NMR (400 MHz, DMSO-d6) 3 8.96 (d, J = 0.9
M m | D s a4
“Ero-am) LIRS Hz, 1H), 7.99 (t,J = 2.4 Hz, 1H), 7.59 (d, ] = 9.2 Hz,

170 | "W 1A (1425 1H), 7.09 (q, J = 0.9 Hz, 1H), 6.98 (dd, J = 9.2, 1.8
methoxypyridin-3-y1)-2H- Hz, 1H), 3.98-3.91 (m, 3H), 3.41-3.35 (m, 2H), 3.27-
mdazo]-S-yl)lmmo)tctrahydro- 3.20 (m, 2H), 2.28-2.05 (m, 5H); ESI
ll—[-l(’-thiophene l-oxide) MS{ITU"L)S4295 [M+]]
él-(l(ﬁﬁl(f%(s— i}?ﬁ?ﬁ ;ﬁ]){ 1H-NMR (400 MHz, DMSO-d6) 8 9.60 (d, J = 2.4
A I 1AL (1{(2. Hz, 1H), 9.10 (d, ] = 0.9 Hz, 1H), 9.00 (d, ] = 0.9

- Ry 1) (1-(2-5- Hz, 1H), 8.79 (t,J = 1.8 Hz, 1H), 7.61 (d, ] = 9.5 Hz,
(trifluoromethyl)pyridin-3-yl)- 1H), 7.09 (g, J = 0.9 Hz, 1H), 7.01 (dd, J=9.2, 1.8
2H-indazol-5- ] Hz, 1H), 3.42-3.35 (m, 2H), 3.29-3.22 (m, 2H), 2.26-
yDimino)tetrahydro-1H-A"- 2.06 (m, 4H); ESI MS(m/z):380.85 [M+1].
thiophene 1-oxide)

- o 3ty | 1TH-NMR (400 MHz, DMSO-d6) 3 8.60 (dd, J = 4.9,
Zﬂﬁﬁ%ﬂgééiﬁﬁgi ;%}E 1.5 Hz, 1H), 8.48 (d, ] = 0.9 Hz, 1H), 7.91 (dd, ] =

- i 7.9, 1.5 Hz, 1H), 7.56 (d, J = 9.2 Hz, 1H), 7.45 (q, J
Bl (dimethyl(2-(2- — 4.1 Hz, 1H), 7.19 (g, J = 0.9 Hz, 1H), 6.97 (dd, J =
methylpyridin-3-yl)-2H-indazol- | 9 5 1.8 Hg, 1H), 3.22 (s, 6H), 2.43 (s, 3H); ESI
S-yl)lmmo)-l -sulfanone) MS(m;‘rZ)30055 [M‘H ]

— (6T e 305y, | 1H-NMR (400 MHz, DMSO-d6) 3 9.11 (d,J =24
2Hﬁﬂ%ﬂg-sf&?]w%ﬂ§i§m_ﬁ?m Hz, 1H), 8.87 (d,J = 0.7 Hz, 1H), 8.28 (dd, J = 8.3,

174 | P TR 2.7 H, 1H), 7.56 (dt, 7= 9.1, 0.9 He, 1H), 7.45 (d, J
Bl (dimethyl((2-(6- — 8.6 Hz, 1H), 7.15 (g, J = 0.9 Hz, 1H), 6.96 (dd, J =
methylpyridin-3-yl)-2H-indazol- | 95 2 1 Hg, 1H), 3.22 (s, 6H), 2.52 (d, J = 9.5 Hz,
5-yDimino)-A"-sulfanone) 3H); ESI MS(m/2):300.5 [M+1].

(04 F M3 k). | TH-NMR (400 MHz, DMSO-d6) 3 8.64 (s, 1H), 8.56
ZHﬁfpgé(%iﬁ;gf;?% (d, ] =4.9 Hz, 1H), 8.49 (d, ] = 0.9 Hz, 1H), 7.57-

15 Sl o 7.55 (m, 1H), 7.51 (d, J = 4.9 Hz, 1H), 7.19 (q, ] =
B (dimethyl((2-(4- 0.9 Hz, 1H), 6.97 (dd, ] =9.2, 2.1 Hz, 1H), 3.22 (s,
methylpyridin-3-yl)-2H-indazol- 6H), 2.30 (d, J = 5.5 Hz, 3H)
5-yDimino)-"-sulfanonc) ESI MS(m/2):300.55 [M+1].

176 | ((2-(2,6- - H 3Lt ng-3-55)-2H- | 1H-NMR (400 MHz, DMSO-d6) § 8.42 (d, ] = 0.9
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W - 55 I Jrie ) — F B 0-
Bl (((2-(2,6-dimethylpyridin-3-
yl)-2H-indazol-5-
yl)imino)dimethyl-A°-sulfanone)

Hz, 1H), 7.77 (d, ] = 7.9 Hz, 1H), 7.55 (dt, ] = 9.2,
0.9 Hz, 1H), 7.29 (d,J = 7.9 Hz, 1H), 7.18 (4, J = 0.9
Hz, 1H), 6.96 (dd, ] =9.2, 2.1 Hz, 1H), 3.21 (s, 6H),
2.53 (s, 3H), 2.36 (s, 3H); ESI MS(m/z):314.95
[M+1].

((3-5-2- (W g -5 - k) -2 H -1 | 14 -5 -
FE) TV figg Ik ) — FR FE-AC- T e i

1H-NMR (400 MHz, DMSO-d6) § 9.37 (s, 1H), 9.29
(s, 2H), 7.61 (dd, ] = 9.3, 0.8 Hz, 1H), 7.05 (dd, J =

177 | (-chloro-2-(pyrimidin-5-y- | 95 5 | 1z, 1H), 6.9 (g, J = 0.9 Hz, 1H), 3.28-3.22

2%—[-m(!azol-S-yl)lmmo)dlmethyl- (m, 6H); ESI MS(m/z):321.7 [M+1].

A’-sulfanone)

%iﬂégiﬁ% g(f‘%?'ff% 1H-NMR (400 MHz, DMSO-d6) 8 9.33 (d, J = 32.7

=M Hz, 2H), 7.61-7.59 (m, 1H), 7.08 (dd, ] = 9.2, 2.1

178 | %efA (3-chloro-2-(pyrimidin-5- | y, 11 7.02 (q, J = 0.9 Hz, 1H), 3.56 (s, 1H), 3.08

pig-EL it g o | (s,3H),1.40 (4,1 = 6.7 Hz, 3H), 1.35 (d, ] = 7.0 Hz,

ybimino)(isopropyl)(methyl-A"- | 31y). EST MS(m/2):349.95 [M+1].

sulfanone)

((3-E 2 (WEnE 5 Hy 2 - Ik

;gﬁﬁ; %mp:%s i}lﬂ;ﬂﬁ 1H-NMR (400 MHz, DMSO-d6)  9.37 (s, 1H), 9.29

pilgin (s, 2H), 7.62 (dd, ] = 9.2, 0.9 Hz, 1H), 7.06 (dd, ] =
179 | AHA (1<(3-chloro-2- 9.2, 1.8 Hz, 1H), 6.93 (q, J = 0.9 Hz, 1H), 3.43-3.36

(pyrimidin-5-yl)-2H-indazol-5- | (1, H),3.27 (t, J = 7.0 Hz, 1H), 2.28-2.19 (m, 2H),

yDiminojtetrahydro-1H-)"- 2.15-2.08 (m, 2H); ESI MS(m/2):347.9 [M+1],

thiophene 1-oxide)

((3-F-2-(M g -5-J5)-2H-W5[ -5 | 1H-NMR (400 MHz, DMSO-d6)  9.37 (s, 1H), 9.29

B L) () (T 35)-18-i 4% | (s, 2H), 7.60 (dd, T = 9.2, 0.9 Hz, 1H), 7.06 (dd, J =
180 il (((3-chloro-2-(pyrimidin-5-yl)- 9.2, 2.1 Hz, 1H), 7.00 (q, J = 0.9 Hz, 1H), 3.37 (dd, J

2H-indazol-5- =9.9, 6.0 Hz, 2H), 3.17 (s, 3H), 1.79 (dd, ] = 16.8,

yl)imino)(methyl)(propyl)-A°- 7.5 Hz, 2H), 0.98 (t, J = 7.3 Hz, 3H); ESI

sulfanone) MS(m/z):349.9 [M+1].

((3-F-2-(ms g -5-Jk)-2H-M5[I4-5- | 1TH-NMR (400 MHz, DMSO-d6) & 9.37 (s, 1H),

HEYP e d) - 5 T AT AR | 9.30-9.26 (m, 2H), 7.59 (dd, ] = 9.2, 0.6 Hz, 1H),
I81 | (((3-chloro-2-(pyrimidin-5-yl)- 7.07 (dd, J=9.2, 1.8 Hz, 1H), 7.00 (q, ] = 0.9 Hz,

2H-indazol-5- 1H), 3.28-3.21 (m, 4H), 2.34-2.27 (m, 2H), 1.06-1.00

yl)imino)diisobutyl-A°-sulfanone) | (m, 12H); ESI MS(m/z):406.05 [M+1].

P2~ E-5-2E)-2H-IEE | 1H-NMR (400 MHz, DMSO-d6) 8 9.49 (s, 2H), 9.25

JF[3,4-D)ENE-5-F) W [ 3E)-25- | (s, 1H), 9.02 (s, 1H), 8.34 (d, ] = 2.4 Hz, 1H), 7.57
184 ﬁﬁﬁﬁl (dipropyl((Z-(pyrimidin- (ds J=2.17 HZ, ]H)a 3.38-3.34 (m, 4H)! 1.77 (dta J=

5-yl)-2H-pyrazolo[3,4-b]pyridin- | 23.6, 7.2 Hz, 4H), 0.97 (t, ] = 7.5 Hz, 6H); ESI

5-yl)imino)-A"-sulfanone) MS(m/z):345.05 [M+1].

T HE((2-(MENE-5-55)-2H-IE | 1H-NMR (400 MHz, DMSO-d6) 8 9.51 (d, J = 10.0

M JE[3,4-bEIE-5-3) W i 3E)- | Hz, 2H), 9.25 (t, ] = 4.9 Hz, 1H), 9.02 (d, ] = 4.6 Hz,
185 | A°-BATHR (diisobutyl((2- 1H), 8.34 (d, J = 2.7 Hz, 1H), 7.57 (d, ] = 2.7 Hz,

(pyrimidin-5-yl)-2H- 1H), 3.35(d, J=6.1 Hz, 1H), 3.28 (d, J = 7.8 Hz,

pyrazolo[3,4-b]pyridin-5- 1H), 2.36-2.26 (m, 2H), 1.06-0.98 (m, 12H); ESI

yl)imino)-A’-sulfanone) MS(m/z):373.05 [M+1].

1-((2-(WE WE-5- 3 )2 H- I 18 5F 1H-NMR (400 MHz, DMSO-d6)  9.51 (s, 2H), 9.25

[3,4-b]HE IE-5-3L) W fig 1) 0 - (s, 1H), 9.04 (s, 1H), 8.36 (d, ] = 2.4 Hz, 1H), 7.52
186 IH-Kﬁ-ﬂﬁﬂj} ]_ﬁﬂ:% (]_((2_ (d., J=27 HZ, lH)., 3.48-3.42 (ITI.., ZH), 3.35 (d, J=

(pyrimidin-5-yl)-2H-
pyrazolo[3,4-b]pyridin-5-

7.1 Hz, 1H), 3.29 (s, 1H), 2.26-2.10 (m, 4H); ESI
MS(m/z):314.85[M+1].
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yl)imino)tetrahydro-1H-A’-
thiophene 1-oxide)

((2-(5- e -3 3E) 2 H- L e 5
[3.4-bYtk mE-5-5) W i k) — R gk
-AS-T AR (((2-(5-fluoropyridin-

1H-NMR (400 MHz, DMSO-d6) 5 9.22 (s, 1H), 9.02
(s, 1H), 8.68 (d, J = 2.4 Hz, 1H), 8.48 (dt, ] = 10.1,
2.4 Hz, 1H), 8.32 (d, ] = 2.4 Hz, 1H), 7.55(d, 1 = 2.7

187 | Hz, 1H), 3.30 (s, 6H)
3-yl)-2H-pyrazolo[3,4-b]pyridin- : i 3
5_§1§imimpfdimelh[yl_kﬁ_]"y ESI MS(m/2):305.905[M+1].
sulfanone)
1-((2-(5-FUILIE-3-2%)-2H-IL 14 | 1H-NMR (400 MHz, DMSO-d6) 8 9.22 (s, 1H), 9.02
FH[3,4-b]HE-5-35) W L) U 4, | (5, 1H), 8.68 (d, J = 2.4 Hz, 1H), 8.48 (dt, J = 10.0,
CTHASEW) 15UEH (1-(2-(5- | 23 Hz, 1H), 8.35 (d,J=2.7 Hz, 1H), 7.50 (d, = 2.7

188 | fluoropyridin-3-yl)-2H- Hz, 1H), 3.48-3.41 (m, 2H), 3.34 (d, J = 7.3 Hz, 1H),
pyrazolo[3,4-b]pyridin-5- 3.28 (S, IH), 2.26-2.20 (m, 2H), 2.17-2.11 (m, 2H),
yD)imino)tetrahydro- 1HAC- ESI MS(m/2):376.9[M+1].
thiophene 1-oxide)

. o 1H-NMR (400 MHz, DMSO-d6) 8 8.92 (d, ] = 2.1
g%;g;@%fﬁf%gg;s Hz, 1H), 8.74 (dd, J = 4.9, 1.5 Hz, 1H), 8.20-8.17

189 | ((3-chloree2-(osrldlu-3erl)-2EL (m, 1H), 7.67 (dd, ] = 7.9, 4.6 Hz, 1H), 7.56 (d, ] =
((3- ~(pyridir -1 9.2 Hz, 1H), 7.05 (dd, ] = 9.3, 2.0 Hz, 1H), 6.99 (d, ]
indazol-5-yljimino)dipropyl-A'- | _y 5y, |H), 3.30-3.26 (m, 4H), 1.78-1.70 (m, 4H),
sulfanone) 0.96 (1, J = 7.5 Hz, 6H); ESI MS(m/z): 320.8[M+1].

P ——, : 1H-NMR (400 MHz, DMSO-d6) 5 8.95 (d, J = 2.0
g)iﬂégtw;;if%;ggs Hz, 1H), 8.76 (dd, ] = 4.6, 1.5 Hz, 1H), 8.22-8.19

8 | i 5 i Aol SEL (m, 1H), 7.68 (dd, J = 8.2, 4.8 Hz, 1H), 7.59 (dd, ] =
; A 1= 19.2,0.9 Hz, 1H), 7.03 (dd, J =9.3, 2.0 Hz, 1H), 6.99
indazol-5-yl)imino)dimethyl-A’- (t, ] = 1.0 Hz, 1H), 3.25 (s, 6H)
sulfanone) ESI MS(m/2):331.9[M+1].

a2 i o, | 1H-NMR (400 MHz, DMSO-d6) 8 8.95-8.95 (m,
;gﬁﬂé gtp;’g’_ f{}l%Hu;mfﬂi 1H), 8.76 (dd, ] = 4.7, 1.4 Hz, 1H), 8.21 (dgq, ] = 8.3,
=) ' = 1.4 Hz, 1H), 7.68 (ddd, J = 8.3, 4.9, 0.6 Hz, 1H),

191 | A (1(3-chloro-2-(pyridin- | 7 60 (dd, 1= 9.3, 0.8 Hz, 1H), 7.04 (dd, J = 9.3, 2.0
3-yl)-2H-indazol-5- Hz, 1H), 6.93 (q, J = 0.9 Hz, 1H), 3.39 (td, ] = 13.1,
yDimino)tetrahydro-1H-2"- 6.6 Hz, 2H), 3.26 (1, ] = 7.2 Hz, 2H), 2.28-2.19 (m,
thiophene 1-oxide) 2H), 2.15-2.08 (m, 2H); EST MS(1m/z):346.85[M+1].

& s e F 0T, 1H-NMR (400 MHz, DMSO-d6) 5 8.89 (t,J = 1.4
msuih a0
- ' o .3 Hz, 1H), 7. ,J=9.2,0.9 Hz, T A

192 | i ((3-chloro-2-(5-fluoropyridin- | y'Z 9 3 5 0 Hz, 1H), 6.99 (q, J = 0.9 Hz, 1H), 3.35
8-yi)- 2H-ingazgl-5- (s, 1H), 3.29 (s, 3H), 1.81-1.71 (m, 4H), 0.98 (q, J =
ybimino)dipropyl-A"-sulfanone) | 7.5 Hz, 6H); ESI MS(m/z):394.9]M+1].

L FE (5T AL )(2-(WE g -5-3)- 1H-NMR (400 MHz, DMSO-d6) & 9.49 (s, 2H), 9.25
2H-ME 3 [3,4-b]EBE-5-F)E | (s, 1H), 9.01 (s, 1H), 8.38 (d, ] =2.4 Hz, 1H), 7.59

lo3 | MEH)-AS-BikERA (d, J=2.4 Hz, 1H), 3.62 (t, ] = 6.9 Hz, 1H), 3.37 (q,
(ethyl(isopropyl }((2-(pyrimidin-5- J=17.3Hz, 2H), 1.39(d, ] =6.7 Hz, 3H), 1.32 (d, ] =
yl)-2H-pyrazolo[3,4-b]pyridin-5- 6.7 Hz, 3H), 1.26 (t, J = 7.3 Hz, 3H); ESI
y1)imino)-A’-sulfanone) MS(m/z):331.05[M+1].
TH((3-F-2-(5-UENE-3-45)- | 1H-NMR (400 MHz, DMSO-d6) 3 8.89 (d, J = 1.2

194 2H-1| -5 )P e 3t ) (2. 3E)-A5- | Hz, 1H), 8.82 (d, J = 2.8 Hz, 1H), 8.31 (dt, ] = 9.4,

Tk (butyl((3-chloro-2-(5-
fluoropyridin-3-yl)-2H-indazol-5-

2.3 Hz, 1H), 7.58 (dd, 1 =9.2, 0.9 Hz, 1H), 7.07 (dd,
1=92, 1.8 Hz, 1H), 6.99 (g, J = 0.9 Hz, 1H), 3.36 (t,
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yl)imino)(ethyl)-A°-sulfanone)

J=17.5 Hz, 3H), 3.30 (s, 1H), 1.76-1.68 (m, 2H),
1.39 (td, J = 14.7, 7.4 Hz, 2H), 1.29-1.22 (m, 3H),
0.88 (t, J = 7.3 Hz, 3H); ESI MS(m/2):394.9]M+1].

T EE((3-F-2- (kg -3-3)-2H- |
e SV Jie 35 ( é%)—lﬁ- RS

TH-NMR (400 MHz, DMSO-d6) & 8.95 (d, J = 2.0
Hz, 1H), 8.75 (dd, J = 4.7, 1.4 Hz, 1H), 8.20 (dq, J =
8.2, 1.3 Hz, 1H), 7.70-7.66 (m, 1H), 7.58-7.56 (m,
1H), 7.06 (dd, ] = 9.2, 1.8 Hz, 1H), 7.00 (t, J = 0.9

195 | # (butyl((3-chloro-2~(pyridin-3- | 1, "1 ) 335 (d, J = 7.6 Hz, 2H), 3.27-3.23 (m, 2H),
yl)-2H-indazol-5- 1.76-1.68 (m, 2H), 1.39 (td, J = 14.8, 7.5 Hz, 2H),
yDimino)(ethyl)-A"-sulfanone) 1.26 (t,J = 7.5 Hz, 3H), 0.88 (t, J = 7.3 Hz, 3H); ESI

MS(mm/2):377.1[M+1].

1H-NMR (400 MHz, DMSO-d6) 8 8.95 (d, J = 2.1
((3-5-2-(MEWE-3-F5)-2H-95|14:-5- | Hz, 1H), 8.75 (dd, J = 4.7, 1.4 Hz, 1H), 8.20 (dq, J =
IV I HE (205 (TR )00 | 8.2, 1.3 Hz, 1H), 7.68 (ddd, J = 8.3, 4.9, 0.6 Hz, 1H),

106 | 4B (((3-chloro-2-(pyridin-3-yl)- | 7.57 (dd, J=9.2,0.6 Hz, 1H), 7.09 (dd, = 9.3,2.0
2H-indazol-5- Hz, 1H), 7.02 (g, ] = 0.9 Hz, 1H), 3.60-3.54 (m, 1H),
yl)imino)(cthyl)(isopropyl)-A®~ | 3:35-3.32 (m, 1H), 3.29 (d, ] = 7.6 Hz, 1H), 1.38 (d,
slfaneng) J1=6.7Hz, 3H), 1.31 (d, ] = 6.7 Hz, 3H), 1.25 (1, ] =

7.5 Hz, 3H); ESI MS(m/z):363[M+1].
(G-S-2-(1tLE-3-J)- 215 k- | TH-NMR (400 MHz, DMSO-d6) 8 8.95 (d. 1=2.2
S B PP A (75 B2 | %o THD, 875 (dd, T = 4.8, 1.3 Hz, 1H), 8.20 (dg, J =
§ CE)SAEDUE | 9 3013 Hy, 1H), 7.68 (dd, T = 7.8, 5.1 Hz, 1H), 7.59-

197 | B ((3-chloro-2-(pyridin-3-yl)- | 7 57 (m, 1H), 7.04 (dd, J = 9.2, 2.1 Hz, 1H), 7.00 (d,
2H-indazol-5- ) J=12Hz, 1H),3.37 (dd, ] = 9.8, 6.1 Hz, 2H), 3.16
yDimino)(methyl)(propyl)-}"- (s, 3H), 1.82-1.74 (m, 2H), 1.00-0.91 (m, 3H); ESI
sulfanone) MS(m/z):348.95[M+1].
((3-%-2-(“&@%-3-%)-2H-“§|IT_’-'F_-S- 1H-NMR (400 MHL,_DMSO-d6) 5 8.95 (d., J=21 B
FEE (5 P (P 3y | H THD, 875 (dd, T =4.7, 1.4 Hz, 1H), 8.20 (dg, I =

: £E 8.3, 1.3 Hz, 1H), 7.72-7.66 (m, 1H), 7.58 (dd, J =

198 | KERH (((3-chloro-2-(pyridin-3-y)- | 9 5 0.9 Hz, 1H), 7.06 (dd, J = 9.2, 2.1 Hz, 1H), 7.01
2H-indazol-5- . | (@ 7=09Hz, 1H), 3.58-3.52 (m, 1H), 3.07 (s, 3H),
yDimino)(isopropyl)(methyl)-A"- | 1 49 (d, J = 6.7 Hz, 3H), 1.35 (d, J = 7.0 Hz, 3H)
sulfanone) ESI MS(m/2):348.95[M+1].
((3_%_2_(5_%m_tui_3_h;)_2}[_ua[ ]H-N_MR (400 MHZ, DMSO-df) 6 8.89 (S, ]H),. 8.82
U5 o i (2. S 5 iy | (9= 2.8 Hz, 1H), 830 (dt, 1 =9.4, 2.3 H, 1H),

A 7.57(dd, J=9.2,0.6 Hz, 1H), 7.11 (dd, ] =9.2, 1.8

199 | -HikEH (((3-chloro-2-(5- Hz, 1H), 7.01 (g, J = 0.9 Hz, 1H), 3.61-3.54 (m, 1H),
fluoropyridin-3-yl)-2H-indazol-5- | 3 33 (4, 7 = 7.3 Hz, 1H), 3.29 (s, 1H), 1.38 (d, T = 6.7
yDimino)(ethyl)(isopropyl)-A’- | H 3H), 1.34-1.29 (m, 3H), 1.27-1.21 (m, 3H)
sulfanone) ESI MS(m/z):380.95[M+1].
(-2~ Rt -3-3) 2106 | TH-NMR (400 MHz, DMSO-d6) & 8.89 (d. 1 = 1.2
-5 ) I [ ) (FF ) (7 ) Hz, 1H), 8.82 (d, J = 2.4 Hz, 1H), 8.33-8.29 (m, 1H),

e 7.58 (dd, J=9.3, 0.8 Hz, 1H), 7.05 (dd,J = 9.2, 1.8

200 | ikERA ((3-chloro-2-(5- Hz, 1H), 6.99 (q, J = 0.9 Hz, 1H), 3.37 (dd, J = 9.6,
fluoropyridin-3-yl)-2H-indazol-5- | ¢ o Hz, 2H), 3.17 (s, 3H), 1.79 (dd, J = 16.7, 7.5 Hz,
yl)imino)(methyl)(propyl)-A‘- 2H), 0.98 (t, J = 7.3 Hz, 3H); ESI
sulfanone) MS(m/2):366.95[M+1].
(R | IS Q0 DY 07 1.5
FEY T R ) — 2. RS- e e 4 g ’ &7 e i B T

201 | 9.2, 1.8 Hz, 1H), 7.00 (d, J = 1.2 Hz, 1H), 3.36 (t, ] =

(((3-chloro-2-(pyrimidin-5-yl)-
2H-indazol-5-yl)imino)diethyl-A°-

7.3 Hz, 4H), 1.25 (q, ] = 7.4 Hz, 6H); ESI
MS(m/z):349.9[M+1].
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sulfanone)

((7-F0-2-(5- ML NE-3 -4k )-2H-H]
W45 ik BE) — 2 -0 BR b

1H-NMR (400 MHz, DMSO-d6) § 9.25 (s, 1H), 9.18
(s, 1H), 8.68 (d, J = 2.4 Hz, 1H), 8.52 (dt, J = 10.0,

202 | (((7-chloro-2-(5-fluoropyridin- ﬁz ?g)l?;‘:fség}‘] =78 Hz, 1H),6.56 (d, =738
3-yl)-2H-indazol-4- Z, 1), 55918,
yl)imino)dimethyl-A’-sulfanone) ESI MS(m/z):338.85[M+1].
((3-F-2-(k W2 -4-J5)-2H-W5[ -5~ | 1H-NMR (400 MHz, DMSO-d6)  9.79 (s, 1H), 9.49
FE) Y g () (P 3E)-AS-fi ke | (d, J = 5.2 Hz, 1H), 8.23 (s, 1H), 7.61 (d, ] = 9.2 Hz,
203 B (((3-chloro-2-(pyridazin-4-yl)- 1H), 7.07 (d, J = 8.9 Hz, 1H), 6.97 (s, 1H), 3.38 (1, ]
T e —y =7.5 Hz, 2H), 3.18 (s, 3H), 1.79 (d, J = 7.0 Hz, 2H),
yl)imino)(methyl)(propyl)-A°- 0.98 (t, ] = 7.2 Hz, 3H)
Su]f‘a_none} ESI MS(HL”Z):349.95[M+1]
3-chloro-2-(Ib I -4- 3 )-2 F.I 1H-NMR (400 MHz, DMSO-d6) 8 9.79 (g, J = 1.2
f],i_s_mw H@EH& Zﬁ)kﬁﬁﬁ% Hz, 1H), 9.49 (dd, ] =5.7, 1.1 Hz, 1H), 8.23 (q,J =
204 | 0 rreat T M| 2.8 He, 1H), 7.60 (dd, T = 9.3, 0.8 Hz, 1H), 7.10 (dd,
il ((3-chloro-2-(pyridazin-4-y)- | y_ 93 5 0 Hy, 1H), 6.98 (q, J = 0.9 Hz, 1H), 3.36
2H-mdazo|-5-y])mnno)dlcthy]-l - (q.‘ J=7.4Hz, 4H).. 1.26 (l: J=17.5Hz, 6H), ESI
sulfanone) MS(m/z):350[M+1].
(4 o s | 1TH-NMR (400 MHz, DMSO-d6) 3 9.79 (q, J = 1.2
(g) %;‘, g)‘("f %}%F)F;H%"ff ﬁ;ii Hz, 1H), 9.49 (dd, ] = 5.8, 0.9 Hz, 1H), 8.23 (q, ] =
=) 2.8 Hz, 1H), 7.59 (dd, J = 9.3, 0.8 Hz, 1H), 7.14-7.10
205 | HfA (((3-chloro-2-(pyridazin-4- | (1) '1§1) 7.00-6.98 (m, 1H), 3.58 (td, J = 13.7, 6.8
yD)-2H-indazol-5- ] Hz, 1H), 3.35 (d,J = 7.3 Hz, 2H), 1.41-1.37 (m, 3H),
yDimino)(ethyl)(isopropy)-A"- | | 34.1.30 (m, 3H), 1.29-1.20 (m, 3H)
sulfanone) ESI MS(m/z):363.9[M+1].
((7-5-2-(5-FMENE-3-56)-2H-1] | 1y MR (400 MHz, DMSO-d6)  9.27 (s, 1H),
M4SN ) (57 I 2R ) (FRIE)- | 9.20 (s, 1H), 8.68 (d, J = 2.8 Hz, 1H), 8.55 (dt, J =
206 | M-FREEHR (((7-chloro-2-(5- 10.0, 2.4 Hz, 1H), 7.23 (d, ] = 7.9 Hz, 1H), 6.59 (d, J
fluoropyridin-3-yl)-2H-indazol-4- | = 7.9 Hz, 1H), 3.60 (t, ] = 6.9 Hz, 1H), 3.17 (s, 3H),
yl)imino)(isopropyl)(methyl)-A°- | 1.48 (d, J = 6.7 Hz, 3H), 1.42 (d, ] = 7.0 Hz, 3H);
sulfanone) ESI MS(m/z):366.9[M+1].
— 2 (2~ LI 53k 1H-NMR (400 MHz, DMSO-d6) 6 9.34 (d, J = 7.9
mig%ng. 5(%;1%&;? fﬁﬁ)ﬁ Hz, 2H), 8.93 (d, J = 0.9 Hz, 1H), 7.57 (d, = 9.2
NI ey ' Hz, 1H), 7.17 (d, ] = 1.2 Hz, 1H), 7.01 (dd, ] = 9.2,
B (dicthyl((2-(2- 2.1 Hz, 1H), 3.35-3.32 (m, 2H), 3.30-3.27 (m, 2H),
methylpyrimidin-5-yl)-2H- 2.70 (s, 3H), 1.31-1.17 (m, 6H)
indazol-5-yl)imino)-A"-sulfanone) | ggy MS(m/2):329.95[M-+1].
1H-NMR (400 MHz, DMSO-d6) 8 9.35 (d, J = 14.2
R BE)((2-(2-FF JEWEIE-5- | Hz, 2H), 8.93 (d, J = 1.0 Hz, 1H), 7.58-7.55 (m, 1H),
BEY-2H-M5| -5 ) TP fig B)-A°-B% | 7.17 (g, J = 1.0 Hz, 1H), 7.01 (dd, ] = 9.2, 2.1 Hz,
208 | Kifil (cyclohexyl(methyl)(2-(2- | 1H), 3.03 (s, 3H), 2.76 (d, J = 7.6 Hz, 1H), 2.70 (s,
methylpyrimidin-5-yl)-2H- 3H), 2.10-2.04 (m, 1H), 1.64 (d, ] = 12.2 Hz, 2H),
indazol-5-yl)imino)-A"-sulfanone) | 1.58-1.39 (m, 2H), 1.36-1.09 (m. 6H)
ESI MS(m/2):370.0[M+1].
, o o o g 1H-NMR (400 MHz, DMSO-d6) 6 9.29 (d, J = 2.2
;ﬁf&i@“ﬁﬂ% i’ﬁ %ﬁ)&* Hz, 1H), 9.06 (s, 1H), 8.62 (dd, J = 4.6, 1.5 Hz, 1H),
R NEBCEE)-VBKE | g 43 (dq, J=8.3, 1.4 Hz, 1H), 7.63 (ddd, ] = 8.3, 4.6,
209 | i (isopropyl(methyl)((2-

(pyridin-3-yl)-2H-indazol-7-
yl)imino)-k“-sul[‘anone)

0.7 Hz, 1H), 7.24 (dd, ] = 8.3, 0.7 Hz, 1H), 6.92 (dd,
1=8.3,7.1 Hz, 1H), 6.83 (dd, ] = 7.2, 0.9 Hz, 1H),
3.16 (d, J = 4.9 Hz, 4H), 1.46 (d, J = 6.8 Hz, 3H),
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1.40 (d, ] = 6.8 Hz, 3H); ESI MS(m/z):315.0[M+1].

TR T HE((2-(2- T SR -5 I )-
2H-H5| P 5 - J5 ) I e ok )-AO- i e

1H-NMR (400 MHz, DMSO-d6) 5 9.33 (s, 2H), 8.93
(d,J=1.0 Hz, 1H), 7.56 (d, ] = 9.3 Hz, 1H), 7.16 (q,
1=0.9 Hz, 1H), 7.00 (dd, J = 9.3, 2.0 Hz, 1H), 3.28-

210 | A (diisobutyl(2-(2- 3.15 (m, 4H), 2.70 (s, 3H), 2.32-2.24 (m, 2H), 1.03
methylpyrimidin-5-yl)-2H- (dd, J =8.4, 6.7 Hz, 12H)
indazo]-S-yl)imino)—k‘s—sulfanonc) ESI MS(m/z):386.2[M+1].

(2-FR 5L £3E) (P JE)((2-2-FF | 1H-NMR (400 MHz, DMSO-d6) & 9.34 (s, 2H), 8.94
FE g E-5-F)-2H-W| -5 JE)F | (d, J=0.7 Hz, 1H), 7.59 (dt, ] = 9.2, 0.9 Hz, 1H),

211 e 3)- 2O B AR R ((2- 7.16 (q,J = 0.9 Hz, 1H), 7.00 (dd, J = 9.3, 2.0 Hz,
methoxyethyl)(methyl)((2-(2- 1H), 3.74 (t, J = 5.6 Hz, 2H), 3.61 (t, ] = 5.4 Hz, 2H),
methylpyrimidin-5-yl)-2H- 3.28 (s, 3H), 3.17 (s, 3H), 2.70 (s, 3H)
indazol-5-yl)imino)-A°-sulfanone) | ESI MS(m/z):346.05[M+1].
3-(5-(2-methoxyethyD (P | N O e Ot b 812
FUIR)-ABRFE T ID)-2H- | (4471 50 06 Ha, 1H), 7.61 (d, J = 9.3 Haz, 1H),

212 | M2IEFMIE G5-(2- | 721(d,1=12Hz, 1H), 7.03 (dd, ] = 9.3,2.0 Hz,
methoxyethyl)(methyl)(ox0)-A™- | 11 3,74 (¢, J = 5.5 Hz, 2H), 3.64 (d, J = 5.4 Hz,
su]fancylldcn‘c)ammg)-ZH- . 2H), 3.29 (s, 3H), 3.18 (s, 3H); ESI MS(m/z):
indazol-2-yl)isonicotinonitrile) 356.0[M+1].
iﬁf&iﬁ)ﬁfﬁg 55 g‘))w 1H-NMR (400 MHz, DMSO-d6) & 9.47 (s, 2H), 9.21

i (s, 1H), 9.08 (d, J = 0.6 Hz, 1H), 7.96 (dd, ] = 9.2,

213 | k)2 B 0.9 Hz, 1H), 6.81 (d, ] = 9.2 Hz, 1H), 3.82 (1, J = 6.9
(isopropyl(methyl)((2-(pyrimidin- | 1y, 11 3.36 (s, 3H), 1.39 (dd, J = 11.9, 7.0 Hz,
S-yl)-2H-pyrazolo[4,3-b]pyridin- | gr1y. ESTMS (m/2):317.00[M+1].
5-yl)imino)-A®-sulfanone)

. v aon. | TH-NMR (400 MHz, DMSO-d6) 8 9.27 (d, J = 2.4
i%ﬁﬁﬁn{tﬁé’g%ﬁ Hz; Hz, 1H), 9.01 (d, J = 0.6 Hz, 1H), 8.60 (dd, J = 4.7,
A =) 1.4 Hz, 1H), 8.41 (dq, ] =8.5, 1.4 Hz, 1H), 7.94 (dd,

214 | 2V -HikEE (butyl(ethyD(2- | 7292, 0.6 He, 1H), 7.62-7.58 (m, 1H), 6.79 (d, J =
(pyridin-3-yl)-2H-pyrazolo[4,3- | 9 7 Hz, 1H), 3.62-3.53 (m, 4H), 1.76-1.66 (m, 2H),
bpyridin-5-yl)imino)-i’- 1.41 (q,J = 7.2 Hz, 2H), 1.28 (1, J = 7.3 Hz, 3H),
sulfanone) 0.89 (1, J = 7.3 Hz, 3H); ESI MS (m/2):344.05[M+1].
o (33 ot | TH-NMR (400 MHz, DMSO-d6) § 9.28 (d, ] = 2.4
o i;%&wtééﬁ%ﬁﬂﬁ %)Et Hz, 1H), 9.02 (d, J = 0.9 Hz, 1H), 8.59 (dd, J = 4.7,

ool l Wil St il ' 1.4 Hz, 1H), 8.42 (dq, ] = 8.3, 1.4 Hz, 1H), 7.94 (dd,

215 | M-BRKEHA (diisobutyl((2- 1=92,09 Hz, 1H), 7.61-7.58 (m, 1H), 6.79 (d, ] =
(pyridin-3-yl)-2H-pyrazolo[4.3- | 9 5 1z, 1H),3.60 (dd, J = 13.9, 6.3 Hz, 2H), 3.42
b]pyridin-5-yl)imino)-A"- (dd, J = 14.1, 6.4 Hz, 2H), 2.34-2.27 (m, 2H), 1.05-
sulfanone) 0.97 (m, 12H); ESI MS (m/z):356.10[M+1].

1H-NMR (400 MHz, DMSO-d6) 3 9.27 (d, ] = 2.4
2H- L 51 [4,3-b]E BE-5- 35 ) i, ), 8.42(dq,J=8.3, 1.4 Hz, 1H), 7.94 ( =
gl L J=9.3,0.8 Hz, 1H), 7.62-7.59 (m, 1H), 6.78 (d, I =

216 | B2 -k | 9.5Hz, 1H), 3.57-3.51 (m, 1H), 3.36 (s, 3H), 2.23 (d,
(cyclohexyl(methy)((2-(pyridin- | y— 12 5 147, 1H), 2.14 (d, J = 12.5 Hz, 1H), 1.87 (d,
3-yl)-2H-pyrazolo[4,3-blpyridin- | y= 7.9 Hz, 2H), 1.67 (d, T = 12.5 Hz, 1H), 1.58-1.47
5-yl)imino)-A’-sulfanone) (m, 2H), 1.35-1.27 (m, 2H), 1.24-1.16 (m, 1H); ESI

MS (m/z):356.10 [M+1].
N7 | (-H2-(He-3-3E) 2H s | | F-NMR (400 MHz, DMS0-d6) 3932 (d, 1 =24

Hz, 1H), 9.11 (s, 1H), 8.64 (dd, J = 4.6, 1.2 Hz, 1H),

95



CN 119546584 A

" BB B

89/161 T

[0567]

) WV fi e ) — B e\ S-F5% A
(((7-chloro-2-(pyridin-3-yl)-2H-
indazol—4-yl)imino)dimethyl-ks-
sulfanone)

8.50 (dq, J = 8.3, 1.4 Hz, 1H), 7.64-7.60 (m, 1H),
7.24(d, J = 7.8 Hz, 1H), 6.56 (d, J = 7.8 Hz, 1H),
3.33 (s, 6H); ESI MS(m/z):320.85[M+1].

((7--2-(MEmE -3-3L)-2H -1 144
) P fide o ) (7R 3 (B 3 ) -0 -1
e (((7-chloro-2-(pyridin-3-yl)-

1H-NMR (400 MHz, DMSO-d6) 3 9.34 (d, ] = 2.4
Hz, 1H),9.12 (d, J = 11.7 Hz, 1H), 8.65 (dd, J = 4.6,
1.5 Hz, 1H), 8.51 (dq, ] = 8.3, 1.4 Hz, 1H), 7.64-7.61

218 A (m, 1H), 7.22 (d, ] = 7.8 Hz, 1H), 6.59 (d, ] = 7.6 Hz,
el o | 1H),3.63-3.56 (m, 1H), 3.16 (s, 3H), 1.47 (d, 1 = 6.8
yhimino)(isopropyl)(methyl)-A™- | 1, 31), 1.41 (d, J = 6.6 Hz, 3H); ESI MS (m/2):
sulfanone} 348.9 [M+]]

TOH((2-(MENE-5-JE)-2H-IEIE | TH-NMR (400 MHz, DMSO-d6) & 9.46 (s, 2H), 9.21
FH[4,3-b]rbmE-5-3E) P e )25~ | (s, 1H), 9.07 (d, J = 1.0 Hz, 1H), 7.96 (dd, J = 9.3,

219 | BEkERA (diethyl((2-(pyrimidin-5- | 1.0 Hz, 1H), 6.82 (d, J = 9.3 Hz, 1H), 3.58 (q,J = 7.3
yl)-2H-pyrazolo[4,3-b]pyridin-5- | Hz, 4H), 1.28 (t, ] = 7.5 Hz, 6H); ESIMS
yl)imino)-A°-sulfanone) (m/z):317.00[M+1].

T IE(LHEN(2-(HE-5-55)-2H- | 1H-NMR (400 MHz, DMSO-d6) 6 9.47 (s, 2H), 9.21
N e 3 [4,3-b ] e - 535 ) 1 g (s, 1H),9.07 (d, ] = 0.9 Hz, 1H), 7.96 (dd, ] = 9.2,

220 M- 0SB BE A (butyl(ethyl)((2- 0.9 Hz, 1H), 6.81 (d, ] = 9.2 Hz, 1H), 3.62-3.54 (m,
(pyrimidin-5-yl)-2H- 4H), 1.78-1.65 (m, 2H), 1.45-1.38 (m, 2H), 1.28 (t, J
pyrazolo[4,3-b]pyridin-5- =17.3 Hz, 3H), 0.89 (t, ] = 7.3 Hz, 3H); ESIMS
yl)imino)-A°-sulfanone) (m/z):345.10[M+1].

T AE((2-(MENE-5-4)-2H-1E | 1H-NMR (400 MHz, DMSO-d6) 6 9.47 (s, 2H), 9.20
M JF[4,3-b]MEBE-5-4E) B G HE)- | (s, 1H), 9.07 (d, J = 0.7 Hz, 1H), 7.96 (dd, J = 9.2,

291 | A-BRbEHR (diisobutyl((2- 0.9 Hz, 1H), 6.81 (d,J = 9.3 Hz, 1H), 3.61 (dd, ] =
(pyrimidin-5-yl)-2H- 13.9, 6.4 Hz, 2H), 3.42 (dd, ] = 13.9, 6.4 Hz, 2H),
pyrazolo[4,3-b]pyridin-5- 2.36-2.26 (m, 2H), 1.08-1.02 (m, 12H)
yl)imino)-A’-sulfanone) ESIMS (m/z):373.15[M+1].
ﬁﬁ?ﬁﬁfﬁi iﬁj}z Hz; 1H-NMR (400 MHz, DMSO-d6) 8 9.43-9.51 (2H),

AL ' 9.18-9.24 (1H), 9.05-9.12 (1H), 7.92-8.01 (1H),

202 | )N -Fikeh o 6.75-6.85 (1H), 3.48-3.66 (2H), 3.35-3.43 (3H),
(methyl(propylX(2-(pyrimidin-5- | 1 66.1 91 (2H), 0.93-1.07 (3H)
yl)-2H-pyrazolo[4,3-blpyridin-5- | ST MS (m/2):317.00[M+1].
yl)imino)-A -sulfanone)

IR ((2-(m e -5- %) - 1H-NMR (400 MHz, DMSO0-d6) 3 9.47 (s, 2H), 9.21
2H-FHE 4 3 [4,3-b] ik E-5-FE)F | (s, 1H), 9.09 (d, J = 0.6 Hz, 1H), 7.96 (dd, ] = 9.3,
e 3 )-\S- R 0.8 Hz, 1H), 6.80 (d, J = 9.2 Hz, 1H), 3.58-3.52 (m,

223 | (cyclohexyl(methyl)((2- 1H), 3.36 (s, 3H), 2.18 (dd, J = 34.4, 12.4 Hz, 2H),
(pyrimidin-5-yl)-2H- 1.86 (s, 2H), 1.67 (d, J = 11.9 Hz, 1H), 1.56-1.48 (m,
pyrazolo[4,3-b]pyridin-5- 2H), 1.34-1.16 (m, 3H); ESI MS (m/z):357.10
yl)imino)-A’-sulfanone) [M+1].

— EI]H((z_(ﬂttuE_S_H}_ZH_”ttM& 1H-NMR (400 MHZ, DMSO-dﬁ) 89.27 (d, =24
-~ Do et o6 | Hzy 1H), 9.03 (d, J = 0.7 Hz, 1H), 8.60 (dd, J = 4.6,
JF(4,3-bIMENE-5-J)EREHE)-A"- | 1S T g 41 (dg, 7= 8.3, 1.4 Haz, 1H), 7.96 (dd

24 | AR (dimethyl(2-(pyridin-3- | - L 11, 841 (dg, 7 =8.3, 1.4 Hz, 1), 7.96 (dd,
T y LI J=9.3,1.0 Hz, 1H), 7.61 (ddd, J = 8.4, 4.7, 0.6 Hz,
yl)-2H-pyrazolo[4,3-blpyridin-5- | 111) 6.76 (d, J = 9.3 Hz, 1H), 3.43 (s, 6H); ESI MS
yl)imino)-A"-sulfanone) (m/z):287.95[M+1].

ne | = FFIE((2-(EWE-3-55)-6-(= 9 | 1H-NMR (400 MHz, DMSO-d6) 8 9.29 (d, ] =2.2

PR i )- 2 H -5 | 1 -5 JE) WP e 2 )-25-

Hz, 1H), 9.08 (d,J = 0.7 Hz, 1H), 8.66 (dd, J = 4.8,
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i bERE (dimethyl((2-(pyridin-3-
yl)-6-(trifluoromethyl)-2H-
inclazol-5-yl)imino)-lé-sulfanone)

1.3 Hz, 1H), 8.44 (dq, ] = 8.3, 1.4 Hz, 1H), 8.08 (s,
1H), 7.65 (ddd, J = 8.3, 4.8, 0.6 Hz, 1H), 7.46 (s,
1H), 3.22 (s, 6H); ESI MS(m/2):355.0 [M+1].

R IE((2-(THE P -3 ) -2 H- Rk
FH[3,4-c] Atk IE -5-3) F ek )-28-

1H-NMR (400 MHz, CHLOROFORM-D) 5 9.19 (d,
J=2.8Hz, 1H),9.17 (s, 1H), 8.71 (dd, T=4.7, 1.4
Hz, 1H), 8.34 (d, J = 0.6 Hz, 1H), 8.29 (dq, J = 8.3,

232 | BakiehA (dimethyl(2-(pyridin-3- | | 3"y, "11), 7.52 (q, J = 42 Hz, 1H), 7.01 (d, ] = 1.2
yl)-ZH-pyraézolo[E»,4-c]pyr1clm-5- Hz, 1H), 3.40 (s, 6H)
yDimino)-A"-sulfanone) ESI MS (m/z):288.0[M+1].
1H-NMR (400 MHz, DMSO-d6) § 9.28 (d, J = 2.4
:;‘EFTE((Z-(HI:]:HE-3-E)-2H-“§| HZ., IH), 9.04 (S., lH}, 8.62 (dd,_] = 46., 1.2 HZ, lH),
7 ) T ) A 8.43-8.40 (m, 1H), 7.63 (dd, J = 8.4, 4.8 Hz, H),
233 3 . 7.22(d, J = 8.3 Hz, 1H), 6.93-6.90 (m, 1H), 6.81 (d,
(diisobutyl((2-(pyridin-3-yD)-2H- | y_ 51y, 11y 339 (dd, J = 14.2, 6.1 Hz, 2H),
indazol-7-yl)imino)-A"-sulfanone) | 3 30.3 26 (m, 2H), 2.35 (d, J = 6.6 Hz, 2H), 1.05 (g,
J = 6.5 Hz, 12H); ESI MS(m/z):371.10[M+1].
(2-FP 8 E 238 (P JE)((2-(EE- | 1H-NMR (400 MHz, CHLOROFORM-D) § 9.17 (d,
3-38)-6-(= M HL)-2H-15[ME-5- [ J=2.2 Hz, 1H), 8.68 (d, ] = 3.7 Hz, 1H), 8.32(d,J =
)T R ) -AS-B bl ((2- 1.0 Hz, 1H), 8.25 (dq, ] = 8.3, 1.3 Hz, 1H), 8.14 (s,
234 | methoxyethyl)(methyl)((2- 1H), 7.60 (s, 1H), 7.50 (q, ] = 4.2 Hz, 1H), 3.97-3.92
(pyridin-3-yl)-6- (m, 1H), 3.88-3.81 (m, 1H), 3.45 (t, J = 5.0 Hz, 2H),
(trifluoromethyl)-2H-indazol-5- | 3.41-3.39 (m, 3H), 3.15 (s, 3H)
yl)imino)-A’-sulfanone) ESI MS(m/z):399.10[M+1].
B ) (- -3 - TH-NMR (400 MHz, CHLOROFORM-D) 59.19 (d,
SHEIIF[3 4-c -5 ) 1 1 J=2.4 Hz, 1H), 9.15 (5, 1H), 8.70 (dd, ] = 4.7, 1.4
s Hz, 1H), 8.31 (d, ] = 0.6 Hz, 1H), 8.28 (dq, ] = 8.3,
235 | Z)-A ke o 1.3 Hz, 1H), 7.51 (dd, J = 8.3, 4.9 Hz, 1H), 7.02 (d, J
(isopropyl(methyl)((2-(pyridin-3- | — .9 Hz, 1H), 3.80-3.73 (m, 1H), 3.22 (s, 3H), 1.57
yl)-2H-pyrazolo[3.4-clpyridin-5- | (4q, j=12.4, 5.3 Hz, 3H), 1.52 (d, J = 7.0 Hz, 3H);
yl)imino)-A"-sulfanone) ESI MS (m/2):316.1[M+1].
(2-FP Sk ) (R BE)((2-(TERE- | 1TH-NMR (400 MHz, DMSO-d6) $ 9.27 (d, ] =2.4
3-Jk)-2H-IE M 5 [4,3-b]iEmE-5- | Hz, 1H), 9.04 (d, J = 0.6 Hz, 1H), 8.60 (dd, J = 4.6,
JE)P R -\ B B B ((2- 1.2 Hz, 1H), 8.41 (dq, J = 8.4, 1.3 Hz, 1H), 7.97 (dd,
236 methoxyethyl)(methyl )((2- I=9.2,0.6 Hz, 1H), 7.60 (dd, ] = 8.6, 4.9 Hz, 1H),
(pyridin-3-yl)-2H-pyrazolo[4,3- 6.79 (d, ] =9.2 Hz, 1H), 3.97-3.85 (m, 2H), 3.83-
b]pyridin-5-yl)imino)-A°- 3.75 (m, 2H), 3.37 (s, 3H), 3.31 (s, 3H)
sulfanone) ESI MS (m/z):332.00[M+1].
(2-FP L3k 238 (FR 48 (2- (W -
5-)-2H-It 5 [4,3-b]EBE-5- | 1TH-NMR (400 MHz, DMSO-d6) 8 9.47 (s, 2H), 9.21
) TP B )-AS- B ((2- (s, 1H), 9.09 (d, ] = 0.9 Hz, 1H), 7.99 (dd, ] = 9.2,
237 | methoxyethyl)(methyl)((2- 0.6 Hz, 1H), 6.82 (d, ] = 9.2 Hz, 1H), 3.98-3.85 (m,
(pyrimidin-5-yl)-2H- 2H), 3.84-3.77 (m, 2H), 3.37 (s, 3H), 3.31 (s, 3H);
pyrazolo[4,3-b]pyridin-5- ESIMS (m/z):333.00[M+1].
yl)imino)-A°-sulfanone)
S AL AL )((2-(mewe-3-2E)- 1H-NMR (400 MHz, DMSO-d6) 8 9.27 (d, ] = 2.4
2H-ME M 1 [4,3-b]HENE-5-2E)F | Hz, 1H), 9.03 (s, 1H), 8.60 (dd, ] = 4.6, 1.2 Hz, 1H),
0y | MEHE)-AS-HREEA 8.41 (dq, J =8.4, 1.3 Hz, 1H), 7.95 (d, ] = 9.2 Hz,

(isopropyl(methyl)((2-(pyridin-3-
yl)-2H-pyrazolo[4,3-b]pyridin-5-
yl)imino)-A°-sulfanone)

1H), 7.60 (dd, J = 8.4, 4.7 Hz, 1H), 6.79 (d, ] =9.2
Hz, 1H), 3.86-3.79 (m, 1H), 3.37 (d, ] = 8.9 Hz, 3H),
1.41-1.31 (m, 6H); ESI MS (m/2):316.00[M+1].
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B (7 32 ) (2-(PHE g -3-)-2H-
M e[ 4,3-b] ML mE-5-F5) WV i
)2 b

1H-NMR (400 MHz, DMSO-d6) 8 9.27 (d, J = 2.8
Hz, 1H), 9.03 (d, J = 0.6 Hz, 1H), 8.60 (dd, J = 4.6,
1.2 Hz, 1H), 8.42 (dq, ] = 8.3, 1.4 Hz, 1H), 7.95 (dd,

239 . 1=9.2,0.6 Hz, 1H), 7.60 (q, ] = 4.3 Hz, 1H), 6.77
(methyl(propyl)((2-(pyridin-3-yl)- | (4, y = 9.5 Hz, 1H), 3.59-3.54 (m, 2H), 3.38 (s, 3H),
2H-pyrazolo[4,3-b]pyridin-5- 1.83-1.76 (m, 2H), 1.00 (t, J = 7.5 Hz, 3H); ESI MS
yl)imino)-A’-sulfanone) (m/2):316.05[M+1].

2. H(5 7 ) (2-(He -3 ) - 1H-NMR (400 MHz, DMSO-d6) 6 9.27 (d, J = 2.4
SHLIEI I [4.3-b]E U -5 ) Hz, 1H), 9.01 (s, 1H), 8.59 (dd, J = 4.6, 1.2 Hz, 1H),
PP il 8.41(dq, J=8.3, 1.3 Hz, 1H), 7.94 (d, J = 9.2 Hz,

240 | MEHE)-W-GiL e - 1H), 7.60 (dd, J = 8.3, 4.9 Hz, 1H), 6.81 (d, ] =9.5
(ethyl(isopropyl}(2-(pyridin-3- | y, 1y), 3.94-3.87 (m, 1H), 3.69-3.59 (m, 2H), 1.37
yl)y-2H-pyrazolo[4,3-blpyridin-5- | (4q, 1 =9.2, 7.0 Hz, 6H), 1.28 (t, J = 7.3 Hz, 3H);
yDimino)-A"-sulfanone) ESI MS (m/2):330.05[M+1].

L (TR I ) (2-(ME g -5- 5k )- 1H-NMR (400 MHz, DMSO-d6) 3 9.46 (s, 2H), 9.21
2H-HEFE I [4,3-b]HEIE-5-3E)F | (s, 1H), 9.06 (d, ] =0.9 Hz, 1H), 7.96 (dd, ] =9.2,

bl | EE)AS Bk 0.9 Hz, 1H), 6.83 (d, J = 9.2 Hz, 1H), 3.90 (t, ] = 6.9
(cthyl(isopropyl)(2-(pyrimidin-5- | Hz, 1H), 3.64 (qd, J = 7.2, 4.5 Hz, 2H), 1.37 (dd, J =
yl)-2H-pyrazolo[4,3-b]pyridin-5- | 8.6, 6.7 Hz, 6H), 1.28 (t, J = 7.3 Hz, 3H); ESI MS
yl)imino)-A’-sulfanone) (m/z):331.00[M+1].

T BE((2-(MENE -5- ) -2 H- MLt e
FH[3,4-c]MEmE-5-2) e HE)-1% | 1H-NMR (400 MHz, DMSO-d6)  9.54 (s, 2H), 9.29

242 | BiBERA (dimethyl((2-(pyrimidin- | (s, 1H), 9.10 (t, ] = 1.1 Hz, 1H), 9.08 (d, J = 0.7 Hz,
5-yl)-2H-pyrazolo[3,4-c]pyridin- | 1H), 6.81 (d, J = 1.2 Hz, 1H), 3.36 (s, 6H); ESI MS
S-yl)imino]—lﬁ-sulfanone) (m/z):288.9[M+1].

((2-(5-3R L g -3 -0 ) -2 H- L e 3
[3.4-c]ULmE-5-3E)VE % HE) —H 2L | 1H-NMR (400 MHz, DMSO-d6) 8 9.25 (s, 1H), 9.07

243 A HRKERE (((2-(5-fluoropyridin- | (dd, J = 10.0, 1.0 Hz, 2H), 8.72 (d, ] = 2.4 Hz, 1H),
3-yl)-2H-pyrazolo[3,4-c]pyridin- | 8.51 (dt, J=9.9, 2.3 Hz, 1H), 6.79 (d, J = 1.5 Hz,
S-yl)imino)dimethyl-kﬁ- 1H), 3.36 (s, 6H)
sulfanone) ESI MS(m/2):305.9[M+1].

((2-(5- LML M -3~k ) -2 H-ME e -
[3.4-cIUEmE-5-E)EIEIE)5# T | 1TH-NMR (400 MHz, DMSO-d6) & 9.25 (s, 1H), 9.07
) (R -\ BRBERR ((2-(5- (dd, J =5.1, 1.0 Hz, 2H), 8.72 (d, ] = 2.4 Hz, 1H),

244 | fluoropyridin-3-yl)-2H- 8.53 (dt, 1 =9.9, 2.3 Hz, 1H), 6.83 (d, J = 1.5 Hz,
pyrazolo[3.,4-c]pyridin-5- 1H), 3.70 (t, J = 6.8 Hz, 1H), 3.24 (s, 3H), 1.41 (d, J
yl)imino)(isopropyl)(methyl)-A°- | = 6.8 Hz, 3H), 1.36 (d, J = 6.8 Hz, 3H)
sulfanone) ESI MS(m/z):334.15[M+1].

Etui%gz ;;ﬁﬂ%uffiﬁg Féﬂ 1H-NMR (400 MHz, DMSO-d6) & 9.25 (s, 1H), 9.06
A - (s, 2H), 8.72 (d, ] =2.7 Hz, 1H), 8.52 (dt, ] = 9.9, 2.3

245 | 2N (diethyl((2-(5- Hz, 1H), 6.83 (d, J = 1.0 Hz, 1H), 3.52-3.41 (m, 4H),
fluoropyridin-3-yl)-2H- 1.29-1.22 (m, 6H)
pyrazo|o[3,§-c]pyridin-5- ESI MS(m/z):334.15[M+1].
yl)imino)-A"-sulfanone)

e kb2 b vk | 1H-NMR (400 MHz, DMSO-d6)1H-NMR (400
Egz 4(3:]:1?&% %ﬁg Hz;g;t(tf; i MHz, DMSO-d6) 8 9.25 (s, 1H), 9.08-9.06 (m, 2H),
C Sivig 8.72 (d, J =2.4 Hz, 1H), 8.52 (dt, ] =9.9, 2.3 Hz,
246 | 3R H)-AC-TR BT R (((2-(5-

fluoropyridin-3-yl)-2H-
pyrazolo[3,4-c]pyridin-5-

1H), 6.80 (d, J = 1.5 Hz, 1H), 3.49 (t, J = 7.9 Hz,
2H), 3.31 (s, 3H), 1.84-1.73 (m, 2H), 0.99 (1, ] =7.5
Hz, 3H); ESI MS(m/z):334.15[M+1].
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yl)imino)(methyl)(propyl)-A°-
sulfanone)

1-((2~(5- TR W -3 -3 -2 H - e
FH[3,4-c]Hk I -5-F) 1 i Ik Y 4
STH-AS-MEY 14408 (1-(2-(5-

1H-NMR (400 MHz, DMSO-d6) 3 9.26 (s, 1H),
9.10-9.08 (m, 2H), 8.73 (d, J = 2.4 Hz, 1H), 8.53 (dt,
1=9.8,2.3 Hz, 1H), 6.85 (d, ] = 1.5 Hz, 1H), 3.56-

247 | fluoropyridin-3-yl)-2H- 3.49 (m, 2H), 3.35 (d, J = 6.7 Hz, 1H), 330 (d, J =
pyrazolo[3,4-clpyridin-5-_ 7.3 Hz, 1H), 2.24-2.06 (m, 4H)
yl)imino)tetrahydro-1H-A"- ESI MS(m/z):331.9[M+1].
thiophene 1-oxide)

: - 1H-NMR (400 MHz, DMSO-d6) 8 9.27 (d, J = 2.8
kg -3-F5)-2H-
ﬁtﬁﬁﬁ(ﬁﬁti’; 3%%} HZ}_{ Hz, 1H), 9.03 (d, ] = 0.6 Hz, 1H), 8.60 (dd, J = 4.7,
e e e el e 1.4 Hz, 1H), 8.41 (dq, ] =8.3, 1.4 Hz, 1H), 7.95 (dd,

248 | 20 -HkEH (cthyl(methy)(2- | 1 -9 5 0.6 Hy, 1H), 7.60 (dd, ] = 8.4, 4.7 Hz, 1H),
(pyridin-3-yl)-2H-pyrazolo[4,3- | ¢ 7§ (d, ] =9.2 H, 1H), 3.60 (q, J = 7.4 Hz, 2H),
b]pyridin-5-yl)imino)-A"- 3.36 (s, 3H), 1.31 (t, J = 7.5 Hz, 3H)
sulfanone) ESI MS(m/z):301.910[M+1].

g o : 1H-NMR (400 MHz, DMSO-d6) 3 9.27 (d, ] = 2.4
2 2-(MLBE-3-2%)-2H-N
ﬂi[iiﬁﬂtéﬂ%—f—ii)%fﬂa &)ﬁ% Hz, 1H), 9.02 (d,J = 0.6 Hz, 1H), 8.60 (dd, J = 4.7,

- Nt DL 1.4 Hz, 1H), 8.41 (dq, ] = 8.4, 1.3 Hz, 1H), 7.95 (dd,
i 5l (diethyl((2-(pyridin-3-yl)- | 1~ 93 0.8 Hz, 1H), 7.60 (dd, J = 8.4, 4.7 Hz, 1H),
2H-pyrazolo[4,3-b]pyridin-5- 6.79 (d, 1= 9.2 Hz, 1H), 3.57 (q, J = 7.4 Hz, 4H),
yDimino)-A"-sulfanone) 1.28 (t, J = 7.3 Hz, 6H); ESI MS(m/2):315.9 [M+1].

N . 1H-NMR (400 MHz, DMSO-d6) 3 9.28 (d, J = 2.4
-((2-(Nr g -3- -2H-H
[14(§2b(] utttt i 35 ii jkléﬁg)*% Hz, 1H), 9.06 (d, J = 0.6 Hz, 1H), 8.60 (dd, J = 4.7,
gty H’L' P " | 1.4 Hz, 1H), 8.43 (dq, J = 8.5, 1.4 Hz, 1H), 7.98 (dd,

250 | [H-A-MEGY 1-S0H) (1-(C2- 1=9.2,0.6 Hz, 1H), 7.61 (q, ] = 4.3 Hz, 1H), 6.83
(pyridin-3-yl)-2H-pyrazolo[4.3- | (4 1 =92 Hz, 1H), 3.67-3.60 (m, 2H), 3.35 (¢, J =
blpyridin-5-ylimino)tetrahydro- | 6 7 Hz, 2H), 2.24-2.19 (m, 2H), 2.15-2.10 (m, 2H);
1H-A -thlophene l-oxlde) ESI MS(WZ)3 139[M+1]

=S 2 (W5 -5
i{pﬁg%}f‘( {nrfm’g 55 fﬁ)w iz | 1H-NMR (400 MHz, DMSO-d6) 3 9.54 (s, 2H), 9.29
LR IFL3, 4-cJTE-5-2E R | (< 11), 9.10-9.09 (m, 2H), 6.84 (d, ] = 1.5 Hz, 1H),
251 | HE)-A°-Hi G 3.74-3.67 (m, 1H), 3.25 (s, 3H), 1.41 (d, ] = 7.0 Hz,
: o (m, 1H) (s, 3H), (
(1sopropyl(methyl)((2-(pyrm:11c.lm- 3H), 1.36 (Cl, I1=6.7 HZ, 3H), ESI
S-y])-2H-pyrazolo[3,4-c]pyr1dm- MS(I’I’U’Z)S 1 ?[M‘i‘ 1 ]
5-yl)imino)-A’-sulfanone)
T4 3 )((2-(WENE-5-3E)-2H-
ﬂﬁgﬁﬁ«]&ri’g ;%% o 1H-NMR (400 MHz, DMSO-d6) 3 9.54 (d, ] = 3.1
Al et Hz, 2H), 9.30 (d, J = 10.7 Hz, 1H), 9.09 (dd, J = 5.0,

252 | 2E)-A-ikehd o 1.1 Hz, 2H), 6.82 (d, J = 1.5 Hz, 1H), 3.51-3.46 (m,
(methyl(propyl)((2-(pyrimidin-5- | 211y 3 29 (5, 3H), 1.84-1.73 (m, 2H), 1.01-0.96 (m,
yl)-2H-pyrazolo[3,4-clpyridin-5- | 357); ESTMS(m/2):317.05[M+1].
yl)imino)-A’-sulfanone)

(2~ (W -5 3E)-6-(= IR
qjg)i(é_u%mi_%% Hg(gié_ 1H-NMR (400 MHz, DMSO-d6) 3 9.50 (s, 2H), 9.28
e IR BRI (6 1H), 9.14 (d, T = 0.9 Hz, 1H), 8.11 (s, 1H), 7.46

253 | Wik (dimethyl((2-(pyrimidin- | " 11y 324 (d_ J = 4.9 Hz, 6H): ESI
5-y1)-6-(trifluoromethyl)-2H- MS(m/z):355.85[M+1].
indazol-5-yl)imino)-A’-sulfanone)

SEP (A AL (Q-(MEnE-3-2)- | TH-NMR (400 MHz, DMSO-d6) §9.27 (d, ] = 2.4

psq | 2H-MEMEIE[4,3-b]ENE-5-46)W | Hz, 1H), 9.02 (d, ] = 0.9 He, 1H), 8.59 (dd, ] = 4.6,

e ey~ e
(isopropyl(propyl)((2-(pyridin-3-

1.2 Hz, 1H), 8.41 (dq, T = 8.3, 1.4 Hz, 1H), 7.94 (dd,
1=9.2,0.6 Hz, 1H), 7.60 (dd, ] = 8.4, 4.7 Hz, 1H),
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yl)-2H-pyrazolo[4,3-b]pyridin-5-
yl)imino)-A®-sulfanone)

6.80 (d, J = 9.2 Hz, 1H), 3.97-3.90 (m, 1H), 3.63-
3.49 (m, 2H), 1.85-1.69 (m, 2H), 1.37 (dd, J = 8.9,
7.0 Hz, 6H), 0.9 (t, ] = 7.3 Hz, 3H)

ESI MS(m/z):344.05[M+1].

TR TR FE((2-(HEmE -3-9)-2H- AL
I 34,3 DL IE-5-FE) M [iE ik ) -
AT el (diisopropyl((2-

1H-NMR (400 MHz, DMSO-d6) § 9.27 (d, ] = 2.4
Hz, 1H), 9.00 (d, J = 0.6 Hz, 1H), 8.59 (dd, J = 4.7,
1.4 Hz, 1H), 8.42 (dq, J =8.3, 1.4 Hz, 1H), 7.93 (dd,

D (pyridin-3-yl)-2H-pyrazolo[4,3- J=9.2,0.9 Hz, 1H), 7.60 (dd, ] = 8.4, 4.7 Hz, 1H),
b]pyridin—S—yl}imino)—kﬁ— 6.85(d, J =9.2 Hz, 1H), 3.97-3.91 (m, 2H), 1.40 (q,
Sulranonc} IJ=17.1 HZ., 12H), ESI MS(IT];”Z)344.05 [M+I.]

1H-NMR (400 MHz, DMSO-d6) 5 9.26 (d, ] = 2.4
Sy gy, | Hz 1H),8.91 (d, J= 0.6 Hz, 1H), 8.60 (dd, J = 4.7,
iﬁﬁﬁ%@% }g&gkﬁ%ﬁ)ﬁ 1.4 Hz, 1H), 8.40 (dq, J = 8.4, 1.3 Hz, 1H), 7.62-7.59

256 | 1 (isonromeloromaly((2-(ovridin. | (T 1HD: 7:55 (d I =9.2 Hz, 1H), 717 (&, J = 0.9 Hz,

" (isopropyl(propyl((2-(pyridin- | 114y 7 02 (dd, J = 9.2, 2.1 Hz, 1H), 3.56-3.49 (m,
3-yl)-2H-indazol-5-yl)imino)-A"- | 1) 328321 (m, 2H), 1.78-1.69 (m, 2H), 1.37 (d, J
sulfanone) = 7.0 Hz, 3H), 1.30 (d, J = 7.0 Hz, 3H), 0.96 (td, ] =

7.3, 3.4 Hz, 3H); ESI MS(m/z):343.1[M+1].

1H-NMR (400 MHz, DMSO-d6) 5 9.47 (s, 2H), 9.21
SR (2-(WEWE-5-45)- | (s, 1H), 8.97 (s, 1H), 7.57 (d, ] = 9.2 Hz, 1H), 7.18
2H-1| -5 e E)-AS- ke | (d, J= 1.2 Hz, 1H), 7.04 (dd, J = 9.2, 2.1 Hz, 1H),

257 Eﬁ (lsopropyl(propyl)((z- 3.53 (l, J=6.7 HZ., IH), 3.25 (dd., I= 160, T3 HZ,
(pyrimidin-5-yl)-2H-indazol-5- | 2H), 1.74(q, J = 7.7 Hz, 2H), 1.37 (d, ] = 6.7 Hz,
yl)imino)-;\_b_Sul[‘anonc) 3H)., 1.30 (d, I=6.7 HZ., 3H), 0.95 (l, Ji="T3 HZ.,

3H); ESI MS(m/z):344.1[M+1].
(5 3y a1t | 1H-NMR (400 MHz, DMSO-d6) 3 9.19 (s, 1H), 8.95
(}f)g; Héﬁﬁg(’;%%g}%i%%iﬁ (d,J=0.9 Hz, 1H), 8.63 (d, ] = 2.4 Hz, 1H), 8.41 (dt,

1 LA RS =10.2, 2.4 Hz, 1H), 7.55 (d, 1 = 9.2 Hz, 1H), 7.16

258 | il (((2-(5-fluoropyridin-3-yl)- | (\ =09 Hz, 1H),7.03 (dd, J = 9.2, 2.1 Hz, 1H),
2H‘-m.dazo.|-5- " 3.56-3.49 (m, 1H), 3.25-3.21 (m, 2H), 1.79-1.69 (m,
yDimino)(isopropyl)(propyD)-A™- | 211y, 1.36 (1, ] = 6.7 Hz, 3H), 1.31 (t, ] = 6.4 Hz, 3H),
sulfanone) 0.97-0.93 (m, 3H):ESI MS(m/2):360.95[M+1].
((4-F-2-(MW g -5-35)-2H-M514-5- | TH-NMR (400 MHz, DMS0-d6) 3 9.54 (s, 2H), 9.24
ST R ) — 2SR A (s, 1H), 9.14 (d, J = 0.6 Hz, 1H), 7.59 (dd, J = 9.2,

259 (((4-(;}1]01‘0-2-(pyrimidfn-5-y])_ 0.9 Hz, 1H), 7.38 (d, J=90.2Hz 1H),3.34(d,J=7.3
2H-indazol-5-yl)imino)diethyl—lﬁ- Hz, 2H), 3.29 (d, ] = 7.0 Hz, 2H), 1.29 (t, ] = 7.3 Hz,
sulfanone) 6H); ESI MS (m/z):349.80[M+1].
((4--2-(WEIE-5-4L)-2H-W|1#-5- | 1H-NMR (400 MHz, DMSO-d6) 3 9.53 (s, 2H), 9.23
) i) (2,38 (5 T )-8 | (s, 1H), 9.13 (s, 1H), 7.57 (d, ] = 8.3 Hz, 1H), 7.41

260 +i2 Al (((4-chloro-2-(pyrimidin-5- (d, ]=9.0 Hz, 1H), 3.57-3.50 (m, 1H), 3.29-3.27 (m,
yl)-2H-indazol-5- 2H), 1.40 (d, ] = 6.6 Hz, 3H), 1.32 (d, ] = 6.8 Hz,
yl)imino)(ethyl)(isopropyl)-A°- 3H), 1.26 (t, ] = 7.5 Hz, 3H)
sulfanone) ESIMS (m/z):363.90[M+1].

(g) %é g?(uj;f l_f,;}(%% gﬁ'gi 1H-NMR (400 MHz, DMSO-d6) 3 9.54 (s, 2H), 9.24

- \ === (s, 1H), 9.15 (s, 1H), 7.60 (d, J = 9.0 Hz, 1H), 7.36

261 | B (((4-chloro-2-(pyrimidin-5-yl)- | (4 1 =93 Hz, 1H), 3.36 (dd, J = 9.7, 6.2 Hz, 2H),
2H-indazol-5- ] 3.16 (s, 3H), 1.87-1.79 (m, 2H), 0.99 (1, J = 7.5 Hz,
yDimino)(methyl)(propyl)-A’- 3H); ESI MS (m/z):349.80[M+1].
sulfanone)

262 | ((4-F-2-(W g -5-35)-2H-5|4:-5- | 1H-NMR (400 MHz, DMSO-d6) & 9.54 (s, 2H), 9.24
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) I JH ik ) (2- FP 4R 2 (P
-2 - kel (((4-chloro-2-
(pyrimidin-5-yl)-2H-indazol-5-
yl)imino)(2-
methoxyethyl)(methyl)-2°-
sulfanone)

(s, 1H), 9.17 (d,J = 0.7 Hz, 1H), 7.61 (dd, ] = 9.2,
0.9 Hz, 1H), 7.36 (d, = 9.0 Hz, 1H), 3.85-3.80 (m,
1H), 3.77-3.72 (m, 1H), 3.69-3.56 (m, 2H), 3.29 (s,
3H), 3.19 (s, 3H); ESI MS (m/2):366.00 [M+1].

((4-5-2- (W8 1z -5 -3 )- 2115 1eg.-5.-
) W g ) — FR - e

1H-NMR (400 MHz, DMSO-d6) 3 9.54 (s, 2H), 9.24
(s, 1H),9.16 (d, J = 0.9 Hz, 1H), 7.61 (dd, J = 8.9,

263 | (((@-chloro-2-(pyrimidin-5-yl)- | ¢ gy, 1H),7.34 (d,J = 92 Hz, 1H), 3.25 (s, 6H);
2H-indazol-5-yl)imino)dimethyl- ESI MS (m/2):321.80[M+1].
A-sulfanone)
CIE((2-(MEWE-3-E)-6-( . | 1H-NMR (400 MHz, DMSO-d6) d 9.28 (d, ] = 2.4
R k)~ 2H -1 -5 ) F i )05~ | Hz, 1H), 9.05 (s, 1H), 8.66 (dd, J = 4.8, 1.3 Hz, 1H),
264 | TR kEl (diethyl((2-(pyridin-3-yl)- | 8.45-8.42 (m, 1H), 8.08 (s, 1H), 7.65 (dd, J = 8.4,5.0
6~(trifluoromethyl)-2H-indazol-5- | Hz, 1H), 7.45 (s, 1H), 3.35 (q, J = 7.4 Hz, 4H), 1.26
yl)imino)-kﬁ-sulfanonc) (t,J=17.5 Hz, 6H); ESI MS(m/z): 382.85[M+1].
- v 2 .. | TH-NMR (400 MHz, DMSO-d6) 8 9.28 (d, J = 2.2
(Z:%ﬁ(g gi}'gzﬂ;{'ﬁimg%ﬁz ﬂfs‘z Hz, 1H), 9.04 (d, ] = 0.7 Hz, 1H), 8.66 (dd, J = 4.8,
—RET S ' 1.3 Hz, 1H), 8.43 (dq, ] = 8.4, 1.3 Hz, 1H), 8.08 (s,
265 | 2E)-M-HikehH N 1H), 7.65 (q, J = 4.6 Hz, 1H), 7.46 (s, 1H), 3.57 (. J
(ethyl(isopropyl)((2-(pyridin-3- | — 6 8 Hz 1H), 3.36 (dd, J = 15.4, 7.3 Hz, 2H), 1.36
yD-6-(trifluoromethyl)-2H- (q,J = 6.7 Hz, 6H), 1.27-1.21 (m, 3H)
indazol-5-yl)imino)-k"-sulfanone) ESIM S(mfz)B 97.05 [M+ 1 ]
(é:%ﬁ(fj' g%&%ﬁ"’;;ﬁz H‘; 1H-NMR (400 MHz, DMSO-d6) § 9.49 (s, 2H), 9.27
PRy U el (s, 1H), 9.10 (s, 1H), 8.10 (s, 1H), 7.46 (s, 1H), 3.62-
266 | 25N Bk | 3.55(m, 1H), 337 (¢, J = 7.5 Hz, 2H), 1.36 (q, J =
(ethyl(isopropyl)((2-(pyrimidin-5- | ¢ 7 1, 6H), 1.27-1.22 (m, 4H); ESI
yl)-6-(trifluoromethyl)-2H- MS(m/z):397.95[M+1].
indazol-5-yl)in1in0')-l6-sulfanone)
%i{ﬁ_ i@iﬁfbgﬂﬁfgg) 1H-NMR (400 MHz, DMSO-d6) 8 9.31 (d, J = 2.4
i g e Hz, 1H), 9.21 (s, 1H), 8.64 (dd, ] = 4.6, 1.2 Hz, 1H),
. P e 3)-AS- B ke B ((3- 8.45 (dq, ] = 8.4, 1.3 Hz, 1H), 8.14 (d, ] = 8.9 Hz,
fluorophenyl)(methyl)((2- 1H), 7.69 (dd, J = 7.9, 2.8 Hz, 1H), 7.64 (dd, J = 7.9,
(pyridin-3-yl)-2H-pyrazolo[4.3- | 55 1z, 3H), 7.49-7.47 (m, 1H), 6.91 (d, ] = 9.2 Hz,
b]pyridin-5-yl)imino)-A’- 1H), 3.38-3.39 (3H); ESI MS(m/2):367.95[M+1].
sulfanone)
é‘%@fﬁﬁ?ﬁﬁ;ﬁ;@ 1H-NMR (400 MHz, DMSO-d6) 3 9.21 (s, 1H), 9.08
A BASHR (ethyl((o. (5 (d, J=0.7 Hz, 1H), 8.70 (d, ] = 2.4 Hz, 1H), 8.46 (dt,
- )-A -biuAcRA (ethyl((2-(5- J=10.0, 2.3 Hz, 1H), 8.08 (s, 1H), 7.4 (s, 1H), 3.58
fluoropyridin-3-yl)-6- (t,J=6.7 Hz, 1H), 3.36 (t, ] = 7.6 Hz, 2H), 1.36 (q, J
(mﬂuoromclhyl)-2H-1ndazol-5- =6.7 Hz, 6H), 1.23 (t, 1=17.5Hz, 3H); ESI
yl)imino)(isopropyl)-A°- MS(m/z):415[M+1].
sulfanone)
%é%ﬁf@ﬁf@% ﬁﬁéﬁ(; 1H-NMR (400 MHz, DMSO-d6) 5 9.21 (s, 1H), 9.09
B o : (d, 1=0.7 Hz, 1H), 8.70 (d, J = 2.2 Hz, 1H), 8.46 (dt,
269 | M -WikEHH (diethyl((2-(5- 1=9.9,2.3 Hz, 1H), 8.08 (s, 1H), 7.43 (s, 1H), 3.36

fluoropyridin-3-yl)-6-
(trifluoromethyl)-2H-indazol-5-
y1)imino)-A°-sulfanone)

(9, =7.3 Hz, 4H), 126 (1, ] = 7.3 Hz, 6H); ESI
MS(m/z):401.05[M+1].
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(Q2-(5-FkrE-3-3)-6-(=F/F
F)-2H-1| 15 P i )
SR BEER ((2-(5-

1H-NMR (400 MHz, DMSO-d6) 3 9.22 (s, 1H), 9.12
(d,7=0.7 Hz, 1H), 8.71 (d, ] = 2.2 Hz, 1H), 8.47 (dt,

=il fluoropyridin-3-yl)-6- 1=9.9,2.3 Hz, 1H), 8.09 (s, 1H), 7.4 (s, 1H), 3.23
(trifluoromethyl)-2H-indazol-5- | (s, 6H); ESIMS(m/z):373[M+1].
yl)imino)dimethyl-lf’-sulfanone)

I L 1H-NMR (400 MHz, DMSO-d6) 3 9.26 (d, J = 2.4
i . | NS IS 4 15 1
£ ,J=28.3, 1.4 Hz, y o J = 8.3, 3,

271 | ikl (dipropyl((-(pyridin-3- |y, IH()l, 7.46 (s, 1H), 7.33 (d, J = 1.0 Hz, 1H), 3.33
yD-7-(trifluoromethyl)-2H- (d, J = 6.1 Hz, 2H), 3.30 (s, 2H), 1.80-1.72 (m, 4H),
indazol-5-yl)imino)-A"-sulfanone) | .97 (1, J = 7.5 Hz, 6H); ESI MS(m/z):411 [M+1].
U2 (EWE-3-25)-7-(Z | 1H-NMR (400 MHz, DMSO-d6) 9.27 (d, J = 2.2
PR k)2 H -5 I4e-5-J) F i JE)-1°- | Hz, 1H), 9.14 (s, 1H), 8.66 (dd, ] = 4.8, 1.3 Hz, 1H),

272 ke (dimethyl((2-(pyridin-3- | 8.43 (dq, J=8.3, 1.4 Hz, 1H), 7.65 (dd, J = 8.3, 4.6
yl)-7-(trifluoromethyl)-2H- Hz, 1H), 7.47 (d, ] = 1.2 Hz, 1H), 7.31 (d, 1 = 0.7
indazol-5-yl)imino)-kﬁ-sulfanone) Hz, 1H), 3.27 (s, 6H); ESI MS(m/z): 354.85 [M+1].
— (32 (335 | IH-NMR (400 MHz, DMSO-46)  8.89 (s, TH), 8.70
DHE S ) s ks | (&) =46 He, 1H), 8.12 (d, J =82, 1.2 Hz, 1H),

213 | 8 (dimethyl(G-methyl.2- 7.64 (dd, J=17.5,4.7 Hz, 1H), 7.47 (d,J = 9.2 Hz,

dir _ 1H), 7.10 (s, 1H), 6.96 (d, ] = 9.2 Hz, 1H), 3.21 (dd,
(pyridin-3-y1)-2H-indazol-5- = 17.3, 16.0 Hz, 6H), 2.59 (s, 3H)
yl)imino)-A’-sulfanone) ESI MS(m/z):301.05[M+1].
= s e 1H-NMR (400 MHz, DMSO-d6) 5 9.28 (d, ] = 2.2
;Eﬁ(g ﬂ(ﬂplitﬂ.tﬂfs 33%%%&,(%@ Hz, 1H), 9.05 (d, J = 0.7 Hz, 1H), 8.66 (dd, J = 4.6,

- B (dinrom (0 (ooridineg. | 13 T2 1H), 8.4 (dg, J=8.3, 1.4 Hz, 1H), 8.08 s,
i 5e e (dipropyl((2-(pyridin 1H), 7.66-7.63 (m, 1H), 7.45 (s, 1H), 3.33 (d, 1 = 7.6
yl)-6-(trifluoromethyl)-2H- Hz, 2H), 3.28 (s, 2H), 1.81-1.71 (m, 4H), 0.96 (1, J =
indazol-5-yl)imino)-A -sulfanone) | 7 5 Hz, 6H); ESI MS(m/z):410.95[M+1].
((2-(5-FUEmE-3-JL)-6-(= H 1H-NMR (400 MHz, DMSO0-d6) 6 9.21 (s, 1H), 9.09
JE)-2H-W5| -5 E i ) —7H | (d, J=0.7 Hz, 1H), 8.70 (d, ] = 2.2 Hz, 1H), 8.46 (dt,

275 ISR bR (((2-(5- J=10.0,2.3 Hz, 1H), 8.08 (s, 1H), 7.43 (s, 1H), 3.33
fluoropyridin-3-yl)-6- (s, 2H), 3.28 (d, ] = 7.1 Hz, 2H), 1.81-1.71 (m, 4H),
(trifluoromethyl)-2H-indazol-5- | 0.96 (t, J = 7.3 Hz, 6H)
yl)imino)dipropyl-A°-sulfanone) | ESI MS(m/z):428.95[M+1].

Mt iz | TH-NMR (400 MHz, DMSO-d6) 5 8.90 (s, 1H), 8.70
iyt | (ORI 0T I
: . ,J=17.6,4.3 Hz, 1H), 7. ,J =92 Hz, 1H),

216 I:;ﬁﬁfj écgﬁiéﬁipgﬂpgl)z(g' 7.1 (s, 1H), 7.03 (d, J = 9.2 Hz, 1H), 3.56-3.49 (m,

yl-2-(pyridin-3-yl)-2H- 1H), 3.26 (1, ] = 7.3 Hz, 2H), 2.62 (d, J = 30.3 Hz,
indazol-5-yl)imino)-A"-sulfanone) 3Hg, 1.38-(1 22 (m, 9H); ES% MS(m(fz):343.1 S[M+1].

1H-NMR (400 MHz, DMSO-d6) 3 8.89 (d, J = 2.4
(3. 0 (il 3. | Hzs 1H), 8.69 (dd, 1 =4.7, 1.4 Hz, 1H), 8.14-8.11
iﬂfﬂgizi ﬂé %}%3 5_)16_ (m, 1H), 7.63 (dd, ] = 8.1, 4.7 Hz, 1H), 7.45 (d, ] =

77 | e (Gt | 92 Hz TH), 7.11 (d, 1 =12 Hz, 1H), 7.02 (dd, J =

wAGHH (isopropyl((3-methy 9.2, 1.8 Hz, 1H), 3.54-3.47 (m, 1H), 3.26-3.19 (m,
(pyridin-3-yl)-2H-indazol-5- 2H), 2.58 (s, 3H), 1.74 (dt, T =23.1, 7.4 Hz, 2H),
yDimino)(propyl)-A’-sulfanone) | 37 (4, J = 6.7 Hz, 3H), 1.31 (d, J = 7.0 Hz, 3H),

0.97 (1, ] = 7.2 Hz, 3H); ESI MS(m/z):357.05[M+1].
278 | PFE(Q2-(ENE-5-3E)-2H-E | JH-NMR (400 MHz, DMSO-d6) 8 9.53 (s, 2H), 9.29
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FH[3.4-cHHEIE-5-3) T fiie 3 )-0.5-
i e (dipropyl((2-(pyrimidin-
5-yl)-2H-pyrazolo[3,4-c]pyridin-
5-yl)imino)-A®-sulfanone)

(s, 1H), 9.08-9.07 (m, 2H), 6.83 (d, J = 1.2 Hz, 1H),
3.48-3.41 (m, 4H), 1.84-1.68 (m, 4H), 0.98 (1, ] = 7.5
Hz, 6H)

ESI MS(m/z):345.15[M+1].

((2-(5-FntbmE-3-3E) -2 H- 1k ek 5
[3.4-c]ibb e -5-35) WP e Jik ) — TR

1H-NMR (400 MHz, DMSO-d6) § 9.25 (s, 1H),
9.07-9.05 (m, 2H), 8.72 (d, ] = 2.4 Hz, 1H), 8.52 (dt,

279 | -AS-BikER ((2-(5-fluoropyridin- | J =9.9, 2.4 Hz, 1H), 6.81 (d, ] = 1.2 Hz, 1H), 3.48-
3-yl)-2H-pyrazolo[3,4-c]pyridin- 3.40 (m, 4H), 1.84-1.68 (m, 4H), 0.98 (t,J = 7.3 Hz,
5-yl)imino)dipropyl-A°-sulfanone) | 6H):; ESIMS (m/z):362.1[M+1].
~ 1H-NMR (400 MHz, DMSO-d6) 5 8.89 (d, ] = 2.1
CIRPR(G R 2-ORNES- e €0 (dd, T = 4.7, 1.4 Hz, 1H), 8.13 (dq, J =
H0)-2H-TGIE-S- LRI | o' ) 4 h, TH), 7.65-7.61 (m, 1H), 7.43 (dd, J =

280 | &M (diisopropyl((3-methyl-2- -1, 1.4 Hz, 1H), 7.65-7.61 (m, 1H), 7.43 (ad,

UEE LEISopropyIi 4 9.0, 0.8 Hz, 1H), 7.12-7.08 (m, 2H), 3.62-3.56 (m,
i s 2H), 2.57 (s, 3H), 1.34 (d, J = 7.0 Hz, 6H), 1.27 (d, J
yl)imino)-"-sulfanone) = 6.7 Hz, 6H); ESI MS(m/2):357.05[M+1].

1H-NMR (400 MHz, DMSO-d6) 5 8.89 (d, ] = 2.4
((3-F L -2-(tE 33k )-2H-W| - | Hz, 1H), 8.70 (dd, ] = 4.7, 1.4 Hz, 1H), 8.13 (dq, J =
S-JE) W e i) A S-S B kER | 8.3, 1.4 Hz, 1H), 7.65-7.62 (m, 1H), 7.46 (dd, J =

281 | (((3-methyl-2-(pyridin-3-yl)-2H- | 9.2, 0.6 Hz, 1H), 7.09 (t,J = 0.9 Hz, 1H), 6.99 (dd, J
indazol-S-yl}imino)dipmpyl-%“- =9.2, 1.8 Hz, 1H), 3.28-3.24 (m, 4H), 2.58 (s, 3H),
sulfanone) 1.79-1.71 (m, 4H), 0.96 (t, J = 7.3 Hz, 6H)

ESI MS(m/z):357.10[M+1].

. 3t o2 by | TH-NMR (400 MHz, DMSO-d6) & 8.89 (d, J = 2.1
&ﬁfﬁi%ﬁ%ﬁf %Bﬁ Hz, 1H), 8.70 (dd, J = 4.7, 1.4 Hz, 1H), 8.14-8.11

%2 | & WWE | (m, 1H), 7.64 (dd, ] = 8.1, 4.7 Hz, 1H), 7.46 (d, ] =

i (diethyl((3-methyl-2-(pyridin- | g 5 11, ") 7,11 (d, 1= 1.2 Hz, 1H), 7.00 (dd, ] =
3-y)-2H-indazol-5-yl)imino)-A"- | 9 0 2 0 Hz, 1H), 3.34-3.25 (m, 4H), 2.58 (s, 3H),
sulfanonc) 1.26 (t, ] = 7.5 Hz, 6H); ESI MS(m/z):328.9[M+1].

1H-NMR (400 MHz, DMSO-d6) 5 8.89 (d, ] = 2.1
FEPTHE(FR HE)((3-F 2E-2-(EWE- | Hz, 1H), 8.70 (dd, J = 4.6, 1.5 Hz, 1H), 8.13 (dq, J =
3-38)-2H-M5| -5 B F i J)-A5- | 8.1, 1.4 Hz, 1H), 7.64 (dd, J = 8.1, 4.7 Hz, 1H), 7.47

283 Jliﬁﬂﬁ[ (lsopropyl(methyl)((3_ (d., J=9.2 HZ, IH), 7.11 (d, J=1.2 HZ, IH), 7.00
methyl-2-(pyridin-3-yl)-2H- (dd, J=9.0,2.0 Hz, 1H), 3.50 (t, ] = 6.9 Hz, 1H),
indazol-5-yl)imino)-A°-sulfanone) | 3.02 (s, 3H), 2.59 (s, 3H), 1.37 (dd, J = 19.7, 6.9 Hz,

6H); EST MS(m/2):328.9[M+1].

1H-NMR (400 MHz, DMSO-d6) 6 8.89 (d, ] = 2.4
LFE(RHE)((3-FF E-2-(EWE-3- | Hz, 1H), 8.70 (dd, T = 4.7, 1.4 Hz, 1H), 8.13 (dq, ] =
)2 H - -5 56 T fiig 36)-25-B% | 8.1, 1.4 Hz, 1H), 7.64 (dd, J = 8.3, 4.9 Hz, 1H), 7.48-

284 | % (cthyl(methyl)((3-methyl-2- | 7.46 (m, 1H), 7.10 (d, J = 1.2 Hz, 1H), 6.98 (dd, ] =
(pyridin-3-yl)-2H-indazol-5- 9.2, 1.8 Hz, 1H), 3.35(q, J = 7.2 Hz, 2H), 3.10 (s,
yl)imino)-kéwsullhnonc} 3H)~ 438 (Sn 3H)» L2 (ts J =y HZ, 3H)

ESI MS(m/z):315.0[M+1].
— = (2B 9T 1H-NMR (400 MHz, DMSO-d6) 6 9.32 (d, ] = 2.4
;Fj %Sﬁ&(g_uf_ é)ﬁ]ﬂégﬂﬂé Hz, 1H), 9.05 (1, J = 1.2 Hz, 1H), 9.01 (d, J = 0.9 Hz,

- ey ' = 1H), 8.68 (dd, J = 4.7, 1.4 Hz, 1H), 8.48 (dq, ] = 8.4,
Bif7eHA (dipropyl(2-(pyridin-3- | | 'l 1H), 7.65 (q, J = 4.3 Hz, 1H), 6.82 (d, 1 = 1.5
yl)-2H-pyrazolo[3,4-clpyridin-5- | y1, 1H), 3.44 (1, J = 7.9 Hz, 4H), 1.82-1.70 (m, 4H),
yDimino)-}"-sulfanone) 0.98 (t, J = 7.5 Hz, 6H); ESI MS(m/z):344.05 [M+1].

— : 1H-NMR (400 MHz, DMSO-d6) 3 9.32 (d, ] = 2.4

286 PR AE)(2-(HLhE-3-J8)-2H- Hz, 1H), 9.06 (1, ] = 1.1 Hz, 1H), 9.01 (d, J = 0.9 Hz,

N P 5[ 3,4~ ]PEE I -5- 52 ) VI e

1H), 8.68 (dd, J=4.6, 1.5 Hz, 1H), 8.49 (dq, ] = 8.4,
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%)—lﬁ- il ]
(methyl(propyl)((2-(pyridin-3-yl)-
2H-pyrazolo[3,4-c]pyridin-5-
yl)imino)-A°-sulfanone)

1.3 Hz, 1H), 7.67-7.63 (m, 1H), 6.81 (d,J = 1.5 Hz,
1H), 3.51-3.45 (m, 2H), 3.28 (s, 3H), 1.84-1.73 (m,
2H), 0.99 (1, J = 7.5 Hz, 3H); ESI MS(m/z):
316[M+1].

PR R T ) (2-(PHE E-3-3) -
2H- LM 3§ [4,3-b] Ak BE-5-4)
Hﬁ %)—lﬁ- thﬁﬁﬁ (sec-

1H-NMR (400 MHz, DMSO0-d6) 3 9.27 (d, ] = 2.4
Hz, 1H), 9.00 (s, 1H), 8.59 (dd, ] = 4.7, 1.4 Hz, 1H),
8.42 (dq, J=8.4, 1.3 Hz, 1H), 7.92 (dd, J = 9.2, 0.6

Hz, 1H), 7.60 (dd, J = 8.3, 4.9 Hz, 1H), 6.84 (dd, J =

287 butyl(isopropyl)((2-(pyridin-3- 9.2, 0.6 Hz, 1H), 3.87 (td, J = 13.0, 6.4 Hz, 1H),
yl)-2H-pyrazolo[4,3-b]pyridin-5- 3.78-3.71 (m, 1H), 2.15-2.05 (m, 1H), 1.68-1.53 (m,
yl)imino)-A*-sulfanone) 1H), 1.43-1.37 (m, 9H), 0.98 (q, ] = 7.1 Hz, 3H)

ESI MS(m/2):357.95[M+1].

1H-NMR (400 MHz, DMSO-d6) 6 9.27 (d, J = 2.1
(PR 2L R IR G T 2R )((2-(TEBE- | Hez, 1H), 9.02 (d, J = 0.6 Hz, 1H), 8.60 (dd, ] = 4.7,
33k )-2H-ME I 1[4,3-b]EBE-5- | 1.4 Hz, 1H), 8.41 (dg, J =8.3, 1.4 Hz, 1H), 7.94 (dd,
BV Je B )21 do B J=9.2,0.6 Hz, 1H), 7.62-7.58 (m, 1H), 6.81 (d,J =

288 | ((cyclopropylmethyl)(isopropyl)(( | 9-2 Hz, 1H), 3.82 (t, ] = 6.9 Hz, 1H), 3.70 (dq, J =
2-(pyridin-3-yl)-2H-pyrazolo[4,3- 25.9,7.2 Hz, 2H), 1.39 (dd, ] = 8.4, 6.9 Hz, 6H),
b]pyridin—S-y])imino)—?L"- 1.07-1.05 (m, 1H), 0.62-0.54 (m, 2H), 0.40-0.31 (m,
sulfanone) 2H)

ESI MS(m/2):355.95[M+1].
(R 7 2 R ) (G T A )((2-(FEEE- | 1H-NIMIR (400 MHz, DMSO-d6) 6 9.27 (d, ] = 2.4
3-JE)-2H-IE W 37 [4,3-b]HLAE-5- | Hz, 1H), 9.02 (d, J = 0.9 Hz, 1H), 8.59 (dd, J = 4.7,
N4 0 S WM Yo 1.4 Hz, 1H), 8.41 (dg, ] = 8.4, 1.3 Hz, 1H), 7.93 (dd,

289 ((cyclobutylmethyl)(isopropyl)((2 | I = 9.2, 0.9 Hz, 1H), 7.60 (ddd, J = 8.4, 4.7, 0.6 Hz,
-(pyridin-3-yl)-2H-pyrazolo[4,3- | 1H), 6.78 (d,J =9.2 Hz, 1H), 3.85-3.67 (m, 3H),
b]pyridin—S-yl)imino}-lé- 2.12-2.02 (m, 2H), 1.90-1.73 (m, 5H), 1.35(dd, J =
Sulfanone} 6.7-, 49 HZ., 6H); ESI MS(ITU{L}IS?O [M+1].

LoD 223 EEY 2 L I 3 1H-NMR (400 MHz, DMSO-d6) 8 9.26 (d, ] = 2.4
[ 4(;_;]“%“;_1_% T g)%—iiﬁ Hz, 1H), 9.01 (d, ] = 0.6 Hz, 1H), 8.60 (dd, ] = 4.7,
g - " | 1.4 Hz, 1H), 8.40 (dq, ] = 8.5, 1.4 Hz, 1H), 7.96 (dd,

200 | M-VEIE 1S4 (1-(Q2-(pyridin- | y— 95 0.9 H, 1H), 7.61 (dd, J = 8.4, 4.7 Hz, 1H),
3-yl)-2H-pyrazolo[4,3-blpyridin- | ¢ 81 (d, 1 =9.2 Hz, 1H), 3.75-3.71 (m, 2H), 3.49-
5-yhimino)hexahydro-’- 3.43 (m, 2H), 1.99-1.81 (m, 2H), 1.63-1.58 (m, 2H),
thiopyran 1-oxide) 1.25-1.22 (m, 2H); EST MS(m/z):327.9[M+1].

1H-NMR (400 MHz, DMSO-d6) 8 9.25 (d, ] = 2.4
_ (bt | Hz, 1H), 8.89 (d,J = 0.6 Hz, 1H), 8.59 (dd, J = 4.6,
;?ﬁﬁi%ﬁé%fﬁiﬁ? 1.5 Hz, 1H), 8.40 (dg, J = 8.3, 1.4 Hz, 1H), 7.60 (dd,

201 mEomER)SRAAEE A J=8.1,5.0 Hz, 1H), 7.53 (d, ] = 9.2 Hz, 1H), 7.18 (t,
il (sec-butyl(isopropyl)((2- J=2.0 Hz, 1H), 7.07 (dt, ] = 9.2, 2.4 Hz, 1H), 3.37
(pyridin-3-y1)-2H-fridep]-5- (qd, J = 6.8, 3.2 Hz, 1H), 3.27-3.17 (m, 1H), 1.35-
yDimino)-A"-sulfanone) 1.32 (m, 5H), 1.27 (t, ] = 7.0 Hz,3H), 1.20-1.17 (m,

3H), 0.98-0.90 (m, 3H); ESI MS(m/2):356.95[M+1].

1H-NMR (400 MHz, DMSO-d6) 8 9.26 (d, ] = 2.4
1-((2-(MEmE-3-J%)-2H-|14:-5-3L) | Hz, 1H), 8.91 (d, J = 0.6 Hz, 1H), 8.60 (dd, ] = 4.7,
T B A A -AS-MENE 1501k | 1.4 Hz, 1H), 8.41 (dq, J = 8.4, 1.3 Hz, 1H), 7.62-7.60

292 | (1-((2-(pyridin-3-yl)-2H-indazol- | (m, 1H), 7.58 (d,J = 9.2 Hz, 1H), 7.17 (d, ] = 1.2 Hz,
S-yl)imino)hexahydro-lé- 1H), 7.03 (dd, J=9.2, 1.8 Hz, 1H), 3.38 (1, J = 6.7
thigpyran ]-gxide) Hz, ZH), 3.27-3.19 (m, ZH), 1.90 (q, J=5.5Hz, 4H),

1.64-1.55 (m, 2H); ESI MS(m/2):326.9 [M+1].

293 | FUT E((2-(5-UERE-3-35)2H- | TH-NMR (400 MHz, DMS0-d6) 8 9.20 (d,J = 1.2
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W - 53 I Jrig i (R 3 )-0°-
Bl (tert-butyl((2-(5-
fluoropyridin-3-yl)-2H-indazol-5-
yl)imino)(methyl)-A°-sulfanone)

Hz, 1H), 8.97 (d,J = 1.0 Hz, 1H), 8.63 (d,J = 2.7
Hz, 1H), 8.42 (dt, J = 10.2, 2.3 Hz, 1H), 7.56 (d, ] =
9.0 Hz, 1H), 7.16 (q, J = 0.9 Hz, 1H), 7.03 (dd, ] =
9.2,2.1 Hz, 1H), 3.01 (s, 3H), 1.43 (s, 9H)

ESI MS(m/z):346.9[M+1].

S A P R )((2- (W g -5-4 ) -
2H- 0| 185 ) T figg e )-AC- 1

TH-NMR (400 MHz, DMSO-d6) 3 9.47 (s, 2H), 9.21
(s, 1H), 8.97 (d, ] = 0.9 Hz, 1H), 7.57 (d, ] = 9.2 Hz,
1H), 7.18 (t, J = 1.1 Hz, 1H), 7.05 (dd, ] =9.2, 1.8

294 Bl (isopentyl(isopropyl)((2- Hz, 1H), 3.54 (t, ] = 6.7 Hz, 1H), 3.26-3.23 (m, 2H),
(pyrimidin-5-yl)-2H-indazol-5- 1.65-1.52 (m,3H), 1.37 (d, J = 6.7 Hz, 3H), 1.21 (q, J
yl)imino)-;\&_sulfa’none) =33 HZ, 3H}, 0.84 (dd, I= 78, 6.3 HZ, 6H}

ESIMS(m/z):371.95[M+1].
CHE(FRHE)((2-(HEME-3-2£)-7-(= | 1H-NMR (400 MHz, DMSO-d6) 8 9.27 (d, ] = 2.7
L L) 2H-15[ -5 -3 WP i dE)- | Hz, 1H), 9.14 (s, 1H), 8.66 (dd, J = 4.6, 1.5 Hz, 1H),

295 AT o (ethyl(methyl)((2- 8.42 (dq, J=8.3,14Hgz IH),7.65(dd,]=8.3,54
(pyridin-3-yl)-7- Hz, 1H), 7.47 (s, 1H), 7.33 (s, I1H), 3.41 (q. J=7.3
(trifluoromethyl)-2H-indazol-5- Hz, 2H), 3.17 (s, 3H), 1.31 (1, J = 7.3 Hz, 3H); ESI
yl)imino)-A’-sulfanone) MS(m/z):369[M+1].

.- (b A T = 1H-NMR (400 MHz, DMSO-d6) 8 9.26 (d, ] =24

%gﬁ(gugui};?%%ﬂ};;%)ﬁé_ Hz, 1H), 9.13 (s, 1H), 8.66 (dd, ] = 4.7, 1.4 Hz, 1H),
296 e X - 8.42 (dq, J=8.3, 1.4 Hz, 1H), 7.66-7.63 (m, 1H),

el (diethyl(2-(pyridin-3-y1)- | 7 47 (4 7= 0.9 Hz, 1H), 7.35 (t, ] = 0.9 Hz, 1H),

7-(trifluoromethyl)-2H-indazol-3- | 3 36 (q, 1 = 7.4 Hz, 4H), 1.27 (t, ] = 7.5 Hz, 6H); ESI

yl)imino)-A’-sulfanone) MS(m/z):383[M+1].

CHE(FR ) (2-(W e -5 )-6-(—

P JE)-2H -5 JE) WE i 3E)- | 1TH-NMR (400 MHz, DMSO-d6) 3 9.50 (s, 2H), 9.28

297 AC-TR ke (ethyl(methyl)((2- (s, 1H), 9.13 (s, 1H), 8.11 (s, 1H), 7.46 (s, 1H), 3.40
(pyrimidin-5-yl)-6- (q,J=7.4 Hz, 2H), 3.14 (s, 3H), 1.30(t, ] = 7.3 Hz,
(trifluoromethyl)-2H-indazol-5- | 3H): ESTMS(m/z):369.9[M+1].
yl)imino)-A’-sulfanone)

CIHE(FHE)((2-(MEWE-3-25)-6-(= | TH-NMR (400 MHz, DMSO-d6) § 9.29 (d, ] =2.2
SRR )2 H- M| g5 ) i Y- | Hz, 1H), 9.07 (d, J = 0.7 Hz, 1H), 8.66 (dd, J = 4.6,

208 AR (ethyl(methyl)((2- 1.5 Hz, 1H), 8.44 (dq, ] = 8.5, 1.3 Hz, 1H), 8.09 (s,
(pyridin-3-yl)-6- 1H), 7.67-7.63 (m, 1H), 7.46 (s, 1H), 3.39 (q, ] = 7.3
(trifluoromethyl)-2H-indazol-5- | Hz, 2H), 3.13 (s, 3H), 1.31 (t, ] = 7.3 Hz, 3H); ESI
yl)imino)-A°-sulfanone) MS(m/z):368.85[M+1].
4-((2-(EmE-3-3E)-6-(=HF HE)- | 1H-NMR (400 MHz, DMSO-d6) § 9.29 (d, J = 2.4
2H-M5| 1485 FE)F [l HE)-1,40°-% | Hz, 1H), 9.08 (d, J = 0.6 Hz, 1H), 8.67 (dd, ] = 4.6,
W25 Ok 4-F 40 (4-(2- 1.5 Hz, 1H), 8.44 (dq, ] = 8.3, 1.4 Hz, 1H), 8.13 (s,

299 | (pyridin-3-yl)-6- 1H), 7.65 (dd, ] = 8.4, 4.7 Hz, 1H), 7.47 (s, 1H),
(trifluoromethyl)-2H-indazol-5- 4.11-4.07 (m, 2H), 3.84 (t, J = 10.4 Hz, 2H), 3.63 (d,
yl)imino)-1 42%-oxathiane 4- J=13.1Hz, 2H), 3.49-3.42 (m, 2H); ESI
oxide) MS(m/z):396.9[M+1].

/ -(5- TE-3. e —
éiggfﬂgﬁi}tzg)f;ﬁﬁﬁ() ('Ef[ 1H-NMR (400 MHz, DMSO-d6) 8 9.22 (s, 1H), 9.11
el ' ' (s, 1H), 8.70 (d, J = 2.4 Hz, 1H), 8.47 (dt, ] = 10.0,
300 | ZE)-A kA (ethyl((2-(5- 2.3 Hz, 1H), 8.09 (s, 1H), 7.44 (s, 1H), 3.40 (q, ] =

fluoropyridin-3-yl)-6-
(trifluoromethyl)-2H-indazol-5-
yl)imino)(methyl)-A’-sulfanone)

7.3 Hz, 2H), 3.14 (s, 3H), 1.30 (1, J = 7.3 Hz, 3H);
ESI MS(m/z):386.85[M+1].
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(Q2-(5-FkrE-3-3)-6-(=F/F
HE)-2H-F5| M- 5 ) I i KL )(2- FR
S 23y (F ) -2 S-B bR (((2-
(5-fluoropyridin-3-yl)-6-

1H-NMR (400 MHz, DMSO-d6) § 9.22 (s, 1H), 9.12
(d,J=0.7 Hz, 1H), 8.71 (d, ] = 2.4 Hz, 1H), 8.47 (dt,

301 _ _ 1=9.9,2.4 Hz, 1H), 8.10 (s, 1H), 7.45 (s, 1H), 3.80-
(trifluoromethyl)-2H-indazol-5- | 3 63 (m, 4H), 3.27 (s, 3H), 3.18 (s, 3H); ESI
yl)imino)(2- ] MS(m/z):416.9[M+1].
methoxyethyl)(methyl)-1"-
sulfanone)
4-((2~(5- ML mE -3-3)-6-(= A
H)-2H- Wy -5 - ) i i )- 1H-NMR (400 MHz, DMSOQ-d6) 3 9.22 (s, 1H), 9.12
LSRR Ok 4408 | (s, 1H), 8.71 (d, T = 2.4 Hz, 1H), 8.49-8.45 (m, 1H),

302 | (4-((2-(5-fluoropyridin-3-y1)-6- 8.13 (s, 1H), 7.45 (s, 1H), 4.11-4.08 (m, 2H), 3.84 (t,
(trifluoromethyl)-2H-indazol-5- =10.4 Hz, 2H), 3.64 (d, ] = 13.7 Hz, 2H), 3.50-
yl)imino)-1,41°-oxathiane 4- 3.43 (m, 2H); ESIMS(m/z):414.9[M+1].
oxide)

(- FRIVE-3-TE)-6-(SIA | 11 (MR (400 Mz, DMSO-d6) 8 9.22 (s, 1H), 9.13
)20 S EOW I A | (72 0'Hy, 1H), 8.71 (d, J = 2.4 Hz, 1H), 8.47 (dt
THAS-BEWY 1M (125 | 32100 93 0 Toh 8 10 1 11 725 (< i 3 37

503 Zl J=10.0, 2.3 Hz, 1H), 8.10 (s, 1H), 7.36 (s, 1H), 3.37
fluoropyridin-3-yl)-6- (q. J = 6.6 Hz, 2H), 3.29-3.24 (m, 2H), 2.26-2.19 (m,
(trifluoromethyl)-2H-indazol-5- 2H), 2.11-2.05 (m, 2H)
yl)imino)tetrahydro-1H-1"- ESI MS(m/2):398.9[M+1].
thiophene 1-oxide)
| (- F 32 -3-45) 21 | 1H-NMR (400 MHz, DMSO-d6) 3 8.90 (d, 7 = 2.1
M5 ) B U 1 Hob | H2 1H), 8.70 (4,1 = 3.7 Hz, 1H), 8.13 (dg, J = 83,
. 1.3 Hz, 1H), 7.64 (dd, J = 8.3, 4.9 Hz, 1H), 7.49 (d, J

304 | " 1A (14((3-methyl-2- = 9.2 Hz, 1H), 7.06 (d, ] = 1.2 Hz, 1H), 6.97 (dd, J =
(pyndin-3-yl)-2H-indazol-5- 9.0, 2.0 Hz, 1H), 3.36 (q, J = 6.5 Hz, 2H), 3.26-3.20
yDimino)tetrahydro-1H-2"- (m, 2H), 2.60 (s, 3H), 2.24-2.10 (m, 4H)
thiophene 1-oxide) ESI MS(m/2):327.00[M+1].
THE((2-(WENE-5-45)-6-(=F | 1H-NMR (400 MHz, DMSO-d6) 8 9.50 (s, 2H), 9.27
R )2 H - -5 ) i )28~ | (s, 1H), 9.11 (d, J = 0.9 Hz, 1H), 8.10 (s, 1H), 7.45

305 | BikEA (dipropyl((2-(pyrimidin- | (s, 1H), 3.34-3.32 (m, 4H), 1.79-1.71 (m, 4H), 0.96
5-yl)-6-(trifluoromethyl)-2H- (t,J=7.3 Hz, 6H)
indazol-5-yl)imino)-A"-sulfanone) | ESIMS(m/z):411.9[M+1].

Efﬁﬁiﬁu’ﬁ%ﬁ H?;%H)tt_@qi& TH-NMR (400 MHz, DMSO-d6) 8 9.20 (s, 1H), 9.07
: #)ALIAZE) T4 | (4, T = 1.0 Hz, 1H), 8.63 (d, J = 2.2 Hz, 1H), 8.41 (d,

306 | MBS (((2-(5-fluoropyridin- | 7~ 105 2 3 1y, 1H), 7.96 (dd, J = 9.2, 0.9 Hz, 1H),
3-yl)-2H-pyrazolo[4,3-bpyridin- | ¢ 78 (4, 1 = 9.0 Hz, 1H), 3.4 (s, 6H); ESIMS
5-yl}imino)dimethyl-A"- (m/2):305.75[M+1].
sulfanone)

LHE((2-(5-FEmE-3-7%)-2H-tt. | 1H-NMR (400 MHz, DMSO-d6) & 9.20 (s, 1H), 9.06
T 3 [4,3-b]rHk mE-5-2E) P fi% (d,J=0.7 Hz, 1H), 8.63 (d, ] = 2.4 Hz, 1H), 8.41 (dt,

307 | FEFH)AS-FiktH (ethyl(2-(5- | = 10.0,2.3 Hz, 1H), 7.95 (dd, 1= 9.2, 0.9 Hz, 1H),
ﬂuoropyridin-3-y[)_2H- 6.79 (d, J=93 HZ, ]H), 3.60 (Cl' J=174 HZ, 2H),
pyrazolo[t],S_b]pyridin_S- 3.36 (S, 3H}, 1.31 {l, J=175 HZ., 3H);p ESI MS
yl)imino)(methyl)-A’-sulfanone) | (m/2):319.80[M+1].

CIE((2-(5-RUENE-3-55)-2H- | 1H-NMR (400 MHz, DMSO-d6) 8 9.19 (s, 1H), 9.05

308 | MM FE[4,3-b]iE IE-5- ) T fiic (d,J=0.7 Hz, 1H), 8.63 (d, ] = 2.4 Hz, 1H), 8.41 (dt,

%)‘lﬁ- i el (diethyl((2-(5-

J=10.0,2.3 Hz, 1H), 7.95 (dd, ] =9.2, 0.9 Hz, 1H),
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fluoropyridin-3-y1)-2H-
pyrazolo[4,3-b]pyridin-5-
yl)imino’)-lﬁ-sulfanone)

6.81(d, J=9.3 Hz, 1H), 3.58 (q, ] = 7.3 Hz, 4H),
1.28 (t, ] = 7.3 Hz, 6H)
ESI MS (m/2):333.85[M+1].

((2-(5-FRMHI5E -3 3E)-2H- I e IF
[4,3-b]AtEmE-5-3) i) (F
JE) (7 3)-\*- B e B (((2-(5-

1H-NMR (400 MHz, DMSO-d6)  9.20 (s, 1H), 9.07
(d,J=0.7 Hz, 1H), 8.63 (d, ] = 2.4 Hz, 1H), 8.41 (dt,
1=10.2,2.3 Hz, 1H), 7.95 (dd, 1=9.2, 0.9 Hz, 1H),

309 | fluoropyridin-3-yl)-2H- 6.78 (d, ] = 9.0 Hz, 1H), 3.61-3.53 (m, 2H), 3.38 (s,
pymslo] A3 Ny - 3H), 1.85-1.73 (m, 2H), 1.00 (t, J = 7.5 Hz, 3H); ESI
yl)imino)(methyl)(propyl)-A°- MS (m/z):333.80[M+1].
sulfanone)

| (d, T=1.0 Hz, 1H), 8.63 (d, ] = 2.7 Hz, 1H), 8.42 (dt,

[4.3-bIMLBE-5-HE)EREAR) PR | 120 375 35, 1H). 7.94 (dd. J = 9.2, 0.9 Hz, 1H)

310 | A-BiikERH (((2-(5-fluoropyridin- gty Lo gt s En e e e
WERR (((2-(S-fluoropyridin- | ¢ 79 (4, 1= 9.3 Hz, 1H), 3.59-3.50 (m, 4H), 1.85-

3-yl)-2H-pyrazolo[4,3-blpyridin- | | 69 (m, 4H), 0.99 (1, J = 7.5 Hz, 6H); ESIMS

5-yl)imino)dipropyl-A’-sulfanone) (m/2):362.20[M+1].

((2-(5-Fthme-3-3) -2 H- ik i 5

[4,3-b]kHE-5-56) TP i 5E) (7 | 1H-NMR (400 MHz, DMSO-d6) 3 9.19 (s, 1H), 9.07

) (-2 S-BRBE AR (((2+(5- (d, J=1.0 Hz, 1H), 8.63 (d, ] = 2.4 Hz, 1H), 8.41 (dt,

311 fluoropyridin-3-yl)-2H- 1=10.2,2.3 Hz, 1H), 7.94 (dd, ] = 9.2, 0.9 Hz, 1H),
pyrazolo[4,3-b]pyridin-5- 6.80 (d, J =9.0 Hz, 1H), 3.37 (d, J = 8.8 Hz, 3H),
yl)imino)(lsopropy[)(mclhy[}_lﬁ_ 1.45-1.37 ([Tl, 6H), ESI MS (ITUrZ)33380[M+1].
sulfanone)

(2-(5- T E-3-5E) 2 H- 1T
LEE(2-(5-Le-3-3%) " R ETTRCY (400 MHz, DMSO-d6) 8 9.19 (s, 1H), 9.06
I JF:[4,3-b]0bE - 5- 3 ) i .S i
: o (d,7=0.7 Hz, 1H), 8.63 (d, ] = 2.4 Hz, 1H), 8.41 (dt,

1 HE) G PIHE)-A- B (ethyl(2- | 72103, 2.3 He, 1H), 7.94 (d, J = 9.0 Hz, 1H), 6.82
(5-fluoropyridin-3-yl)-2H- (d, 1=9.3 Hz, 1H), 3.93-3.87 (m, 1H), 3.69-3.59 (m,
pyrazolo[4,3-b]pyridin-5- 2H), 1.37 (dd, ] = 9.3, 6.8 Hz, 6H), 1.28 (t, J = 7.3
yDimino)(isopropyl)-A"- Hz, 3H); ESI MS (m/z):348.00[M-+1].
sulfanone)

BT HE((2-(5-F e e -3-3E)-2H-
B Jf?i(( (5-ALHE-3-H)-21 1H-NMR (400 MHz, DMSO-d6) § 9.20 (s, 1H), 9.08
NEE P FF: 14,3 -b L e -5 -3 ) WP fiz _ _

e (d, J=1.0 Hz, 1H), 8.63 (d, ] = 2.4 Hz, 1H), 8.42 (dt,

313 | ZO(FIE)-LV-HkEH (tert- J1=10.2, 2.4 Hz, 1H), 7.95-7.92 (m, 1H), 6.80 (d, J =
butyl((2-(5-fluoropyridin-3-yl)- | 9 3 Hz, 1H), 3.46 (s, 3H), 1.46 (s, 9H); ESI MS
2H-pyrazolo[4,3-b]e)yndm-S- (mf.:)34?85[M+1]
yl)imino)(methyl)-A’-sulfanone)

(g o5 Hy 0 H-
é%ﬂﬁﬁnﬁﬁi ?FE%T:? 52; 1H-NMR (400 MHz, DMSO-d6) 3 9.47 (s, 2H), 9.21
gy i =)L (s, 1H), 9.08 (d, J = 1.0 Hz, 1H), 7.97 (dd, ] = 9.2,

314 | H)--HkEHE (cthyl(methy)(2- | .9 Hy, 1H), 6.80 (d, J = 9.3 Hz, 1H), 3.61 (q,J = 7.3
(pyrimidin-5-yl)-2H- Hz, 2H), 3.37 (s, 3H), 1.31 (t, ] = 7.3 Hz, 3H); ESI
pyrazolo[4,3-b]pyridin-5- MS (m/z):302.80[M+1].
yl)imino)-4’-sulfanone)

5 R (P 2R ((2-(HE e -5-25) - 1H-NMR (400 MHz, DMSO-d6) 8 9.47 (s, 2H), 9.20
2H-IE M JF[4,3-b] L BE-5-E)F | (d, J=4.9 Hz, 1H), 9.08 (d, J = 1.0 Hz, 1H), 7.96 (d,

315 | HEH)AH b J=9.3 Hz, 1H), 6.83 (d, ] = 9.3 Hz, 1H), 3.97-3.90
5-yl)-2H-pyrazolo[4,3-b]pyridin- | (dd, J=38.6, 6.8 Hz, 6H), 0.99 (1, ] = 7.5 Hz, 3H);
5-yl)imino)-A"-sulfanone) ESIMS (m/z):344.85[M+1].

316 | AFE((Q2-(MENE-5-FE)-2H-Itt | TH-NMR (400 MHz, DMSO0-d6) § 9.47 (s, 2H), 9.20
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T 3 [4,3-b]HHE mE-5-2E) P fide k) -
AS-HRBEER (diisopropyl((2-
(pyrimidin-5-yl)-2H-
pyrazolo[4,3-b]pyridin-5-
yl)imino)-A’-sulfanone)

(s, 1H), 9.05 (d, J = 0.7 Hz, 1H), 7.94 (dd, ] = 9.2,
0.9 Hz, 1H), 6.87 (d, ] = 9.3 Hz, 1H), 3.97-3.91 (m,
2H), 1.40 (dd, ] = 16.4, 6.8 Hz, 12H); ESI MS
(m/z):344.85[M+1].

AT F (R FE ) (2-(WEnE-5-3)-
2H-HE 1 Ji[4,3-b] AL IE-5-3) T
fi& %)—lﬁ- At EA (tert-

1H-NMR (400 MHz, DMSO-d6) 6 9.48 (s, 2H), 9.21
(s, 1H), 9.10(d, ] = 0.7 Hz, 1H), 7.96 (dd, ] = 9.2,

317 - 0.9 Hz, 1H), 6.81 (d, J = 9.3 Hz, 1H), 3.46 (s, 3H),
bulyl(mclhyl)((z-(pyrlmldlvn-.s- 1.46 (s, 9H)
yl)-2H-pyrazolo[4,3-blpyridin-3- | E§1 MS (m/2):330.85[M+1].
yl)imino)-"-sulfanone)
((2-(5-FRMEE-3-3E) -2 H- I e -
[4,3-b]tk mE-5-FE) ¥ i 55 )(2-F 44, | 1H-NMR (400 MHz, DMSO-d6) & 9.20 (s, 1H), 9.08
JE 7,38 (R )-SR (((2-(5- | (d,J=1.0 Hz, 1H), 8.64 (d, ] = 2.4 Hz, 1H), 8.42 (dt,
318 | fluoropyridin-3-yl)-2H- =10.2,2.3 Hz, 1H), 7.97 (dd, J=9.2, 0.9 Hz, 1H),
pyrazolo[é]jS-b]pyridin-S- 6.81 (d, J=9.0 HZ, ]H), 3.99-3.83 (nl, 2H), 3.82-
yl)imino)(2- 3.75 (m, 2H), 3.37 (s, 3H), 3.33 (s, 3H); ESI MS
methoxyethyl)(methyl)-A°- (m/z):349.80[M+1].
sulfanone)
1H-NMR (400 MHz, DMSO-d6) & 9.26 (d, ] = 2.4
(H:T%q]%)(#ﬁ E)((z_(nttuﬁ_ HZ, IH), 8.91 (d.. JI=0.9 HZ, lH), 8.60 (dd, J= 4‘7,
33 2H- |53 e sk)aS. | 14 Hz 1H), 8.41 (dg, T =8.3, 1.4 Hz, 1H), 7.60 (dd,
J =8.1, 5.0 Hz, 1H), 7.55 (d, J = 9.2 Hz, 1H), 7.16
493 | Bkl ‘ (d, J = 1.2 Hz, 1H), 7.00 (dd, J = 9.2, 1.8 Hz, 1H),
((cyclobutylmethyl)(isopropyD((2 | 3 45.3.35 (m, 3H), 2.81-2.77 (m, 1H), 2.04 (1, ] = 7.8
-(pyridin-3-yl)-2H-indazol-5- Hz, 2H), 1.84-1.72 (m, 5H), 1.33 (dd, J = 26.6, 6.7
yl)imino)-A’-sulfanone) Hz, 7H)
ESI MS (m/z): 368.95 [M+1]
1H-NMR (400 MHz, DMSO-d6) & 9.46 (d, J = 2.1
, sty | Hz, 2H), 9.20 (s, 1H), 8.95 (d, J = 0.6 Hz, 1H), 7.55
gﬂf@i@%\%&gfﬁ;ﬁ (d, J=9.2 Hz, 1H), 7.19 (t, ] = 2.0 Hz, 1H), 7.10 (dt,
494 e J=9.3,2.4 Hz, 1H), 3.65-3.59 (m, 1H), 3.38 (i1, ] =
B (sec-butyl(isopropyl)((2- 10.2, 3.5 Hz, 1H), 2.07-2.00 (m, 1H), 1.35-1.32 (m,
(pyrimidin-5-yl)-2H-indazol-5- | 51y 129122 (m, 5H), 0.94 (dt, J = 16.5, 7.5 Hz,
yl)imino)-A’-sulfanone) 3H)
ESI MS (m/z): 357.9 [M+1]
(AT HE I G A28 )((2-(M0E- | TH-NMR (400 MHz, DMSO-d6) & 9.47 (s, 2H), 9.21
5-38)-2H-05| -5 EE e 38)-A°- | (s, 1H), 8.97 (s, 1H), 7.57 (d, ] =9.2 Hz, 1H), 7.16
95 | BRAEHH (d, =12 Hz, 1H), 7.02 (dd, J = 9.2, 1.8 Hz, 1H),
((Cyc[obutyln‘lethyl)(i_sopropy[)((z 3‘42 (dt, J — 18‘8, 6.? HZ, 3H), 2.?9 (S, ]H), 2‘05 (d,
~(pyrimidin-5-yl)-2H-indazol-5- I =7.6Hz, 2H), 1.84-1.73 (m, 4H), 1.33 (dd, ] =
yl)imino)-A°-sulfanonc) 26.6, 6.7 Hz, 6H); ESI MS (m/z): 369.9 [M+1].
1H-NMR (400 MHz, DMSO-d6)  9.18 (s, 1H), 8.93
A 2 #4077, | (s, 1H),8.62 (d,J =2.4 Hz, 1H), 8.40 (dt, J = 10.2,
g@%ﬁo%ﬁﬁ@%ﬂ? 2.4 Hz, 1H), 7.53 (d, ] =9.2 Hz, 1H), 7.17 (t, ] = 2.0
496 | GLEA sec-bui((2-(5 Hz, 1H), 7.09 (dt, ] = 9.2, 2.3 Hz, 1H), 3.65-3.58 (m,

[fluoropyridin-3-yl)-2H-indazol-5-
yl)imino)(isopropyl)-A*-sulfanone)

1H), 3.38 (qd, J = 6.8, 3.4 Hz, 1H), 2.06-2.00 (m,
1H), 1.56-1.37 (m, 1H), 1.35-1.32 (m, 4H), 1.27 (1, ]
= 7.0 Hz, 5H), 0.94 (dt, J = 16.2, 7.5 Hz, 3H); ESI
MS (m/z): 375.1 [M+1]
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((2-(5-FME E-3-FE) -2 H -y | -5
) W e JE ) (e IR ) (S T 6 )-A5-
WKERR (sec-butyl((2-(5-

1H-NMR (400 MHz, DMSO-d6) 8 9.19 (s, 1H), 8.95
(d,7=0.6 Hz, 1H), 8.62 (d, ] = 2.4 Hz, 1H), 8.41 (dt,
J=10.1,2.3 Hz, 1H), 7.55 (d, ] = 9.2 Hz, 1H), 7.16

497 - : (d, J = 1.2 Hz, 1H), 7.04 (dd, J = 9.2, 2.1 Hz, 1H),
[]uf)r(.)pyrlc.lm&-yl)'zHg‘"daml's' 3.58-3.51 (m, 1H), 3.26-3.22 (m, 2H), 1.63-1.59 (m,
yDimino)(isopropyl)-'- 2H), 1.34 (dd, J = 26.9, 6.7 Hz, 6H), 0.84 (dd, J =
sulfanone) 7.8, 6.3 Hz, 6H); ESI MS (m/2): 389.1 [M+1]
(PR T 2 FR I ) (2-(5- At g -3- 1H-NMR (400 MHz, DMS0-d6) § 9.19 (s, 1H), 8.95
- 2H-W| -5 ) TP e ) (R | (s, 1H), 8.62 (d, J = 2.8 Hz, 1H), 8.41 (dt, J = 10.1,
ETAWLR o 2.3 Hz, 1H), 7.55 (d, ] = 9.2 Hz, 1H), 7.14 (d, ] = 1.2

498 | ((cyclobutylmethyl)((2-(5- Hz, 1H), 7.01 (dd, J = 9.3, 2.0 Hz, 1H), 3.41 (dt, J =
ﬂuoropyridin—3-yl)-2H-indazo]-5- 19'4& 6.7 sz 3H)s 2.719 (ts J=8.1 HZ, 1H)1 2.04 (tn J
yl)imino')(isopropyl)-lﬁ- =7.8 Hz, 2H), 1.84-1.72 (m, 4H), 1.39-1.29 (m, 6H)
sulftmane) ESI MS (m/z): 386.95 [M+1].

S BT ey ey 1, | () = 06 Haz, TH), 8.63 (d, 1 =2.4 Hz, 1H), 842 (d,
- ANFAEER I 121001, 2.3 He, 1H), 7.58 (d, ] = 9.2 Hz, 1H), 7.15

499 | HA (1-(2-(5-fluoropyridin-3- | (4 y= 1.2 Hz, 1H), 7.04 (dd, J = 9.2, 2.1 Hz, 1H),
y)-2H-indazol-5- 3.40-3.37 (m, 2H), 3.27-3.20 (m, 2H), 1.93-1.88 (m,
yhimino)hexahydro-A"-thiopyran | 411y 1 66-1.54 (m, 2H); ESI MS (m/z): 344.95
1 -0x1de) [M+ 1]_

(-3 5 2L 1H-NMR (400 MHz, DMSO-d6) 5 9.33 (d, J = 2.4
3 -] S S8 T Ry | H 1HD, 9.09 (4 I = 1.1 He, 1H), 9.04 (4, 1= 0.9 He,
i & 1H), 8.68 (dd, ] = 4.6, 1.2 Hz, 1H), 8.50 (dq, ] = 8.4,

s00 | VH-A-MED 1SUAER (1-(2- 1.3 Hz, 1H), 7.66 (dd, ] = 8.3, 4.9 Hz, 1H), 6.85 (d, J
(pyridin-3-yl)-2H-pyrazolo[3.4- | = | 5 Hz, 1H), 3.56-3.49 (m, 2H), 3.34 (d, J = 6.7
¢Jpyridin-5-yljimino)tetrahydro- | y; 1) 330 (d, J = 6.7 Hz, 1H), 2.23-2.16 (m, 2H),
IH-A"-thiophene 1-oxide) 2.14-2.07 (m, 2H); ESI MS (m/z): 314.1 [M+1].
A2~ -3 452 5 1H-NMR (400 MHz, DMSO-d6) 3 9.33 (d, ) = 2.4

3 e TS ) I B3 1.4 26 | HZ 1HD, 9.05 (5, 2H), 8.68 (dd, J =47, 1.4 Hz, 1H),
[3, ﬁ_f] o) A )T T 1849 (dg, I = 8.3, 1.4 Hz, 1H), 7.66 (dd, J = 8.4,4.7

s01 | ABURIRCOLE -5 (442~ | Hz, 1H), 6.90 (d, J = 0.9 Hz, 1H), 4.07 (qd, ] = 6.3,
(pyridin-3-yl)-2H-pyrazolo[3.4- | 3 5 Hz, 2H), 3.99-3.93 (m, 2H), 3.72 (dt, J = 14.6,
clpyridin-5-yl)imino)-1,4 1™ 3.1 Hz, 2H), 3.55-3.49 (m, 2H); ESI MS (m/z):
oxathiane 4-oxide) 330.05 [M+1]

7 (W3- 3E) 2 | IH-NMR (400 MHz, DMSO-d6) 3 932 (d, J = 2.4
5 e t6 | Hz, 1H), 9.03 (d, J = 13.0 Hz, 2H), 8.68 (d, ] = 3.7
IF[3A-cIREBE-S-TERLIE-A"- | 1y " 11" 949 (d) T = 8.3 Hz, 1H), 7.65 (dd, ] = 8.3
502 {TFFEFJ d th l 2- d -3- l- Z.‘ )5 o ( E ” Z‘ )\ - ( E el |
wOEkA (diethyl((2-(pyridin-3-yD)- | 4 6 Hz, 1H), 6.83 (d, J = 1.0 Hz, 1H), 3.52-3.41 (m,
2H-pyrazolo[3,4-c]pyridin-5- 4H), 1.27 (1, ] = 7.3 Hz, 6H); ESI MS (m/z): 315.9
yl)imino)-A’-sulfanone) [M+1]
1-((2-(M g -5- ) -2 H- L e 3
3(51 (I:fté 2 ﬁ)w &*lté%ﬂﬁ” 1H-NMR (400 MHz, DMSO-d6) 8 9.54 (s, 2H), 9.29
B3 A-cihe-s- ) ECRP VR 1 (d, 7= 49 Ha, 1H),9.12 (1,1 = 1.1 Hz, 1H), 9.10 (d,

oo | -y 1SR (1-(2- J = 1.0 Hz, 1H), 6.87 (d, ] = 1.5 Hz, 1H), 3.56-3.49
(pyrimidin-5-yl)-2H- (m, 2H), 3.35 (d, ] = 6.6 Hz, 1H), 3.29 (s, 1H), 2.24-
pyrazolo|3,4-c]pyridin-5- 2.16 (m, 2H), 2.14-2.05 (m, 2H)
yl)imino)tetrahydro-1H-A"- ESI MS (m/2): 314.95 [M+1]
thiophene 1-oxide)

TH-NMR (400 MHz, DMSO-d6) 3 9.26 (d, J = 2.4
((2-(HHmE-3-FEy-2H-N -5-
soq | H(@-CRVE3- I 2HBIE-S-) | " n e o1 (4 1= 0.9 He, 1H), 8.60 (dd. J = 4.7,

¥ e dk)-1,4 WOAH R 2430 Ok 4-

1.4 Hz, 1H), 8.41 (dq, ] = 8.3, 1.4 Hz, 1H), 7.60 (dd,
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ALY (4-((2-(pyridin-3-yl)-2H-
indazol-5-yl)imino)-1,4 A°-
oxathiane 4-oxide)

T=8.1,5.0 Hz, 1H), 7.55 (d, ] = 9.2 Hz, 1H), 7.16
(d,J=1.2Hz, 1H), 7.00 (dd, 7=9.2, 1.8 Hz, 1H),

4.1-4.05 (m, 2H), 3.98-3.90 (m, 2H), 3.52-3.45 (m,
2H), 3.41-3.32 (m, 2H); ESI MS (m/2): 329 [M+1]

S LB ((2- (I -3k )-2 H - k-
5= ) V. filg 3 ) (kWi -4- 3L F -
A-B AR (isopropyl((2-(pyridin-

1H-NMR (400 MHz, DMSO-d6) 8 9.27 (d, ] = 2.4
Hz, 1H), 8.93 (d, ] = 0.6 Hz, 1H), 8.60 (dd, J = 4.7,
1.4 Hz, 1H), 8.53 (dd, ] = 4.3, 1.5 Hz, 2H), 8.42 (dq,
J=8.4,1.3 Hz, 1H), 7.61 (q, J = 4.3 Hz, 1H), 7.56
(d, ] = 9.2 Hz, 1H), 7.40-7.38 (m, 2H), 7.19 (1, J =

20513 y1)2H-indazol-5- 0.9 Hz, 1H), 6.99 (dd, J = 9.3, 2.0 Hz, 1H), 4.73 (q, J
yl)imino)(pyridin-4-ylmethyl)-A%- | = 13.6 Hz, 1H), 3.37 (t, ] = 6.7 Hz, 1H), 2.53 (d, ] =
sulfancne) 2.4 Hz, 1H), 1.40 (d, J = 6.7 Hz, 3H), 1.34 (d, ] = 7.0

Hz, 3H)

ESI MS (m/z): 392.05 [M+1].

1H-NMR (400 MHz, DMSO-d6) & 9.28 (d, ] = 2.4

Hz, 1H), 8.95 (d, J = 0.9 Hz, 1H), 8.58 (ddd, J =
S P RE(MEE - 20 F ) ((2-(EWE | 17.7, 4.6, 1.2 Hz, 2H), 8.42 (t, ] = 1.4 Hz, 1H), 7.76
-3- )21 M| -5 ) P e J5)-A°- | (d, T = 1.8 Hz, 1H), 7.61 (g, J = 4.4 Hz, 1H), 7.56 (d,

506 Jliﬁﬂﬁ[ (lsopropyl(pyrldln_z- J=92 HZ, ].H)., 7.36-7.30 (m, ZH), 7.24 (d, J=12
ylmethyl)((2-(pyridin-3-yl)-2H- Hz, 1H), 6.95 (dd, ] = 9.2, 2.1 Hz, 1H),4.78 (dd, J =
indazol-5-yl)imino)-A®-sulfanone) | 31.5, 14.1 Hz, 2H), 3.50 (s, 1H), 1.43 (d, ] = 6.7 Hz,

3H), 1.38 (d, J] = 7.0 Hz, 3H); ESI MS (m/z): 392

[M+1]
é%((Z-(ﬂl:tﬂE-}E)-ZH-”%I@-S- 1H-NMR (400 MHZ., DMSO-dﬁ} 8 9.20 (d, I=21
o 5 6 mre | Hz, 1H), 8.87-8.86 (m, 3H), 8.58 (dd, ] = 4.7, 1.4
VLRI MENE-A-HE)-DBRE | o e 35 (dq. = 8.3, 1.4 Hz, 1H), 7.86 (dd, ] =

507 | i (ethyl((2-(pyridin-3-yl)-2H- 2, 1H), 8.35 (dg, T = 8.3, 1.4 Hz, 1H), 7.86 (dd,

_ ¥ UL I 2 4.3, 1.5 Hz, 2H), 7.60-7.54 (m, 2H), 7.05-7.02 (m,
indazol-5-yl)imino)(pyridin-4-yl)- | op1) 363 (td, J = 7.6, 7.0 Hz, 2H), 1.20 (1, J = 7.3
A’-sulfanone) Hz, 3H); ESI MS (m/z):364.05 [M+1]

AW -5 -35) 2H |k _5_3) | TH-NMR (400 MHz, DMSO-d6) §9.47 (s, 2H), 9.21
i 14 SRR g 4 | 5 1H), 897 (4,1 =0.6 Hz, 1H),7.57 (d, J = 9.2 Hz,

- e AR T 1H), 7.19 (d, J = 1.2 Hz, 1H), 7.06 (dd, J = 9.2, 2.1
LA (4-(2-(pyrimidin-5-yD- | ;") 4.1-4.02 (m, 2H), 3.98-3.88 (m, 2H), 3.52-
2H-lndazol-5-yl)lm1no)-1,4 A= 3.45 (m, 2H), 3.44-3.34 (m, 2H).
oxathiane 4-oxide) ESIMS (m/z): 330 [M+1].

?gﬁf uﬁiﬁ%ﬁﬁiguﬁ 1H-NMR (400 MHz, DMSO-d6) & 9.47-9.41 (m,
' 2H), 9.18 (d, J = 10.1 Hz, 1H), 8.91 (s, 1H), 7.56-
s09 | FikEH (- 7.44 (m, 4H), 7.38-7.19 (m, 1H), 7.09-7.00 (m, 2H),
methoxyphenyl)(methyl)((2- 3.79-3.76 (m, 3H), 3.42 (s, 3H)
(pyrimidin—S—yl)—ZH—indazolaS— ESI MS (mfz.): 379.95 [M+1]
yl)imino)-lﬁ-sulfanone)
1H-NMR (400 MHz, DMSO-d6) 6 9.28 (d, J = 2.4
PR E(PHIE -2-HE ) ((2-(WE WE-5-H5)- | Hz, 1H), 8.95 (d, ] = 0.9 Hz, 1H), 8.58 (ddd, J =
2H-W| 56 e 5E)-AS Bk | 17.7, 4.6, 1.2 Hz, 1H), 8.42 (1, ] = 1.4 Hz, 1H), 7.76

510 | f (methyl(pyridin-2-yl)((2- (d, ] =1.8 Hz, 1H), 7.61 (q, J = 4.4 Hz, 1H), 7.56 (d,
(pyrimidin-5-yl)-2H-indazol-5- J =9.2 Hz, 1H), 7.36-7.30 (m, 2H), 7.24 (d, J = 1.2
yl)imino)-A°-sulfanone) Hz, 1H), 6.95 (dd, ] = 9.2, 2.1 Hz, 1H), 3.50 (s, 3H)

ESIMS (m/z): 350.9 [M+1]
LI IE-4-2)((2-(HWE-5-45)- | 1H-NMR (400 MHz, DMSO-d6) & 9.20 (d, J = 2.1

511 | 2H-M|e-5-3E) T f )25 Wiks | Hz, 1H), 8.87-8.86 (m, 2H), 8.58 (dd, J = 4.7, 1.4

Bl (ethyl(pyridin-4-yl)((2-

Hz, 1H), 8.35 (dq, J = 8.3, 1.4 Hz, 1H), 7.86 (dd, ] =
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(pyrimidin-5-yl)-2H-indazol-5-
yl)imino)-A®-sulfanone)

43, 1.5 Hz, 2H), 7.60-7.54 (m, 2H), 7.05-7.02 (m,
2H), 3.63 (td, J = 7.6, 7.0 Hz, 2H), 1.20 (t, J = 7.3
Hz, 3H); ESI MS (m/z):364.95 [M+1]

(7 R ) (5 T (2 -
5-Hk )-2H-H5| 14535 ) I i 3 )-.5-
it ot

1H-NMR (400 MHz, DMSO-d6) 8 9.47 (s, 2H), 9.21
(s, 1H), 8.97 (d, ] = 0.6 Hz, 1H), 7.57 (d, J = 9.2 Hz,
1H), 7.19 (d, ] = 1.2 Hz, 1H), 7.06 (dd, J = 9.2, 2.1

512 , Hz, 1H), 3.57 (1, ] = 6.9 Hz, 1H), 3.28 (d, J = 6.7 Hz,
((cyclopropylmethyl)(isopropy)(( | o), 1.39 (d, J = 6.7 Hz, 3H), 1.33 (d, J = 7.0 Hz,
2-(pyrimidin-5-yl)-2H-indazol-5- | 311) 1,04 (s, 1H), 0.56-0.54 (m, 2H), 0.30 (dd, J =
yDimino)-2"-sulfanone) 4.9, 3.1 Hz, 2H); ESI MS (m/2):356 [M+1].
((2-(5-FUMEmE-3-25)-2H-15] -5~ | 1H-NMR (400 MHz, DMSO-d6) & 9.13 (s, 1H), 8.89
R G-F AT | (d,T=0.9 Hz, 1H), 8.61 (d, J = 2.4 Hz, 1H), 8.35 (dt,
Y- 2SR kAT (((2-(5- I =10.1, 2.3 Hz, 1H), 7.54-7.51 (m, 3H), 7.44 (t, 1 =

513 | fluoropyridin-3-yl)-2H-indazol-5- | 1.4 Hz, 1H), 7.21 (td, J = 4.7, 2.6 Hz, 1H), 7.04 (dd,
y)imino)(3- J =92, 2.1 Hz, 1H), 6.98 (q, J = 0.9 Hz, 1H), 3.80
methoxyphenyl)(methyl)-1°- (d, J = 5.5 Hz, 3H), 3.42 (s, 3H); ESI MS (m/z):
sulfanone) 396.95 [M+1]

(2-F 2k 2 8) (R 2E)((2-(MEWE- | 1H-NMR (400 MHz, DMSO-d6) & 9.32 (d, J = 2.4
3-3)-2H-ME M 3 [3,4-c]itkiE-5- | Hz, 1H), 9.04 (dd, J = 12.1, 0.8 Hz, 2H), 8.68 (dd, J
)T M)A ((2- = 4.7, 1.4 Hz, 1H), 849 (dq, ] = 8.3, 1.4 Hz, 1H),

514 | methoxyethyl)(methyl)((2- 7.65 (dd, J = 8.3, 4.9 Hz, 1H), 6.84 (d, ] = 1.5 Hz,
(pyridin-3-yl)-2H-pyrazolo[34- | 1H), 3.86-3.74 (m, 4H), 3.28 (d, ] = 1.5 Hz, 6H)
¢]pyridin-5-yl)imino)-A°- ESIMS (m/z): 331.9 [M+1]
sulfanone)

A A ot | TH-NMR (400 MHz, DMSO-d6) & 8.89 (d, J = 2.0
;%((53 g %Hzg:uf > ?[gﬁq"f Hz, 1H), 8.70 (dd, J = 4.9, 1.5 Hz, 1H), 8.12 (dq, J =
-SRI N AN 1= g 1 1 3 Wy, 1H), 7.66-7.62 (m, 1H), 7.48 (dd, J =

515 | A (1-(B-methyl-2-(pyridin- | 9 o 0.7 Hy, 1H), 7.10 (d, J = 1.2 Hz, 1H), 7.02 (dd, J
3-yl)-2H-indazol-5- =9.0, 2.0 Hz, 1H), 3.38-3.34 (m, 2H), 3.25-3.18 (m,
yDiminojhexahydro-A"-thiopyran | 251y 2 59 (s, 3H), 1.91-1.87 (m, 4H), 1.65-1.54 (m,
1-oxide) 2H); ESI MS (m/z): 341.0 [M+1]

;([(32 fﬁtﬂg’ilﬁ ;;g%r;t 1H-NMR (400 MHz, CHLOROFORM-D) 8 9.11 (s,
NS TR e A 4 | D 9-05-8.98 (. 1H), 8.58 (dd, J = 64, 24 Hz,

- AR CAE 44 (4= | 11y 8.35 (d, J = 0.6 Hz, 1H), 8.11 (dt, J = 9.0, 2.4
((2~(5-fluoropyridin-3-yl)-2H- Hz, 1H), 7.01 (s, 1H), 4.27-4.15 (m, 4H), 3.77 (dt, J
pyrazolo[3,4-c]pyridin-5- = 14.7, 2.8 Hz, 2H), 3.54-3.48 (m, 2H)
yl)imino)-1,4 A’-oxathiane 4- ESIMS (m/z): 347.9 [M+1]
oxide)
£, H((2-(5-SRUHE-3- )35 St | JH-NMR (400 MHz, DMSO-46) 6 8.83 (d, J = 1.5
L5 ) I Iy 5 agy. | % 1HD, 8.74 (4, J = 2.7 He, 1H), 820 (d, J = 9.5,

P 2.3 Hz, 1H), 7.46 (dd, 1= 9.0, 0.7 Hz, 1H), 7.11 (q,J

s17 | M -TRGEEH (ethyl(2-(5- = 0.9 Hz, 1H), 7.04 (dd, J = 9.2, 2.1 Hz, 1H), 3.56-
fluoropyridin-3-yl)-3-methyl-2H- | 3 49 (1, 2H), 3.33-3.24 (m, 2H), 2.62 (s, 3H), 1.37
indazol-5-yl)imino)(isopropyl)- | (4, J = 6.8 Hz, 2H), 1.31 (d, J = 6.8 Hz, 3H), 1.24 (t,
A’-sulfanone) J = 7.3 Hz, 3H); ESI MS (m/2): 360.95 [M+1]
1-(Q-(5- L E-3-2%)3-F JE- | TH-NMR (400 MHz, CHLOROFORM-D) 5 8.73 (s,
DH-IB|I-5 ) F e by P&~ 1H- | 1H), 8.59 (d, J = 2.7 Hz, 1H), 7.78 (dt, J = 8.7, 2.3

SIS | 2SI 1AALH (1-((2-(5- Hz, 1H), 7.60 (dd, J = 9.0, 0.7 Hz, 1H), 7.25 (d, J =

fluoropyridin-3-yl)-3-methyl-2H-
indazol-5-yl)imino)tetrahydro-

1.5 Hz, 1H), 7.15 (dd, ] = 9.3, 2.0 Hz, 1H), 3.62-3.53
(m, 2H), 3.25-3.18 (m, 2H), 2.69 (s, 3H), 2.42-2.28
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1H-1"-thiophene 1-oxide)

(m, 4H); ESI MS (m/z): 344.9 [M+1].

519

1-((2-(5-TRMEWE-3-3)-3- F k-
2H-H5| 14 -5 )P Jie ) 75 A
WENE 1-5461 (14((2-(5-
fluoropyridin-3-yl)-3-methyl-2H-
indazol-5-yl)imino)hexahydro-A’-
thiopyran 1-oxide)

1H-NMR (400 MHz, DMSO-d6) 6 8.82 (s, [H), 8.75
(d, ] = 2.4 Hz, 1H), 8.20 (dt, J = 9.8, 2.3 Hz, 1H),
7.48 (d, J = 9.3 Hz, 1H), 7.10 (d, J = 1.2 Hz, 1H),
7.03 (dd, J = 9.0, 2.0 Hz, 1H), 3.42-3.33 (m, 2H),
3.26-3.19 (m, 2H), 2.63 (s, 3H), 1.92-1.88 (m, 4H),
1.64-1.57 (m, 2H); ESI MS (m/z): 358.9 [M+1]

520

L HE((2-(5- T E -3 ) -3
-2 H WG| 18853 ) i )-AS- B
LEl (diethyl((2-(5-fluoropyridin-
3-yl)-3-methyl-2H-indazol-5-
yl)imino)-A°-sulfanone)

1H-NMR (400 MHz, DMSO-d6) & 8.83 (s, 1H), 8.75
(d, J = 2.7 Hz, 1H), 8.20 (dt, J = 9.7, 2.3 Hz, 1H),
7.47 (dd, J = 9.2, 0.6 Hz, 1H), 7.10 (t, J = 1.0 Hz,
1H), 7.01 (dd, J = 9.2, 2.1 Hz, 1H), 3.35-3.32 (m,
1H), 3.31-3.25 (m, 3H), 2.62 (s, 3H), 1.25 (4, T= 7.5
Hz, 6H); ESI MS (m/z): 346.95 [M+1]

521

4-((3-F HL-2-(mkmg-3- 2 )-2H-15]
M- 535 I i JiE )- 1,4 AO- S i 2
O 4-E 448 (4-((3-methyl-
2-(pyridin-3-yl)-2H-indazol-5-
yl)imino)-1,4 A°-oxathiane 4-
oxide)

1H-NMR (400 MHz, DMSO-d6) & 8.89 (d, J = 2.0
Hz, 1H), 8.70 (dd, J = 4.6, 1.5 Hz, 1H), 8.12 (dq, J =
8.2, 1.3 Hz, 1H), 7.66-7.59 (m, 1H), 7.50 (dd, J =
9.2, 0.6 Hz, 1H), 7.16 (1, J = 1.0 Hz, 1H), 7.08-7.03
(m, 1H), 4.10-4.02 (m, 2H), 3.98-3.92 (m, 2H), 3.49-
3.45 (m, 2H), 3.40-3.34 (m, 2H), 2.60 (s, 3H)

ESI MS (m/z): 342.95 [M+1]

522

((2-(5- TP e -3 - ) -2 H-HE 1
[4,3-b]MEE-5-55) M e B2 ) (57 741
H)(2-FF 4 3 2, 582 e B
(((2-(5-fluoropyridin-3-yl)-2H-
pyrazolo[4,3-b]pyridin-5-
yl)imino)(isopropyl)}(2-
methoxyethyl)-A"-sulfanone)

1H-NMR (400 MHz, DMSO-d6) & 9.19 (s, 1H), 9.07
(d,J=0.7 Hz, 1H), 8.63 (d, ] = 2.4 Hz, 1H), 8.41 (dt,
J=10.1, 2.3 Hz, 1H), 7.95 (dd, J = 9.0, 0.7 Hz, 1H),
6.83 (d, J = 9.0 Hz, 1H), 4.08-4.02 (m, 1H), 3.93-
3.86 (m, 1H), 3.82-3.73 (m, 2H), 3.72-3.63 (m, 1H),
3.25(d, J = 12.2 Hz, 3H), 1.45-1.37 (m, 6H)

ESIMS (m/z): 378.1 [M+1]

523

(FRTA 2 F ) (2-(5- A - 3-
JE)-2H-ME M F[4,3-b]0E mE-5-5E)
Y Jo ) (5 7 ) -0 e
((cyclopropylmethyl)((2-(5-
fluoropyridin-3-yl)-2H-
pyrazolo[4,3-b]pyridin-5-
yl)imino)(isopropyl)-A°-
sulfanone)

1H-NMR (400 MHz, DMSO-d6) & 9.19 (s, 1H), 9.06
(d, J=0.7 Hz, 1H), 8.63 (d, ] = 2.4 Hz, 1H), 8.40 (dt,
J=10.2, 2.3 Hz, 1H), 7.95-7.93 (m, 1H), 6.82 (q, ] =
4.6 Hz, 1H), 3.85-3.78 (m, 1H), 3.71 (dq, J = 25.5,
7.2 Hz, 2H), 1.39 (dd, J = 8.1, 6.8 Hz, 6H), 1.10-1.04
(m, 1H), 0.64-0.54 (m, 2H), 0.41-0.28 (m, 2H)

ESI MS (m/z): 374.00 [M+1]

524

1-((2-(5- F L W -3~ ) -2 H -t e
I [4,3-bInte wE-5-J) W1 ) 9
-TH-A-MEWy 1= (1-((2-(5-
fluoropyridin-3-yl)-2H-
pyrazolo[4,3-b]pyridin-5-
yl)imino)tetrahydro-1H-A"-
thiophene 1-oxide)

1H-NMR (400 MHz, DMSO-d6) 8 9.21 (s, 1H), 9.10
(d, J=1.0 Hz, 1H), 8.63 (d, J = 2.2 Hz, 1H), 8.43 (dt,
J=102, 2.3 Hz, 1H), 7.98 (dd, ] = 9.3, 0.7 Hz, 1H),
6.84 (d, ] = 9.0 Hz, 1H), 3.67-3.60 (m, 2H), 3.36 (q,
J = 6.8 Hz, 2H), 2.26-2.19 (m, 2H), 2.15-2.06 (m,
2H); ESI MS (m/z): 331.85 [M+1]

525

1-((2-(5- AR e -3- 3k ) -2 H -t e
FF[4,3-b]rE 15 -5 -3k ) Y i i ) 75 2
- 15 (1-(2-(5-
fluoropyridin-3-yl)-2H-
pyrazolo[4,3-b]pyridin-5-
yl)imino)hexahydro-A°~thiopyran
1-oxide)

1H-NMR (400 MHz, DMSO-d6) 8 9.19 (s, 1H), 9.04
(d, J= 1.0 Hz, 1H), 8.63 (d, ] = 2.4 Hz, 1H), 8.40 (dt,
J=10.0, 2.3 Hz, 1H), 7.96 (dd, J = 9.2, 0.9 Hz, 1H),
6.83 (d, J = 9.3 Hz, 1H), 3.74 (d, J = 8.1 Hz, 2H),
3.50-3.43 (m, 2H), 1.99-1.86 (m, 4H), 1.63-1.58 (m,
2H); ESI MS (m/z): 345.95 [M+1]
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A-((2-(5- Mg -3-F ) -2 H-nt
JF[4,3-bIHLNE-5-45) TP il B )-1,4
MBI O 4-E 0 @-

1H-NMR (400 MHz, DMSO-d6) 8 9.20 (s, 1H), 9.08
(d,J= 1.0 Hz, 1H), 8.64 (d, ] = 2.2 Hz, 1H), 8.41 (dt,
J=10.1, 2.4 Hz, 1H), 8.00 (dd, J = 9.2, 0.9 Hz, 1H),

926 | ((~(5-fuoropyridin-3-y)-2H- | 687 (d, 1 =93 Hz, 1H), 4.11 (ddd, J = 12.6, 5.7, 3.3
pyrazolo[4,3-b]pyridin-3- Hz, 2H), 3.96-3.86 (m, 4H), 3.60-3.54 (m, 2H); ESI
yl)}mm0)-l,4 A’ -oxathiane 4- MS (m/z): 347.95 [M+1]
oxide)

((2-(5-FALE-3-25)-2H-IEMEFF | TH-NMR (400 MHz, DMSO-d6) § 9.23 (s, 1H), 9.17
[4,3-b]EIE-5-F) W L) R | (d, J = 1.0 Hz, 1H), 8.65 (d, J = 2.7 Hz, 1H), 8.59-
B (23 A BikeE | 8.58 (m, 1H), 8.45 (dt, J = 10.2, 2.3 Hz, 1H), 7.96

527 | (((2-(5-fluoropyridin-3-yl)-2H- (dd, J =92, 0.9 Hz, 1H), 7.76 (1d, J = 7.7, 1.8 Hz,
pyrazolo[4,3-b]pyridin-5- 1H), 7.38-7.33 (m, 2H), 6.77 (d, J = 9.3 Hz, 1H),
yl)lmlno)(lsopropy[)(pyndln-z- 5.26 (s, 2H), 3.66 (1, ] = 6.8 Hz, 1H), 1.43 (dd, J =
ylmethyl)-A*-sul fanone) 15.6, 6.8 Hz, 6H); ESI MS (m/z): 410.95 [M+1]

1H-NMR (400 MHz, DMSO-d6) & 9.21 (s, 1H), 9.12
((2-(5-FMEWE-3-1)-2H-IEMETF | (d, J = 0.7 Hz, 1H), 8.64 (d, J = 2.2 Hz, 1H), 8.56-
[4,3-b]EIE-5-F) W ) (74 | 8.54 (m, 2H), 8.43 (dt, J = 10.0, 2.3 Hz, 1H), 7.98
(-3 P A Fikf | (dd, T =9.2,0.9 Hz, 1H), 7.82 (d, ] = 7.8 Hz, 1H),

528 | (((2-(5-fluoropyridin-3-yl)-2H- 7.42 (dd, J = 7.5, 4.5 Hz, 1H), 6.81 (d, J = 9.0 Hz,
pyrazolo[4,3-b]pyridin-5- 1H), 5.13 (d, J = 13.7 Hz, 1H), 5.05 (d, J = 13.9 Hz,
yl)imino)(isopropyl)(pyridin-3- 1H), 3.77 (t, ] = 6.8 Hz, 1H), 1.41 (dd, J = 18.6, 6.8
ylmethyl)-A°-sulfanone) Hz, 6H)

ESI MS (m/z): 411.0 [M+1]
((2-(5-TntmE-3-55)-2H-E 3 | 1TH-NMR (400 MHz, DMSO-d6) § 9.22 (s, 1H), 9.13
[4,3-b]EmE-5-E) W fEH) (R | (d, T = 1.0 Hz, 1H), 8.64 (d, J = 2.4 Hz, 1H), 8.58 (d,
) -4- 3 P A Fikefd | J= 6.1 Hz, 2H), 8.46-8.42 (m, 1H), 7.99 (dd, 1 =9.2,

529 (((2-(5-fluoropyridin-3-yl)-2H- 0.9 Hz, 1H), 7.43-7.42 (m, 2H), 6.83 (d, J = 9.0 Hz,
pyrazolo[4,3-b]pyridin-5- 1H), 5.15 (d, = 13.4 Hz, 1H), 5.08 (d, ] = 13.4 Hz,
yl)imino)(isopropyl)(pyridin-4- | 1H), 3.69 (1, J = 6.8 Hz, 1H), 1.40 (dd, J = 14.8, 6.7
ylmethyl)-1"-sulfanone) Hz, 6H); ESIMS (m/z): 411.00 [M+1]
((2-(5-FMENE-3-20)- 2HMEMETE 10 e 400 MEZ DMSO-d6) 5 9.16 (s, 1H), 8.98
[4,3-bJLE-S-HNERAIG-F5 | (7 o'y : -

P, ,J=1.0 Hz, 1H), 8.61 (d, J = 2.4 Hz, 1H), 8.39 (dt,
SEZIE)(FFIE)-N-BGERE (2-(5- | 72102, 2.3 Hz, 1H), 7.98 (dd, J = 9.2, 0.9 Hz, 1H),

530 | fluoropyridin-3-yl)-2H- 7.58-7.52 (m, 2H), 7.51 (t, J = 1.5 Hz, 1H), 7.25 (td,
pyrazolo[4,3-b]pyridin-5- J=47,2.4Hz, 1H), 6.93 (d, ] = 9.3 Hz, 1H), 3.83-
yl)imino)(3- . 3.81 (m, 3H), 3.52 (s, 3H); ESI MS (m/z): 397.95
methoxyphenyl)(methyl)-A’- [M+1]
sulfanone)

((2-(5-FUMEWE-3-2)-2H-MEME T | 1H-NMR (400 MHz, DMSO-d6) & 9.19 (s, 1H), 9.05
[4,3-b]ENE-5-F) W )R | (d, J=0.7 Hz, 1H), 8.63 (d, ] = 2.7 Hz, 1H), 8.41 (dt,
(R 3)-AS- TRk ((2-(5- J=10.0, 2.3 Hz, 1H), 7.94 (dd, J = 9.2, 0.9 Hz, 1H),

531 fluoropyridin-3-yl)-2H- 6.81 (d, J = 9.3 Hz, 1H), 3.96-3.89 (m, 1H), 3.64-
pyrazolo[4,3-b]pyridin-5- 3.49 (m, 2H), 1.84-1.69 (m, 2H), 1.37 (dd, J = 8.2,
yl)imino)(isopropyl)(propyl)-‘- 7.0 Hz, 6H), 0.99 (t,J = 7.5 Hz, 3H)
sulfanone) ESI MS (m/z): 362.00 [M+1]

(TR T FR ) (2-(5- AU -3 1H-NMR (400 MHz, DMSO0-d6) & 9.20 (s, 1H), 9.06
) 2H- [ 3_51”&%_5_%) (s, 1H), 8.63 (d, J = 2.7 Hz, 1H), 8.41 (d, J = 10.3
532 ’ Hz, 1H), 7.93 (d, J = 9.3 Hz, 1H), 6.79 (d, J = 9.0

AV JF ) (5 PR 3 ) -\ e
((cyclobutylmethyl)((2-(5-

Hz, 1H), 3.81-3.71 (m, 3H), 2.73-2.94 (1H), 1.96-
2.20 (2H), 1.87-1.85 (m, 4H), 1.35 (dd, J = 6.8, 5.1
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fluoropyridin-3-y1)-2H-
pyrazolo[4,3-b]pyridin-5-
yl)imino’)(isopropyl)-lﬁ-
sulfanone)

Hz, 6H); ESI MS (m/z): 388.00 [M+1]

4-((2- (g5 -3)-2H-IE I O
[3,4-c]RHk I -5-3) ¥ i FE)-1,4 AS-
AR bt 4-E 40 (4-((2-

1H-NMR (400 MHz, DMSO-d6) & 9.54 (s, 2H), 9.30
(s, 1H), 9.11 (d, T = 0.9 Hz, 1H), 9.09 (t, ] = 1.2 Hz,
1H), 6.92 (d, J = 1.5 Hz, 1H), 4.08 (qd, J = 6.3, 3.2

533 | (pyrimidin-5-yl)-2H- Hz, 2H), 4.00-3.94 (m, 2H), 3.72 (dt, J = 14.8, 3.1
pyrazolo[3,4-c]pyridin-5- Hz, 2H), 3.56-3.50 (m, 2H)
yl)imino)-1,4 A°-oxathiane 4- ESI MS (m/z): 330.9[M+1].
oxide)
((2-(5-FMEmEg-3-J%)-3-F JE-2H- | 1H-NMR (400 MHz, DMSO-d6) & 8.83 (s, 1H), 8.75
gl -5 P i B (R T FE)(FR | (d, J=2.7 Hz, 1H), 8.21 (dt, ] = 9.8, 2.3 Hz, 1H),
H)-AS-FRkEER (((2-(5- 7.47(d, J = 8.6 Hz, 1H), 7.11 (d, ] = 1.2 Hz, 1H),
534 | fluoropyridin-3-yl)-3-methyl-2H- | 7.01 (dd, J=9.0, 2.0 Hz, 1H), 3.54-3.47 (m, 1H),
Y 3.01 (s, 3H), 2.63 (s, 3H), 1.40 (d, ] = 6.8 Hz, 3H),
yl)imino)(isopropyl)(melhyl}-?\.ﬁ- 1.35(d, J = 6.8 Hz, 3H); ESI MS (m/z): 346.90
sulfanone) [M+1].
(Q-(5-MEE-3-2)-3-F Eop- | [H-NMR (400 MHz, DMSO-d6) & 8.83 (t, ] =13
U 5 S e () (75 35 Hz, 1H), 8.75 (d, ] = 2.7 Hz, 1H), 8.21 (dt, ] =9.5,
e ot 2.3 Hz, 1H), 7.47 (dd, J = 9.0, 0.7 Hz, 1H), 7.09 (q, J
535 | M-Bkeh ((2-(5-fluoropyridin- | — o 9 1, 1H), 6.98 (dd, J = 9.0, 2.0 Hz, 1H), 3.40-
3-y1)-3-methyl-2H-indazol-5- 3.33 (m, 2H), 3.12 (s, 3H), 2.64 (s, 3H), 1.83-1.74
yDimino)(methyl)(propyl)-A’- (m, 2H), 0.98 (t, ] = 7.3 Hz, 3H); ESI MS (m/z):
sullanone} 34690[M+1]
((2-(5-FMtmE-3-55)-3-F3£-2H- | 1H-NMR (400 MHz, DMSO-d6) 3 8.83 (d, ] = 1.2
| -5 ) W Jigg 1) — PR JE-AS-BE | Hez, 1H), 8.75 (d, J = 2.7 Hz, 1H), 8.21 (dt, ] = 9.6,
536 | Lzl (((2-(5-fluoropyridin-3-yl)- | 2.3 Hz, 1H), 7.48 (dd, J = 9.2, 0.6 Hz, 1H), 7.09 (q, J
3-methyl-2H-indazol-5- =0.9 Hz, 1H), 6.97 (dd, ] = 9.0, 2.0 Hz, 1H), 3.22 (s,
yl)imino)dimethyl-A°-sulfanone) | 6H), 2.63 (s, 3H); ESIMS (m/z): 318.90[M+1].
BT HE () (2-(mkwe-3-4E)- 1H-NMR (400 MHz, DMSO-d6) & 9.28 (d, J = 2.8
2H-HE P I [4,3-b]HENE-5-54)F | Hz, 1H), 9.05 (d, J = 0.6 Hz, 1H), 8.60 (dd, J = 4.6,
537 3-SR ke (tert- 1.2 Hz, 1H), 8.42 (dq, J = 8.3, 1.3 Hz, 1H), 7.95-7.92
butyl(methyl)((2-(pyridin-3-yl)- | (m, 1H), 7.61 (dd, J = 8.4, 4.7 Hz, 1H), 6.78 (d, J =
2H-pyrazolo[4,3-b]pyridin-5- 9.2 Hz, 1H), 3.45 (s, 3H), 1.44 (d, J = 14.4 Hz, 9H);
yl)imino)-A’-sulfanone) ESIMS (m/z): 330.1 [M+1].
1H-NMR (400 MHz, DMSO-d6) & 9.29 (d, ] = 2.4
((6-5MENE-3-J5) P ) (5 T Hz, 1H), 9.06 (d, J = 0.9 Hz, 1H), 8.61 (dd, J = 4.7,
FE)((2-(ME mE-3-4%)-2H- Mk e 3 1.4 Hz, 1H), 8.45-8.41 (m, 2H), 7.99 (dd, J =9.2, 0.6
[4,3-b]UHLIE-5-55) T fie 3 )-A5-5% | Hz, 1H), 7.91 (dd, J = 8.3, 2.4 Hz, 1H), 7.63-7.60
538 | % (((6-chloropyridin-3- (m, 1H), 7.58 (d, ] = 8.3 Hz, 1H), 6.80 (d, J = 9.5 Hz,
yhymethyl)(isopropyl)((2-(pyridin- 1H), 5.11 (d, J = 13.8 Hz, 1H), 5.03 (d, ] = 13.8 Hz,
3-yl)-2H-pyrazolo[4,3-b]pyridin- 1H), 3.85-3.79 (m, 1H), 1.41 (dd, J = 12.4, 6.9 Hz,
5-yl)imino)-A’-sulfanone) 6H)
ESI MS (m/z): 427 [M+1].
((2-(5-FMEE-3-J5)-2H-W5[ -5~ | 1H-NMR (400 MHz, DMSO-d6) & 9.20 (s, 1H), 8.96
VIR L) (M BE-4-dE | (d, T = 1.0 Hz, 1H), 8.63 (d, J = 2.4 Hz, 1H), 8.53
539 | LA Bk ((2-(5- (dd, ] = 4.5, 1.6 Hz, 2H), 8.42 (dt, J = 10.0, 2.3 Hz,

fluoropyridin-3-yl)-2H-indazol-5-
yl)imino)(isopropyl)(pyridin-4-

1H), 7.55 (d, J = 9.3 Hz, 1H), 7.39 (dd, 1 = 4.5, 1.6
Hz, 2H), 7.17 (q, J = 0.9 Hz, 1H), 7.00 (dd, J = 9.3,
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ylmethyl)-A°-sulfanone)

2.0 Hz, 1H), 4.73 (dd, J = 26.2, 13.7 Hz, 2H), 3.40-
3.33 (m, 1H), 1.40 (d, J = 6.6 Hz, 3H), 1.34 (d, J =
6.8 Hz, 3H)

ESI MS (m/z): 410 [M+1].

((2-(5-FF M mE-3- k) -2 H -1 14e.- 5 -
)WV Fide o ) (5 7 L ) (1t -2
R 3E)-AC-TR ke (((2-(5-

1H-NMR (400 MHz, DMSO-d6) 8 9.21 (s, 1H), 8.99
(s, 1H), 8.63 (d, ] = 2.4 Hz, 1H), 8.56 (d, J = 4.2 Hz,
1H), 8.43 (dt, ] = 10.3, 2.3 Hz, 1H), 7.76 (td, J = 7.7,
1.8 Hz, 1H), 7.56 (d, J = 9.3 Hz, 1H), 7.36-7.30 (m,

540 i ; 2H), 7.22 (d, ] = 1.2 Hz, 1H), 6.96 (dd, ] = 9.2, 2.1
ﬂut.ar{:»pynFlm-3-yl)-2H-1r.1d‘azol-5- Hz, 1H), 4.79 (dd, J = 31.8, 13.9 Hz, 2H), 3.50 (, ] =
ybimino)(isopropyl)(pyridin-2- | ¢ 8 11, 1H), 1.43 (d, J = 6.8 Hz, 3H), 1.38 (d, J = 6.8
ylmethyl)-A’-sulfanone) Hz, 3H)

ESI MS (m/z): 410.05 [M+1].

1H-NMR (400 MHz, DMSO-d6) & 9.21 (d, J = 2.4
ﬁE'E(HHZWE-Z-E)((Z-(FH:UE-3-§)- HZ, IH), 8.86 (d, I=0.7 HZ, ]H), 8.76 (dq, I= 4‘7,
SHL| -5 ey i | 08 HZ 1H), 8.58 (dd, J = 4.6, 1.5 He, 1H), 8.36 (da,

i Bt ety . J = 8.4, 1.3 Hz, 1H), 8.13-8.06 (m, 2H), 7.66 (ddd, J
Bid (methyl(pyridin-2-y1)(( = 73, 4.6, 1.5 Hz, 1H), 7.58 (dd, J = 8.7, 5.0 Hz,
(pysidin-3-yi)-2H-mdazol-5- 1H), 7.50 (d, J = 9.0 Hz, 1H), 7.04 (t, J = 1.0 Hz,
yDimino)-A"-sulfanone) 1H), 6.95 (dd, J = 9.2, 2.1 Hz, 1H), 3.47 (s, 3H)

ESI MS (m/z): 349.9 [M+1].

1H-NMR (400 MHz, DMSO-d6) & 9.29 (d, ] = 2.4
S PIEE((2-(MEWE-3-25)-2H-IEE | Hz, 1H), 9.09 (d, ] = 0.9 Hz, 1H), 8.61 (dd, J = 4.7,
J[4,3-b]AkIE-5-FE) W L)t | 1.4 Hz, 1H), 8.57 (dd, J = 4.6, 1.5 Hz, 2H), 8.43 (dq,
E-4-3 ) AS ke J =84, 1.4 Hz, 1H), 7.99 (dd, J = 9.2, 0.9 Hz, 1H),

542 | (isopropyl((2-(pyridin-3-yl)-2H- | 7.63-7.60 (m, 1H), 7.42 (dd, J = 4.3, 1.5 Hz, 2H),
pyrazolo[é]jS-b]pyridin-S- . 6.81 (d, J=9.2 HZ, IH), 5.11 (dd, J= 29.5, 13.6 HZ,
yl)imino)(pyridin-4-ylmethyl)-A°- | 2H), 3.73-3.66 (m, 1H), 1.40 (dd, J = 15.1, 6.9 Hz,
sulfanone) 6H)

ESI MS (m/z): 392.95 [M+1].
1H-NMR (400 MHz, DMSO-d6) & 9.14 (s, 1H), 8.89
((2-(5- T e -3- 5L ) -2 H- 06| 188 5. (d, J] = 0.7 Hz, 1H), 8.?6 (dq, ] = 4.6, 0.8 Hz, 1H),
)T (7 2 OB - 23 5- 8.61 (d, ] = 2.4 Hz, 1H), 8.36 (dt, J = 10.2, 2.3 Hz,
- 1H), 8.14-8.06 (m, 2H), 7.65 (ddd, J = 7.3, 4.6, 1.5

543 | BAEHA ((2-(5-fluoropyridin-3- | 1y, " 1p) 7,49 (d, J = 9.0 Hz, 1H), 7.01 (q, J = 1.0
yD-2H-indazol-5- Hz, 1H), 6.98 (dd, J = 9.0, 2.0 Hz, 1H), 3.66-3.60
yhimino)(propyl)(pyridin-2-yl)- | (m, 2H), 1.80-1.71 (m, 1H), 1.66-1.56 (m, 1H), 0.94
A -sulfa.none) (t, I1=175 HZ, 3H)

ESI MS (m/z): 396 [M+1].

1H-NMR (400 MHz, DMSO-d6) & 9.30 (d, J = 2.4
S PIAE(EIE-2-JE FF ) ((2-(EWE | Hez, 1H), 9.13 (d, T = 0.9 Hz, 1H), 8.61 (dd, J = 4.6,
-3-JE)-2H-ML 14 3 [4,3-b]LBE-5- | 1.2 Hz, 1H), 8.58 (td, J = 2.9, 1.9 Hz, 1H), 8.4 (dq,
L) P -\~ B A J =8.5, 1.4 Hz, 1H), 7.96 (dd, J = 9.2, 0.6 Hz, 1H),

544 | (isopropyl(pyridin-2- 7.76 (td, ] = 7.8, 1.8 Hz, 1H), 7.64-7.60 (m, 1H),
ylmethyl)((2-(pyridin-3-yl)-2H- 7.35 (dd, J = 7.6, 4.9 Hz, 2H), 6.76 (d, ] = 9.2 Hz,
pyrazolo[4,3-b]pyridin-5- 1H), 5.24 (d, J = 14.4 Hz, 2H), 3.69-3.62 (m, 1H),
yl)imino)-A°-sulfanone) 1.47-1.40 (m, 6H)

ESIMS (m/z): 393.05 [M+1].
(-(5- U BE-3-3)2H M5 | |H-NMR (400 MHz, DMSO-d6) 8 9.14 s, TH), 8.90

545 | ) M (T A IHL B 2- ) A5 (d, J = 1.0 Hz, 1H), 8.76 (dg, J = 4.7, 0.8 Hz, 1H),

fi f5E R (((2-(5-fluoropyridin-3-

8.61 (d, J = 2.4 Hz, 1H), 8.37 (dt, J = 10.2, 2.3 Hz,
1H), 8.14-8.06 (m, 2H), 7.66 (ddd, J = 7.3, 4.6, 1.5
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[0587]

yl)-2H-indazol-5-
yl)yimino)(methyl}(pyridin-2-yl)-
lﬁ-sulfa.none)

Hz, 1H), 7.50 (d, J = 9.0 Hz, 1H), 7.02 (g, J = 0.9
Hz, 1H), 6.96 (dd, J = 9.2, 2.1 Hz, 1H), 3.47 (s, 3H)
ESI MS (m/z): 367.95 [M+1].

(3-FP SR RO ) (P ) (2- (L -
33 )2 H-15| 18- 5. ) T e )26
TR ((3-

1H-NMR (400 MHz, DMSO-d6) 5 9.20 (d, J = 2.4
Hz, 1H), 8.85 (d, ] = 0.6 Hz, 1H), 8.58 (dd, J = 4.6,
1.5 Hz, 1H), 8.35 (dq, J = 8.3, 1.3 Hz, 1H), 7.58 (q,J

546 = 4.3 Hz, 1H), 7.54-7.49 (m, 3H), 7.4 (s, 1H), 7.21
msthoxggheny)meihy{- (td, J = 4.6, 2.9 Hz, 1H), 7.04-7.00 (m, 2H), 3.81-
(pyridin-3-yl)-2H-indazol-5- 3.74 (m, 3H), 3.40 (d, J = 9.5 Hz, 3H)
yDimino)-A°-sulfanone) ESIMS (m/z): 378.9 [M+1].
i’ﬁﬁiﬁﬁf)ﬁﬁﬂf éﬁ; 1H-NMR (400 MHz, DMSO-d6) & 9.47 (s, 2H), 9.21

e g LI (s, 1H), 9.06 (s, 1H), 7.96 (d, J = 9.2 Hz, 1H), 6.82

47 )0 A (d, J=9.2 Hz, 1H), 3.93-3.86 (m, 1H), 3.65-3.60 (m,
(isopentyl(isopropyl)((2- 2H), 1.73-1.62 (m, 2H), 1.59-1.51 (m, 1H), 1.39-1.34
(pyrimidin-5-yl)-2H- (m, 6H), 0.87 (1, J = 6.0 Hz, 6H)
pyrazolo[4,3-blpyridin-5- ESIMS (m/z): 373.00 [M+1].
yl)imino)-A°-sulfanone)

AAE-FIE 4&)((2-@%_ 1H-NMR (400 MHz, DMSO-d6) & 9.49-9.45 (m,
5-3i)-2H-t 1 3 [4,3-b] ik BE-5- H -
L s ), 9.21 (s, 1H), 9.08 (d, J = 0.6 Hz, 1H), 7.97 (dd,

- ) M J )\ B =93, 0.8 Hz, 1H), 6.84 (d, J = 9.2 Hz, 1H), 4.08-
(isopropyl(2-methoxyethyl)((2- | 4,02 (m, 1H), 3.93-3.86 (m, 1H), 3.82-3.65 (m, 3H),
(pyrimidin-5-yl)-2H- 3.26 (s, 3H), 1.39 (dd, J = 8.6, 7.0 Hz, 6H)
pyrazolo[‘l,g-b]pyrldm's' ESIMS (m/z): 361.05[M+1].
yl)imino)-A’-sulfanone)

1H-NMR (400 MHz, DMSO-d6) 8 9.33 (d, J = 2.4
((4-5-2- (1w -3-)-2H-W|14-5- | Hz, 1H), 9.06 (d, ] = 0.9 Hz, 1H), 8.63 (dd, J = 4.6,
FE P ) — 2. FE -0 -1 b 1.5 Hz, 1H), 8.49 (dq, J = 8.3, 1.4 Hz, 1H), 7.62 (qd,

549 | (((4-chloro-2-(pyridin-3-yl)-2H- [ J = 4.3, 0.6 Hz, 1H), 7.57 (dd, J = 8.9, 0.9 Hz, 1H),
indazol-5-yl)imino)diethyl-A°- 136 (d, = 82 Hz, 1H), 3355 [d J =700 Hz, 1H),
sulfanone ) 3.30-3.25 (m, 3H), 1.29 (1, J = 7.3 Hz, 6H)

ESI MS (m/2): 348.85[M+1].

1H-NMR (400 MHz, DMSO-d6) 3 9.33 (d, ] = 2.1
((4-F-2-(E g -3-J5)-2H-M5| -5~ | Hz, 1H), 9.04 (d, ] = 0.9 Hz, 1H), 8.62 (dd, J = 4.6,
I I ) (2. 38) (R T E)-A5-H | 1.2 Hz, 1H), 8.49 (dq, J = 8.4, 1.4 Hz, 1H), 7.61

550 | HEM (((4-chloro-2-(pyridin-3-yl)- | (ddd, J=8.3,4.9,0.6 Hz, 1H), 7.55 (dd, ] = 9.2, 0.9
YH-indazol-5- Hz, 1H), 7.39-7.36 (m, 1H), 3.56-3.49 (m, 1H), 3.28-
yl)imino)(e[hyl)(isopropyl)_kﬁ_ 3.24 (m, 2H), 1.40 (d, J=6.7 HZ, 3H), 1.32 (d, J=
gu]fanonc} 7.0 HZ, 3H), 1.29-1.22 (m, 3H); ESIMS

(m/z): 362.90 [M+1].
;(g) ?H;g%ﬁ%i)ﬁ{gﬁ 1H-NMR (400 MHz, CHLOROFORM-D) & 9.36-
D) LI ) = 9.34 (m, 2H), 9.26 (s, 1H), 8.43 (d, ] = 0.7 Hz, 1H),

551 | A (1-((4-chloro-2- 7.61 (dd, J=9.0, 1.0 Hz, 1H), 7.44 (d, ] = 9.3 Hz,
(pyrimidin-5-yl)-2H-indazol-5- | 1p) 3 60-3.54 (m, 2H), 3.24-3.19 (m, 2H), 2.43-2.37
yDimino)tetrahydro-1H-2"- (m, 4H); ESIMS (m/z): 347.90 [M+1].
thiophene 1-oxide)

((4-50-2-(5-AMEmE-3-7%)-2H-"] | 1H-NMR (400 MHz, DMSO-d6) & 9.25 (d, J = 9.0
M5 HE TV e ) — 2 0B ke | Hz, 1H), 9.11 (s, 1H), 8.66 (d, ] = 2.4 Hz, 1H), 8.52
552 (dt, T = 10.1, 2.3 Hz, 1H), 7.57 (d, J = 8.3 Hz, 1H),

Bl (((4-chloro-2-(5-fluoropyridin-
3-yl)-2H-indazol-5-
yl)imino)diethyl-lﬁ-sulfanone)

7.38 (d, ] = 9.0 Hz, 1H), 3.35 (t, J = 7.1 Hz, 2H),
3.28(t, J=7.2 Hz, 2H), 1.29 (1, ] = 7.5 Hz, 6H)
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| ESI MS (m/z): 366.85[M+1].
(A--2-(5- UL ve-3-4)21- | 1H-NMR (400 MHz, CHLOROFORM-D) 5 9.02 (d,

Wi s " 1=1.7Hz 1H), 8.51 (d, J = 2.4 Hz, 1H), 8.41-8.38
[0588] -5 BWRLENLIDCEPIR- | (1 1) 8710 (dt, T = 9.0, 2.3 Haz, 1H), 7.54-7.46 (m,
553 | A-fikeh (((4-chloro-2-(5- 2H), 3.53-3.46 (m, 1H), 331 (id, J = 14.4, 7.2 Hz,
fluoropyridin-3-yl)-2H-indazol-5- | 111) 3 18 (1d, J = 14.4, 7.2 He, 1H), 1.56 (1, ] = 7.0
yDimino)(ethyl)(isopropyl)-A™ | {; 3H), 1.50 (d, J = 6.8 Hz, 3H), 1.44 (1, J = 7.5 Hz,
sulfanonc) 3H); ESI MS (m/z): 380.90[M+1].

[05891 52452 :N- (- FF AL (MIEIE) -A - B I 3E) -2- (M -3-35) - 2H- 5|k - 4 - SR P i
(N- (dimethyl (oxo0) -A°-sulfaneylidene) -2- (pyridin-3-y1) -2H-indazole-4-
carboxamide) 92[1)5 By

Mo(CO)g
4R BAEILF N=
= N/
[0590] '?'Q , —$-Ny TTBPHBF4 DBY m N o
| N Br o DMF NZ <A
z MW, 160 °C 92

[0591]  4-JR-2- (WmE-3-3L) -2H-15|# (4-bromo-2- (pyridin-3-yl) -2H-indazole)
(0.3g,1.094mmo1) Vit — FIEL-A° - B2l (iminodimethyl-A%-sulfanone) (0.306g,
3.28mmol) [ —HILHE I (dimethyl formamide (DMF)) (5mL) y& ¥ DA 75 % 5L 4H
(molybdenum hexacarbonyl (Mo (C0)6)) (0.144g,0.547mmol)  PUFEMINER =AU T FEHE (tri -
tert-butylphosphine tetrafluoroborate (TTBP.HBF4)) (0.016g,0.055mmol) - —
(W~ CFR3E) A5 - (Z-o- FHZREL ) JKHHEL] — 48 (trans-Di (u-acetato) bis[o- (di-o-
tolylphosphino) benzylldipalladium (I1)) Gifisk 2487 (HerrmanN' s catalyst))
(0.026g,0.027mmol) DL K 1,8- "4 " BR[5.4.0]+—%-7-4 (1,8-diazabicyclo
[5.4.0]undec-7-ene (DBU)) (0.330m1,2.189mmo1) KEFH , FHAERLIECEEE (MW) T-160°C AL 1
INI o SN SERR T, RN AP I K (10mL) 7 K FH VAR i (2 X 25mL) 250 5 FH 1A
MURVAICKGRER BT T B ike4s A3 2RI 0 « BESRI R P A SR ) 28 4% e 380
FE M4l 52 e ioN- (3R (SR -A°- Bk 3L) -2- (g - 3-25) - 2H- 5] e -4 -
Mol (N- (dimethyl (oxo) -A°-sulfaneylidene) -2- (pyridin-3-y1) -2H-indazole-4-
carboxamide) 92 (220mg,0.700mmo1 , ;73%63.9%) »

[0592] 2 AT SR SFI 2 BTt i 1 1 5 1l % o
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92 N-( - B ()% 24)-A0-Fi ke F 4E)- | 1TH-NMR (400 MHz, DMSO0-d6) 6 9.37 (d, J =

[0593]

[0594]

2-(MEEIE -3 - J ) -2 H- | -4 53 e e
(N-(dimethyl(ox0)-A°-
sulfaneylidene)-2-(pyridin-3-yl)-2H-
indazole-4-carboxamide)

1.0 Hz, 2H), 8.67 (dd, I = 4.6, 1.5 Hz, 1H), 8.55
(dg, T =8.3, 1.4 Hz, 1H), 7.95 (dt, ] = 8.6, 0.9 Hz,
1H), 7.88 (dd, J = 7.1, 0.7 Hz, 1H), 7.64 (ddd, J =
8.4,4.8,0.7 Hz, 1H), 7.43 (dd, ] = 8.6, 7.0 Hz,
1H), 3.55 (s, 6H); ESI MS (m/z): 315 [M+1].

N-( T (2.3 (M A3 -AC- R e
F)-2- (M W - 5 -3k ) -2 H- | -5 - 152

1H-NMR (400 MHz, DMSO-d6) 8 9.54 (s, 2H),
9.45(d, J = 0.7 Hz, 1H), 9.28 (s, 1H), 8.55 (t, ] =
1.1 Hz, 1H), 7.95 (dd, ] = 9.2, 1.6 Hz, 1H), 7.77-

225 | Jliz (N~(butyl(ethyl)(ox0)-A"- 7.74 (m, 1H), 3.68-3.52 (m, 4H), 1.83-1.72 (m,
sulfaneylidene)-2-(pyrimidin-5-yl)- | 2H), 1.46 (td, J = 14.7, 7.4 Hz, 2H), 1.34 (t, ] =
2H-indazole-5-carboxamide) 7.3 Hz, 3H), 0.93 (t, J = 7.3 Hz, 3H); ESI

MS(m/z):372.1 [M+1].
H-NMR (400 MHz, DMSO-d6) 5 9.54 (s, 2H),
e A | 1H), 7.95 (dd, 1 =9.2, 1.6 Hz, 1H), 7.76 (d, J =
AP AE)-2-(HENE-5-H0)-2H-WME-5-TR 1 g 3"y " 1) 3 058-3.52 (m, 1H), 3.44 (s, 3H

226 | Fill% (N-(cyclohexyl(methyl)(oxo)- | 2 1H), 3.58-3.52 (m, Y (_S’ %

A \ hyl)X( 2.25-2.18 (m, 2H), 1.90 (d, J = 12.5 Hz, 2H), 1.69
A’-sulfaneylidene)-2-(pyrimidin-5- | (4 j = 13.0 Hz, 1H), 1.60-1.54 (m, 2H), 1.36 (dd,
yl)-2H-indazole-5-carboxamide) J = 13.0, 3.2 Hz, 2H), 1.23-1.20 (m, 1H); ESI

MS(m/z):384.05[M+1].
N-(FF LIS 56 )(7 25)-A°- B2 WF | TH-NMR (400 MHz, DMSO-d6) 8 9.55 (d, ] =
JE)-2- (VI -5 ) -2 - 5 - 8.6 Hz, 2H), 9.46-9.44 (m, 1H), 9.28 (s, 1H), 8.54

227 carboxamide (N- (t,J=1.2 Hz, 1H), 7.94 (dd, I1=9216Hz, IH),
(methy](ox0}(pr0py])—lﬁ- 7.76-7.74 (m, 1H), 3.65-3.52 (m, 2H), 3.45 (s,
sulfaneylidene)-2-(pyrimidin-3-yl)- | 3H), 1.92-1.80 (m, 2H), 1.05 (t, J = 7.5 Hz, 3H)
2H-indazole-5-carboxamide) ESI MS(m/z):344.0[M+1].

N F (A )00 T ke I 3E)- | 1H-NMR (400 MHz, DMSO-d6) 8 9.54 (s, 2H),
2 -5 3 )2 H-N5 1465 ¥R % | 9.45 (d, T = 0.9 Hz, 1H), 9.28 (s, 1H), 8.54 (d, J =

228 | (N~(dimethyl(ox0)-A’- 0.9 Hz, 1H), 7.94 (dd, ] = 9.2, 1.5 Hz, 1H), 7.76
sulfaneylidene)-2-(pyrimidin-5-yl)- | (d,J =9.2 Hz, 1H), 3.48 (s, 6H)
2H-indazole-5-carboxamide) ESI MS(m/z):316.05[M+1].

Ne( 5T A )2k | LH-NMR (400 MHz, DMSO-d6) 8 9.54 (s, 2H),
)2 (B 53 2HL M| s o | 546 (5, 1H), 928 (s, TH), 8.54 (5, 1H), 7.94 (dd, J

230 3 . =9.2, 1.6 Hz, 1H), 7.76 (d, ] = 9.3 Hz, 1H), 3.62
B (N-(diisobutyl(ox0)-A"- | (44 T=14.1, 6.5 Hz, 2H), 3.47 (dd, ] = 14.2, 6.4
sulfaneylidene)-2-(pyrimidin-5-yl)- | g, 2p), 236 (q, J = 6.7 Hz, 2H), 1.08 (q, J = 3.3
2H-indazole-5-carboxamide) Hz, 12H); ESI MS(m/z): 400.1[M+1].

N-( = ZHEMAAIE)-A - IE)- | 1H-NMR (400 MHz, DMSO-d6) 5 9.54 (s, 2H),
2 -5 )2 H-N3 165 ¥k % | 9.44 (d, ] = 1.0 Hz, 1H), 9.28 (s, 1H), 8.56 (t, ] =
231 | (N~(diethyl(ox0)-A°-sulfaneylidene)- | 1.2 Hz, 1H), 7.95 (dd, J = 9.2, 1.6 Hz, 1H), 7.77-

2-(pyrimidin-5-yl)-2H-indazole-5-
carboxamide)

7.74 (m, 1H), 3.67-3.56 (m, 4H), 1.34 (, ] = 7.3
Hz, 6H); ESI MS(m/z): 344.0[M+1].

[0595]  SZfAI3:N- (£ 3k CRNEL) (ML) -A°- kil k) -2- (Mg - 3- 5k) - 2H- |k -5- 34
iz (N- (ethyl (isopropyl) (oxo) -A°-sulfaneylidene) -2- (pyridin-3-y1) -2H-
indazole-5-carboxamide) 105/ 5 A%
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DMF, RT |
16 h N 105

54%

05971 2- (MEmg-3-5L) -2H-M5|We -5- 3% (2- (pyridin-3-yl) -2H-indazole-5-
carboxylic acid) (0.1g,0.418mmol) 23 (L) (RAEL -A°- Bkl (ethyl (imino)
(isopropyl) -A%-sulfanone) (0.057g,0.418mmol) [ — FFL LK (dimethyl formamide
(DMF)) (2mL) 3 DAL - DB (RS N HH L] - 1H-1, 2, 3- =Wk I [4, 5-b1Ibme 3- A4
INTRRRR EL (1-[Bis (dimethylamino)methylene]-1H-1,2,3-triazolo[4,5-b]pyridinium
3-oxid hexafluorophosphate (HATU)) (0.159g,0.418mmol) DL & N-Z F-N- (N -2-55) 14 -
2-Jf% (DIPEA) (0.110mL,0.627mmol) ALFE, H1-25 CHuFEL6 /NI o SN 5E RS , SO TR S ke
FININIK (5mL) 45 K FEPA LR iR (2 X 25mL) 22 A5 A AUZ DA I /KB RN T iR e
W AE TS BRI 439 - 243, CombiFlash® T4k, G AH ; PL100% G £ g2 0
J¥ (isocratic) iafT) MR AHERIN- (£ FE RRED) MRS -0 -BRbe i) -2- (g -
3-3L) -2H-ME|Wk -5 - W (N- (ethyl (isopropyl) (oxo) -A°-sulfaneylidene) -2-
(pyridin-3-yl) -2H-indazole-5-carboxamide) 105 (80mg,0.224mmol , 7*253.7%) »

[0598] 3 AT R SV R IR S PIBFriA ) S R i 5 5 A 25

wEY A/ B2 TR
s
105 | N-(ZHECH: P AL ()% E)-25-5% | 1H-NMR (400 MHz, DMSO-d6) 3 9.38 (d, J = 1.0
Y52 I )2 (b B -3- )2 H- W) g | Hz, 1H), 9.33 (d, J = 2.2 Hz, 1H), 8.67 (dd, J = 4.6,
_SRELIE (N- 1.2 Hz, 1H), 8.55 (q, J = 0.8 Hz, 1H), 8.49 (dq, J =
' 8.3, 1.4 Hz, 1H), 7.93 (dd, ] =9.2, 1.6 Hz, 1H), 7.74-
7.72 (m, 1H), 7.66 (ddd, J = 8.3, 4.8, 0.6 Hz, 1H),
3.89-3.82 (m, 1H), 3.74-3.59 (m, 2H), 1.45-1.38 (m,
6H), 1.37-1.27 (m, 4H); ESIMS (m/z):357 [M+1].
106 | N-(5 (R 4E)(f1) %0 E)- 25~ | 1H-NMR (400 MHz, DMSO-d6) 6 9.38 (d,J = 1.0
T g A J)-2- (ki -3- 4 )-2H-1] | Hz, 1H), 9.33 (d, J = 2.2 Hz, 1H), 8.67 (dd, ] = 4.6,
[0599] S ER R (N- 1.5 Hz, 1H), 8.54 (q, ] = 0.8 Hz, 1H), 8.48 (dq, ] =
. 8.3, 1.4 Hz, 1H), 7.93 (dd, ] =9.2, 1.6 Hz, 1H), 7.74
(dt, ] =9.2, 0.9 Hz, 1H), 7.66 (ddd, ] = 8.4, 4.8, 0.7
Hz, 1H), 3.79-3.72 (m, 1H), 3.44 (s, 3H), 1.43 (q, ] =
3.3 Hz, 6H); ESI MS (m/z):343[M+1].
107 N-( - Z (A E)-A5-Fi ks | 1H-NMR (400 MHz, DMS0-d6) 8 9.38 (d, J = 0.7
H)-2- (N IE -3- -2 H -5 -5 Hz, 1H), 9.33 (d, ] = 2.2 Hz, 1H), 8.67 (dd, ] = 4.8,
B (N~(diethyl(ox0)-A- 1.3 Hz, 1H), 8.55 (q, ] = 0.8 Hz, 1H), 8.49 (dq, ] =
8.3, 1.4 Hz, 1H), 7.93 (dd, ] =9.2, 1.6 Hz, 1H), 7.73
(dt,J=9.1, 0.9 Hz, 1H), 7.66 (ddd, ] = 8.3, 4.6, 0.7
Hz, 1H), 3.67-3.55 (m, 4H), 1.34 (t, ] = 7.3 Hz, TH);
ESI MS (m/z):343[M+1].

[0600]  SXfA4:N,N 4- = FIEE-N' - (2- (EiE -3-2L) - 2H-5|me - 5 - 30) ZRAE e it (N, N
4-trimethyl-N - (2- (pyridin-3-yl) -2H-indazol-5-y1) benzenesulfonimidamide) 931
ook

(=]

h
0 N=S=0
I‘“ﬁ_(cm <,\ HATU, DIPEA ,E‘ 'ﬂ/: s._-;‘ .
[0596] NI " HN,,s\b - N
(J
N

(clhy](isopmpyl)(oxo)—lﬁ—
sulfaneylidene)-2-(pyridin-3-yl)-
2H-indazole-5-carboxamide)

(isopropyl(methyl)}(oxo)- .
sulfaneylidene)-2-(pyridin-3-yl)-
2H-indazole-5-carboxamide)

sulfaneylidene)-2-(pyridin-3-yl)-
2H-indazole-5-carboxamide)
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Pdy(dba); ~,

Xantphos
Br F: N= N=S=0
N= NaO‘Bu N/
[0601] N_/ | X
N/ 93

= -
O ¥ 0=8=NH i
e ' 120 °C

MW

[0602] 5-JR-2- (MEEE-3-3L) -2H-M5M: (5-bromo-2- (pyridin-3-yl) -2H-indazole)
(0.27g,0.985mmol) N, N 4- = I B J B e BE e (N, N 4 -
trimethylbenzenesul fonimidamide) (0.195g,0.985mmol) [{JFHZK (5mL) iAW L= (2K
FRECPA) — 4 (0) (tris(dibenzylideneacetone)dipalladium(0)) (Pd, (dba).) (0.045g,
0.049mmol) 4,5- A (T IRFLHE) -9,9- —HELSE I (9,9-dimethyl-9H-xanthene-4,5-
diyl) bis (diphenylphosphane)) (Xantphos) (0.057g,0.098mmol) VA M4 T E54H4 (0.095¢g,
0.985mmol) AbHE, ITF-120°C AE—Feise (MW) BRE 1/INI o SR 58 B, JIONE TR S5 W A OK
(10mL) T KIFA LR i (2 X 25mL) ZHL S I ANUZE PAUC/KIRER BN T 150 HLj H ik
245 M7 Z AR TR =W o 12 =W PA CombiF lash® EAT MK A ZIN, N 4- = FHFL-N - (2- (i
g -3-55) - 2H- 5[mk - 5 - 55) SRS el (NN 4-trimethyl-N - (2- (pyridin-3-yl) -2H-
indazol-5-y1)benzenesul fonimidamide) 93 (133mg,0.340mmol , ;>#%34.5%) .

[0603] 4 AT AR S WIRIE L4 P A ) B R 16 5 5 A28
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93 N, N, 4-= I -N"-(2-(kmg-3-3%)- | TH-NMR (400 MHz, DMSO-d6) 8 9.27 (d, J =
DH-UE) -5 ST BB | 24 He, 1H), 8.98 (4,1 = 0.7 He, 1H), 8.61 (dd, J
(N, N, 4-trimethyl-N’-(2-(pyridin- | = 4.6, 1.5 Hz, 1H), 8.42 (dq, J = 8.3, 1.4 Hz, 1H),
3-yl)-2H-indazol-5- 7.85 (d, J = 8.3 Hz, 2H), 7.64-7.60 (m, 2H), 7.47
yl)benzenesulfonimidamide) (d, J=8.1 Hz, 2H), 7.34 (d, J = 1.2 Hz, 1H), 7.21

(dd, J=9.3, 2.0 Hz, 1H), 2.61 (s, 6H), 2.42 (s,
3H)
ESI MS (m/z): 392 [M+1].

94 | N-(2-(5-FRIHLIE-3-3E)-2H-|i#:-5- | TH-NMR (400 MHz, DMSO-d6) 5 9.20 (s, 1H),
FE)-N,N,4- = B BE T mk I e mi i | 903 (d, J=0.7 Hz, 1H), 8.64 (d, ] = 2.4 Hz, 1H),
(N’~(2-(5-fluoropyridin-3-yl)-2H- 8.43 (dt, J=10.1,2.4 Hz, 1H), 7.85(d, ] =8.3
indazol-5-y)-N,N,4- Hz, 2H), 7.63 (d, ] = 9.3 Hz, 1H), 7.47 (d, J = 8.1
trimethylbenzenesulfonimidamide) Hz, 2H), 7.33 (1, J = 1.0 Hz, 1H), 7.22 (dd, J =

9.3,2.0 Hz, 1H), 2.61 (s, 6H), 2.42 (s, 3H); ESI
MS (m/z): 410 [M+1].

95 NN, 4-= FFE-N"-(2-(B Ig-5-55)- | IH-NMR (400 MHz, DMSO-d6) 6 9.48 (s, 2H),
2 5| I -5 ) R T T TP e 19k e 9.22 (s, 1H),9.04 (d, ] = 0.7 Hz, 1H), 7.85 (d, ] =
(N,N,4-trimethyl-N’-(2-(pyrimidin- 8.3 Hz, 2H), 7.65 (d,J =9.3 Hz, IH), 747 (d, ] =
5-yl)-2H-indazol-5- 8.1 Hz, 2H), 7.34 (d, J = 1.2 Hz, 1H), 7.23 (dd, J
yl)benzenesulfonimidamide) =9.2,2.1 He, 1H), 2.61 (s, 6H), 2.42 (s, 3H)

ESI MS (m/z): 393[M+1].
96 | N.N4-=H JE-N«2-(1tWE-3-J5)- | IH-NMR (400 MHz, DMSO-d6) 3 9.41 (d, J =
2 H -1 A 4 5 T I e 1 e 2.4 Hz, 1H), 9.31 (s, 1H), 8.63 (dd, 1 =4.8,1.3
[0604] (N,N, 4-trimethyl-N"-(2-(pyridin-3- Hz, 1H), 8.55 (dq, J=8.4, 1.3 Hz, IH), 7.97 (d, J
yl)-2H-indazol-4- = 8.3 Hz, 2H), 7.63 (dd, ] = 8.4, 4.8 Hz, 1H), 7.49
yl)benzenesulfonimidamide) (d,J=38.1 Hz, 2H), 7.25 (d, ] = 8.8 Hz, 1H), 7.16
(dd, J=8.6, 7.1 Hz, 1H), 6.76 (d, ] = 7.1 Hz, 1H),
2.63 (s, 6H), 2.44 (d, ] = 7.6 Hz, 3H); ESI MS
(m/z): 392[M+1].

97 NN, 4-= FE-N"-(2-(B g-5-55)- | IH-NMR (400 MHz, DMSO-d6) 6 9.60 (s, 2H),
2 H -5 I -4 2R T IV e 1k e 9.39(d, 1=0.7 Hz, 1H), 9.24 (s, 1H), 7.97 (d, ] =
(N,N,4-trimethyl-N’-(2-(pyrimidin- 8.3 Hz, 2H), 7.49 (d,J = 8.1 Hz, 2H), 7.26 (d, ] =
5-yl)-2H-indazol-4- 8.6 Hz, 1H), 7.18 (dd, J=8.6, 7.1 Hz, 1H), 6.76
yl)benzenesulfonimidamide) (d, J= 6.8 Hz, 1H), 2.65 (d, J = 10.0 Hz, 6H),

2.45 (d, J = 7.8 Hz, 3H); ESIMS (m/2):
393[M+1].

98 N-(2-(5-F M nE-3-J8)-2H-1| 144~ | TH-NMR (400 MHz, DMSO-d6) 6 9.36 (s, 1H),
HE) NN 4- = S SR 7 R | 9-33 (s, 1H), 8.6 (d, J =2.4 Hz, 1H), 8.58 (dt, J =
(N’~(2-(5-fluoropyridin-3-yl)-2H- 10.2, 2.3 Hz, 1H), 7.97 (d, ] = 8.3 Hz, 2H), 7.50
indazol-4-y)-N,N,4- (d, J=8.1 Hz, 2H), 7.24 (d, ] = 8.6 Hz, 1H), 7.17
trimethylbenzenesulfonimidamide) | (dd,J=8.7,7.0 Hz, 1H), 6.76 (d, ] = 6.8 Hz, 1H),

2.63 (s, 6H), 2.44 (s, 3H); ESI MS (m/z):
410[M+1].
. N o 1H-NMR (400 MHz, DMSO-d6) 8 9.55 (s, 2H),
N-Z. - N-F BN (2- (W5 -5
E)Z;j ﬂélﬂifﬁ)éﬁﬁfﬁgﬁﬁm 9.22 (s, 1H), 9.15 (d, ] = 0.7 Hz, 1H), 7.21-7.13

134 il a " (m, 2H), 6.65 (dd, ] = 6.8, 1.0 Hz, 1H), 3.33 (s,
Tz (N-ethyl-N-methyl-N’-(2- 2H), 3.27 (dd, J = 7.2, 5.7 Hz, 2H), 2.81 (s, 3H),
(pyrimidin-5-y1)-2H-indazol-4- 1.39 (t,J = 7.3 Hz, 3H), 1.01 (t, J = 7.2 Hz, 3H);
yl)ethanesulfonimidamide) ESI MS (m/z):345.1 [M+1].

: U 1H-NMR (400 MHz, DMSO-d6) 3 9.47 (s, 2H),
N- -N- -N-(2-(Fg e -5-
ZE Eﬁ% il 9.21 (s, 1H), 9.01 (d, J = 0.9 Hz, 1H), 7.59-7.57
25)-2H-W| M-S JEVR A BERALE | © ) 18 (g, T = 0.9 Hz, 1H), 7.06 (dd, J =
[0605] 135 | Millé (N-ethyl-N-methyl-N"~(2- 18 Tl TER 3 98 5 50 For, FETY 4

(pyrimidin-5-yl)-2H-indazol-5-
yl)eyclopropanesulfonimidamide)

9.2, 1.8 Hz, 1H), 3.28-3.20 (m, 3H), 2.81-2.77 (m,
4H), 1.11-0.97 (m, 6H); ESI MS (m/2):356.55
[M+1].
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[0606]  SEAA5 . 5- FHAR AL -4- FHEE-2- (2- (Mg -3-58) -2H- Mgl -5-F8) -2,4- —%4-3H-1,2,
4-—W-3-f (5-methoxy-4-methyl-2- (2- (pyridin-3-yl) -2H-indazol-5-y1) -2,4-
dihydro-3H-1,2,4-triazol-3-one)

115/161

[0607]  110[& A%
H
on
. o)
rN/
0 H N= N’[<
[0608] N= Br A K cul Ko, P ﬁ;-.,("'_
N + on N g =
i i DMF U 1o AP
N? O~ 150 °C N
MW
[0609]  YE5-7R-2- (MERE-3-3E) -2H-15M (5-bromo-2- (pyridin-3-yl) -2H-indazole)

(0.6g,2.189mmo1) M.5-FsAEL-4-HE-2,4- —4(-3H-1,2,4- —M-3-fiil (5-methoxy-4-
methyl-2,4-dihydro-3H-1,2,4-triazol-3-one) (0.791g,6.13mmol) |1 — H L FHL 1z
(DMF) (6mL) 738 H , IINBIL AR (CuT) (0.083g,0.438mmol) S -1, 2- M (FHEL D) B
O 4% (trans-1,2-bis (methylamino) cyclohexane) (0.249¢g,0.876mmol) ffL5H (KI)
(0.109g,0.657mmol) LA M i (K,C0,) (0.908g,6.57mmol) , FLIEAMIAE R 3L ¥ (W) T
150°C HEGF 1/ NI o S SERE , ONTR S P LA NN IK (20mL) 5K I A LR i (3 X 25mL) A5
B & IF 10 A AL )= VA JC 7K Bt B2 89 1 8 0 ek He 3k 446 10 15 210 IR 3R < W0 - 12 38 3 W A
CombiFlash® JEAfT 4k i 1521 5 - FHAa Ak - 4 - I 5L - 2- (2- (WkE - 3-5) -2H- 5[ -5- 1) -2, 4-
T A-3H-1,2,4- =M -3~ (5-methoxy-4-methyl-2- (2- (pyridin-3-yl) -2H-indazol-5-
y1) -2,4-dihydro-3H-1,2,4-triazol-3-one) 110(0.184g,0.571mmol, }=#%26.1%) -

[0610] 25 AR AT ARG M S W IR S BB ik () 15 R 4 5 5 T4 5 o
we HEW B S ATHE
Co

110 | 5-F 4 JE-4- T IE2-(2-(lLz-3- | IH-NMR (400 MHz, DMSO-d6) 3 9.33 (d, ] = 2.4
Y OHW 5352 4- 430 | Hz, 1H), 9.27 (d, J = 0.9 Hz, 1H), 8.67 (dd, J = 47,
1 2.4-= W3 (5-methoxy-4- | 14 Hz, 1H), 8.49 (dq, = 8.3, 1.4 Hz, 1H), 7.87-7.84
methyl-2-((pyridin3-yh2H. | (M 1H). 7.77 (.1 = 0.9 Hz, 1H), 7.66 (ddd, ] = 8.3,
indazol—S-yl}-2,4-dihydr0-3H- 47., 0.7 HZ, IH}, 7.38 (dd, J= 92., 2.1 HZ., ]H)., 3.04
],2,4-171320'-3-0]’1&) (S., 3H}, 3.01 (S., 3H}, ESI MS (mfz) 3226[M+1]

[0611] 111 5-FA A FE-4-F E-2-(2-(5-F ALt | 1TH-NMR (400 MHz, DMSQ-dﬁ) 0 9.25 (s, 1H),
Wi -3-J)-2H-15| -5 3%)-2,4- — & | 9:09-9.20 (m,1H), 8.58 (s, 1H), 8.35 (s, 1H), 7.84 (d,
3H.1,2.4-= 13- (5-methoxy- | = 93 B, 1H), 7.76 (&, ] = 12 Hz, 1H), 7.37 (dd,J
4-methyl2-(2-(5-methylpyridin. | = 93 2:0 Hz, TH), 3.02 (@, J = 10.5 Hz, 6H), 244 G,
3y 2L indazel S.y1) 2 4. 3H); ESIMS (m/2): 336.7 [M+1].
dihydro-3H-1,2,4-triazol-3-one)

112 242-(5-FlLIE-3-2E)-2H-8|1%-5- | TH-NMR (400 MHz, DMSO-d6) 8 9.31 (d, J = 0.7
Iy-5-F S JE-4- Ik 2 4-— - Hz, 1H), 9.26 (s, 1H), 8.70 (d, J = 2.4 Hz, 1H), 8.52
3H_1’2‘4_—_‘_|1$_3_Eﬁ (2_(2_(5_ (dl, J= 99, 2.3 HZ., lH), 7.85 (d., J=93 HZ.. IH),
Nuoropyridin.3-yl)-2H-indazol.-5- | 7-76 (& I = 1.0 Hz, 1H), 7.40 (dd, J = 9.3, 2.0 Hz,
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[0612]

yl)-5-methoxy-4-methyl-2,4-
dihydro-3H-1,2,4-triazol-3-one)

1H), 3.04 (s, 3H), 3.01 (s, 3H); ESI MS (m/z): 341
[M+1].

113 | 5-F4JE-4-F 3E2-(2-(2-F LN | 1H-NMR (400 MHz, DMSO-d6) o 8.84 (d, ] = 0.9
I -3-3 -2 H- | -5 5)-2,4- — & Hz, 1H), 8.65 (dd, ] = 4.6, 1.5 Hz, 1H), 7.97 (dd, J =
“3H-1,2,4-=18-3-8 (S-methoxy- ;ig’ iii)H;’511H7)’478'8(5-7'?%4)(m7’ ;GH)(’;&S? (q’9j3= gg

1d1 z, 5 L E L m, g o ] = 7.2, 2
;‘E};t%iﬁﬁlrsn?ll}lyzlpj“dm Hz, 1H), 3.04 (d, ] = 5.2 Hz, 3H), 3.01 (s, 3H), 2.42
dihydro-3H-1.2,4-triazol-3-one) | (8 3H); ESIMS (m/z): 336.9 [M+1].

114 | 5-F % bE-4-F JE-2-(2-(4-F1 LML | TH-NMR (400 MHz, DMSO-d6) & 8.85 (d, J = 0.7
I -3-3 )- 2 H- M| e 5 Jk )2 4- 4 Hz, 1H), 8.69 (s, 1H), 8.61 (d, ] = 4.9 Hz, 1H), 7.87-
_3H_1°2’4_::|_[§£._3_Eﬁ (S-mcthoxy- 7.83 (m, 1H), 7.80 (q., J =09 Hz, 1H), 7.55(d, I =
d-methyl-2-(2-(d-methylpyridin. | 51 B2 1H), 7.36 (dd, J = 9.2, 2.1 Hz, 1H), 3.04 (s,
3-yl)-2H-indazol-5-yl)-2,4- 3H),3.01 (s, 3H), 2.29 (s, 3H)
dihydro-3H-1.2,4-triazol-3-one) | ESTMS (m/2): 336.9 [M+1].

115 | 5-F A k-4-F1 3E-2-(2-(6-F LML | TH-NMR (400 MHz, DMSO-d6) 8 9.21 (d, J = 0.9
-3 2H-| 5. 3E)2 4. % | Hz, 1H), 9.17 (d, J = 2.8 Hz, 1H), 8.36 (dd, ] = 8.6,
—3H—1,2,4—:{u§é—3—ﬁﬁ (S—mclhoxy— 2.8 HZ, ].H}, 7.85-7.83 (m, IH), Tl (q, J=09 HZ,
J-methy1-2-(2-(6-methylpyridin. | 1F): 7:50 (d, J = 8.6 Hz, 1H), 7.36 (dd, J = 9.3, 2.0
3oyl)-2indazol-S-yl)-2 4. Hz, 1H), 3.03 (s, 3H), 3.01 (s, 3H), 2.56 (s, 3H)
dihydro-3H-1,2,4-triazol-3-one) | ESIMS (m/2): 336.9 [M+1].

116 | 2-(2(2.6- B HMhz-3-3E)2H- | IH-NMR (400 MHz, DMSO-d6) & 8.78 (d, J = 0.9
-5 )5 U 4-F 50 4 | Hez, 1H), 7.84 (4,1 = 1.1 Hz, 1H), 7.82-7.81 (m, 1H),
—S3H124- 23 M Q- | 1T e e S 226 o
2,6-dimethylpyridin-3-yl)-2H- | 3 ~ 2:° 8% 2t .01 (8, 25, £.95(8, SH), 250 (8,
Enziazol-s-yl};-g}fmethox; 31_ 3H); ESI MS (m/z): 350.9 [M+1].
methyl-2,4-dihydro-3H-1,2,4-
triazol-3-one)

117 | 5-B H-2-(2-(5- B A SN Iz-3- | 1H-NMR (400 MHz, DMSO-d6)  9.30 (d, J = 0.9
) DH| 534 F 30 4. | Hz, 1H), 8.94 (s, 1H), 8.40 (s, 1H), 8.07 (t, J = 2.4
H-3H-1,2,4- = 1-3- (5- Hz, 1H), 7.87-7.84 (m, 1H), 7.76 (q, J = 0.9 Hz, 1H),
mthony.2(2-(5-methoxypyridin | 7-38 (dd J =93, 2.0 Hz, 1H), 3.96 (s, 3H), 3.04 (s,
3-y])-2H-indazol-5-yl)-4-methyl- | 3, 3.01 (s, 3H)
2,4-dihydro-3H-1,24-triazol-3- | ESTMS (m/z): 353 [M+]].
ong)

118 | 5-F A ik-4-F1 3E-2-(2-(5(— . | IH-NMR (400 MHz, DMSO-d6) & 9.66 (d, J = 2.4
SEYHNE-3-30) -2k 5. 3E). | Hez, 1H), 9.4 (d, J = 0.7 Hz, 1H), 9.07 (d, ] = 0.7
24 -5 3H124- =1 3.F (5. | Bz 1H), 8.89 (1] = 1.8 Hz, 1H), 7.88-7.86 (m, 1H),
methoXy-4-methy]-2-(2-(5- 7.78 (q., I=09 HZ., ].H)., 7.41 (dd, J= 9.2, 2.1 HZ.,
(trifluoromethyl)pyridin-3-yl)-2H- | 1H): 3.03 (d, J=5.9 Hz, 3H), 3.01 (s, 3H)
indazol-5-yl)-2,4-dihydro-3H- | ESTMS (m/z): 391 [M+1].
1,2,4-triazol-3-one)

119 | 5-Fk-4-F13E-2-2-(WWg-5- | IH-NMR (400 MHz, DMSO-d6) 8 9.54 (s, 2H), 9.33
JE)-2HH 5382, 4- 30 | (d, T = 1.0 Hz, 1H), 928 (s, 1H), 7.87 (d, ] = 9.3 Hz,
12.4- =13 (5-methoxyd- | 1H): 779 (d T = 1.5 Hz, 1H), 7.41 (dd, J = 9.3, 2.0
methyl-2-(2-(pyrimidin-5-yl)2H- | Hz 1H), 3.04 (s, 3H), 3.01 (s, 3H); ESI MS (m/z):
indazol-5-yl)-2,4-dihydro-3H- | 324 [MF1].
1,2,4-triazol-3-one)

120 | 2-(2-(5- G L E-3- )2 H-|%-5.  1TH-NMR (400 MHz, DMSO-d6) 8 9.99 (q, J = 1.2

$)-5- AL -4-FHE-2,4- -

Hz, 1H), 9.36 (dd, ] = 5.9, 1.0 Hz, 1H), 9.11 (d, ] =
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3H-1,2,4-= -3 (2-(2-(5- 1.0 Hz, 1H), 8.27 (q, J = 2.9 Hz, 1H), 7.60-7.57 (m,

chloropyridin-3-yl)-2H-indazol-5- | 1H), 7.13 (g, J = 1.0 Hz, 1H), 7.01 (dd, J = 9.3, 2.0

y[)-s_methoxy-4_methy[_2,4- Hz, 1H), 3.37 (dd, J = 10.1, 5.7 Hz, 2H), 3.16 (s,

dihydro-3H-1,2,4-triazol-3-one) | 3H), 1.79-1.72 (m, 2H), 1.38-1.26 (m, 4H), 0.84 (1, J
= 7.1 Hz, 3H); ESI MS (m/z): 356.6 [M+1].

121 | 4-ZE B BE- S B G Bk-2-(2-(ntk mg-3- | ITH-NMR (400 MHz, CHLOROFORM-D) 6 9.20 (s,
$£)-2H-M5|e-5-3E)-2,4- — 4 -3H- | 1H), 8.71 (s, 1H), 8.50 (s, 1H), 8.29 (d, J = 8.1 Hz,
1,2,4_5115_.&_3_@@ (4-bcl'lZy|.-5- IH;, 7.86 (d, J=93 HZ, IH), 7.86§ (d, J ): 1.2 HZ,
T idin-3-vI)-2H- 1H), 7.53-7.48 (m, 3H), 7.38-7.28 (m, 4H), 4.78 (s,
inzaz‘f)lf”s_yf}_z(fﬂiydfof’;]{_ 2H), 3.16 (s, 3H); ESI MS (m/2): 399.00 [M+1].
1,2,4-triazol-3-one)

122 | 4-Q-FEF AL)-5-F 44 2-2- | IH-NMR (400 MHz, DMSO-d6) 3 9.33 (d, J = 2.4
(MHEmE-3-0)-2H-| e_5-3%)-2.4- | Hz, 1H), 9.28 (d, J = 0.7 Hz, 1H), 8.67 (dd, J = 4.8,
—%(-3H-1,2,4- =38 (4-(2- 1.3 Hz, 1H), 8.49 (dq, J=8.3, 1.4 HZ,.IH},. 7.87(d,J
ﬂuorobenzyl}-S-methoxy-Z-(Z- =03 HZ, 1H), 7.82 (d, J=1.2 HZ, IH), 7.66 (dd, J=

e : - 8.1, 4.4 Hz, 1H), 7.41-7.35 (m, 3H), 7.24-7.19 (m,
[0613] (pyridin-3-yl)-2H-indazol-5-yl)- I, 475 5 3.0 3 ES S (m/2)
2,4-dihydro-3H-1,2,4-triazol-3- ), 4.75 (s, 2H), 3.07 (s, 3H); ESI MS (m/z):

one) 417.15 [M+1].

123 | 4-Z.-5- R JE2-2-(ttE-3- | 1H-NMR (400 MHz, DMSO-d6) 6 9.35 (d, J = 2.4
$)-2H-M M5 Jk).2 4. —~5-3H- | Hz, 1H), 9.29 (d, J = 1.0 Hz, 1H), 8.69 (dd, J = 4.8,
1,2,4-=18_3-H (4-cthyl-5- 1.3 Hz, 1H), 8.51 (dq, J = 8.3, 1.4 Hz, 1H), 7.89-7.86
methoxy-2-(2-(pyridin3-y)-2H- | (% 1H). 7.80 (q. J = 0.9 Hz, 1H), 7.69-7.66 (m, 1H),
indazol-5-yl)-2,4-dihydr0-3H- 7.39 (dd, I= 9‘3, 2.0 HZ, ]H), 3.56 (Cl‘ J=172 HZ,
1,2,4-triazol-3-onc) 2H), 3.06 (s, 3H), 1.21 (t, J = 7.2 Hz, 3H); ESI MS

(m/z): 337.00 [M+1].

124 | 4-(4-FEFHE)-5-F4E2-2- | 1H-NMR (400 MHz, DMSO-d6) 3 9.33 (d, J = 2.4
(MERE-3-35)-2H-15|e5. 5£)-2.4- | Hz, 1H), 9.28 (d, J = 1.0 Hz, 1H), 8.67 (d, ] = 4.6
—%(-3H-1,2,4-=-3-F (4-(4- Hz, 1H), 8.49 (dq, J = 8.3, 14 HZ,. 1H), 7.87-7.85
o S 35| 0 5781008 1 0 =42

ridin-3-yl)-2H-indazol-5-yl)- i FUBSSRUER STy SO0 Getfeleld 0y Sl TEIEL 10
(21?31(- dihydmy—S)H—l,Z, 4_mamlf’3)_ 2H), 3.06 (s, 3H): ESTMS (m/z): 417.15 [M+1].
one)
[0614] 5246 :4- L HE-2- (2- (5-JMLIE - 3-5F) -2H- 5| -4 -5 -5-FIA -2, 4- (- 31~

1,2,4-=W-3-Ff (4-ethyl-2- (2- (5-fluoropyridin-3-yl) -2H-indazol-4-yl) -5-
methoxy-2,4-dihydro-3H-1,2,4-triazol-3-one) 130/ 5%

Pd,(dba);
0 N=
i 1
N= un A A NN o
[0615]  F AN/ . NN Cs,CO, \(j’ N
| Br \< t N/ N\ N\/
" 0 AMGE 130 |
95°C S,

[0616]

A-PL-2- (5-GEmE -3-3L) - 2H-15|M: (4-Bromo-2- (5-fluoropyridin-3-yl) -2H-

indazole) (300mg,1.027mmol) \4- £ 3E-5-H4F-2,4- “4-30-1,2,4- =M -3~ (4-
ethyl-5-methoxy-2,4-dihydro-3H-1,2,4-triazol-3-one) (162mg,1.130mmol) .= (I
KHIEPNER) — 40 (tris (dibenzylideneacetone) dipalladium (Pd2 (dba) 3)) (103mg,
0.113mmol) 5- (Z-BUTEERH) -1 ,3 5 - =2k -1 H-[1,4" Tt (5- (di-tert-
butylphosphino) -1’ ,3 ,5 -triphenyl-1"H-[1,4 ]bipyrazole (BippyPhos)) (97mg,
0.191mmol) DA M ARER S (Cs,C0,) (970mg, 2. 98mmol) FINBEHT , 48 BT , AE R R
T BN IR G INNBUKES (Tertiary-amyl alcohol) HR MNIEG#I TR T

124



R $ 118/161 7

T95°CHIIRL6 /NN o [N 58 B Ja , SN 6 5 2 ik He 34 44 1 15 21 28 €6 6 s W, HL LA
CombiFlash® ZAT4ift #3204 - L5 -2- (2- (5-FMLIE -3-3L) - 2H- 5[k -4-FL) -5- F A AL -
2,4- " %(-3H-1,2,4-=Wk-3-ff (4-ethyl-2- (2- (5-fluoropyridin-3-yl) -2H-indazol-4-
y1) -5-methoxy-2,4-dihydro-3H-1,2,4-triazol-3-one) 130 (132.5mg,0.374mmo1 , =3

N 119546584 A i)

36.4%) o
[0617] 36 : AT St S BI6 Itk ) 5 & S U 5 5 Tl o
ey AR AT
s

125 | 5-F A -4 JE-2-(2(WLWE-3-3)- | 1H-NMR (400 MHz, DMSO-d6) 8 9.33 (d, J =
2H-W|ik-4-3E)-2,4- ~%(-3H-12,4- | 2.2Hz, 1H),9.29 (d,J = 0.7 Hz, 1H), 8.67 (dd, J
:néE-Ei-EﬁJ (5-methoxy-4-methyl-2- =4.6,1.5 Hz, IH), 8.50 (dq, Ji= 83, 1.4 Hz,
(2-(pyridin-3-yl)-2H-indazol-duyl)y. | 1FD; 771 (dd, J=7.3,0.5 Hz, 1H), 7.65 (ddd,J
2,4-dihydr0-3H-l,2,4-triazol-3-0ne) = 8.3, 4.8, 0.6 HZ, IH), 7.56-7.54 (m, IH}, 7.37

(dd, J = 8.6, 7.3 Hz, 1H), 4.18 (s, 3H), 3.15 (s,
3H); ESI MS (m/2): 322.40 [M+1].

126 4-(3-RIAFIL)-5-FHIL-2-2-(1 | IH-NMR (400 MHz, CHLOROFORM-D) 8
33 ) 2H- |53y 2 4- 4. | 918 (s, 1H), 8.68 (s, 1H), 8.49 (s, 1H), 8.26 (d, J
3H_1,214_£M¢_3_E’M (4_(3_ =8.1 HZ, ]H), 7.84 (d, J=93 HZ, ]H), 7.67 (d.,
ﬂuorobenzyl)-S-melhoxy-Z-(Z- J=1.2 HZ, IH), 7.50 (d, =27 HZ, IH), 7.34-
(pyridin-3-yl)-2H-indazol-5-yl)-2,4- T2T (IT], ZH).. 7.24 (d, J=176 HZ, IH), 7.18 (dd,
dihydfO-SH-l 2 4-lria.20|.-3-0ne) J= 9.4, 2.1 HZ, IH), 7.02-6.97 (m, IH).‘ 4.75 (S,

= 2H), 3.16-3.14 (m, 3H); ESI MS (m/z): 417.00
[M+1].

127 | 4-Fh 7 o5 k22~ E-3- | 1H-NMR (400 MHz, DMSO-d6) 5 9.31 (d, J =
) OH e 52,4 — 2 3H. | 24 Hz, 1H), 9.20 (s, 1H), 8.65 (dd, J = 4.8, 1.3
1,2,4-5“&?-3-HM (4-cyclopr0pyl-5- HZ, ]H), 8.46 (dq, J= 8.4, 1.3 HZ, IH), 8.12 (d,
mellloxy-Z-(Z-(pyridin-3-yl}-ZH- J=1.2 HZ, lH), 7.94 (dd., J= 9.3, 2.0 HZ, IH),

[0618] indazol-5-yl)-2,4-dihydro-3H-1,2,4- | /-81(d, J=9.3 Hz, 1H),7.64 (dd, 7 =84, 4.8
iriazol3.on0) " | Hz, 1H), 4.05 (d, ] = 5.9 Hz, 3H), 2.82-2.77 (m,
1H), 0.97-0.89 (m, 4H); ESI MS (m/z):
349.900[M+1].

128 | 4-Ff 7 J-5-F i JE2-(2-(Wie-5- | IH-NMR (400 MHz, DMSO-d6) 3 9.55 (s, 2H),
Jk)-2H-H5| e -4-FE)-2,4- —H-3H- 9.36 (d, J= 1.0 Hz, 1H), 9.28 (s, 1H), 7.72 (d, J
1,2,4-E"§§-3-EH (4-(‘.)((310]31’0]3}’1-5- =6.8 Hz, lH), 1.55 (d, J=8.8 Hz, 1H), 7.39
rnelhoxy-2-(2-(pyrimidin-5-yl}-2H- (dd, J= 8.7, 7.5 HZ, IH}, 4.17 (S, 3H}, 2.84 (S,
indazol-4-yl)-2,d-dihydro-3H-12,4- | 1), 095 (dd, ] =9.4, 2.8 Hz, 4H)
triazol.3-onc) ESIMS (m/z): 350.20 [M+1].

129 | 4-2,3E-5-Fi A H-2-(2-(Wilg-5-4E)- | 1H-NMR (400 MHz, DMSO-d6) 8 9.56 (s, 2H),
2H-W| M4 FE)-2.4- 5 -3H-1,2,4- | 9:38(d,J=1.0 Hz, 1H), 9.29 (s, 1H), 7.74 (d, ]
Euélﬁ_:i_ﬁﬁ (4-clhyl-5-mcth0xy-2-(2- =173 HZ, IH), 7.56 (d, J=28.8 HZ, IH), 7.40
(pyrimidin-5-yl)-2H-indazol-4-yl)- (d‘;=3j o 3;1}{7)-51 szi (lt HJ}, 4?-22? I({S’ 3;3) 3.65(q.J

. : =7.3 Hz, 1. ,J=7.2Hz,
2,4-dihydro-3H-1,2,4-triazol-3-one) ESI MS (m/z): 338.05 [M-+1].

130 | 4-2.3E-2-(2-(5-FlcWe-3-4E)2H-1| | TH-NMR (400 MHz, DMSO-d6) 8 9.34 (d, ] =
M4 )-5-F 4 Jik-2,4- — 5 -3H- 1.0 Hz, 1H), 9.27 (s, 1H), 8.71 (d, ] = 2.2 Hz,
1,2,4_5“”&7_3_&@ {4-01[1)(1-2-(2-{5- ].H)., 8.55 {dl., J= 99, 24 HZ, IH}, 7.71 (d., I=
fuoropyridin-3-yl)-2H-indazol-4- | 6:6 Hz, 1H), 7.5 (d. J = 8.6 Hz, 1H), 7.39 (dd. J
yl)-S-methoxy-2,4-dihydro-3H- =8.8, 7.3 Hz, lH), 4.20 {S, 3H)., 3.65 (q, I=72
1.2.4-triazol-3-one) Hz, 2H), 1.24 (1, ] = 7.2 Hz, 3H); ESI MS (m/2):

355.20 [M+1].
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131 | 4-2,3E-5-F 8 HE2-(2-(WE-5-3%)- | TH-NMR (400 MHz, DMSO-d6) 8 9.52 (s, 2H),
2H-M5| 5. 5E)-2, 4- — 5 -3H-1,2,4- | 9.27(d,J=1.0Hz, 1H), 9.26 (s, 1H), 8.15(q,J
'_'..nélé-3-ﬁﬁ (4-ethy]-5-meth0xy-2-(2- =09 HZ, ]H), 7.98 (dd, J=95,2.0 HZ, ]H),
(pyrimidin-5-yl)-2H-indazol-5-yl)- | /- 2,53(1‘3‘{» J 5}?)'511{;:5 1tH} :470; (a 31)[,)3-61 (a7
2.4-dihydro-3H-1.2 d-trazol-3-one) | 13 e 2D, 122 § i

Z) 2 X

132 | 4-FF 4 He-2-(2-(5- R E-3-3%)-2H- | TH-NMR (400 MHz, DMSO-d6) 5 9.24 (d, J =
N -5 3k)-5- 4 L2, 4- —4&-3H- | 0.7 Hz, 2H), 8.68 (d, ] = 2.2 Hz, 1H), 8.49-8.47
112’4__—_]]%_3_H|§J (4'CYC]0pr0pyl'2' (m, IH), 8.11 (l, J=1.0 HZ, ]H), 7.95 (dd, J=
(2-(5-ﬂu0r0pyTld1n-3-yI)-ZH- 93, 20 HZ, IH}, ?.81 (d-, J = 95 HZ., IH)., 4.04
d (s, 3H), 2.80 (s, 1H), 0.95-0.91 (m, 4H)
indazol-5-y1)-5-methoxy-2,4- ESI MS (m/2): 36720 [M+1
dihydro-3H-1,2,4-triazol-3-one) (m/z): 367.20 [ .

133 | 4-2.3E2-2-(5-FUlWE-3-4E)-2H-| | TH-NMR (400 MHz, DMSO-d6) 5 9.25-9.24
-5 F)-5- T 4 -2, 4- — & -3H- (m, 2H), 8.68 (d, J = 2.2 Hz, 1H), 8.48 (dt, ] =
1,2,4-:%-3-@@ (4-ethyl-2-(2-(5— 99, 2.3 Hz, IH}, 8.13 (q, I=09 Hz, IH), 7.97
fl idin-3-v1)-2H-ind 1-5- (dd, J= 94, 2.1 HZ, IH}, 7.82 (d, I=95 HZ,
yf;f’srf’[‘flgil(}‘;‘y_zyﬁ_dihya’;j;;_ 1H), 4.07 (s, 3H), 3.61 (q, J = 7.2 Hz, 2H), 1.21
l,2,4-triazol-3-0ne} E‘K/l{’_?]?.z HZ, 3H); ESI MS (WZ). 355.00

N IH-NMR (400 MHz, DMSO-d6) 8 9.25 (1, J =
2-(2-(5- SN -3 )2 H g 5.«
&() 5(5;%3?; 33%, P .ﬂﬂis 1.3 Hz, 2H), 8.69-8.68 (m, 1H), 8.49 (dt, J =
)5 A -4-( P - | 10.0,2.3 Hz, 1H), 8.14 (q, J = 0.9 Hz, 1H), 7.97
a0 | 2% A-3H-1,2,4- =300 (2-2- | (44,7 =9.4, 2.1 Hz, 1H), 7.83-7.81 (m, 1H),
(5-fluoropyridin-3-yl)-2H-indazol-5- | 4 o6 (s, 3H), 3.72 (td, ] = 7.0, 2.9 Hz, 1H), 2.17-
yl)-5-methoxy-4-(3-methylbutan-2- | 5 15 (1 1H), 1.40 (d, J = 7.1 Hz, 3H), 0.97 (d, J
yD-2,4-dihydro-3H-1,2,4-triazol-3- | — 6 6 Hz, 3H), 0.80 (d, ] = 6.8 Hz, 3H); ESI MS
onc) (m/z): 397.10 [M+1].
AR T M2 (5 U3y 2H. | TH-NMR (400 MHz, DMSO-d6) 8 9.31 (d, ] =
upﬁ;i ‘#L 5( Eéﬁitgf —%.)SH 1.0 Hz, 1H), 9.27 (s, 1H), 8.71 (d, ] =2.7 Hz,
-4 )-5- A2 A3H- |y g 54 (dd, T = 10.0, 2.2 Hz, 1H), 7.69 (d, T =

320 | 1,2:4-=Me-3-H (4-cyclopropyl-2- | 6 &'H, 1H), 7.54 (d, J = 8.6 Hz, 1H), 7.38 (dd, J
(2-(5-fluoropyridin-3-yl)-2H- =8.8,7.3 Hz, 1H),4.17 (s, 3H), 2.84 (s, 1H),
indazol-4-yl)-5-methoxy-2,4- 0.96 (d, J = 6.6 Hz, 4H); ESI MS (m/z): 367.05
dihydro-3H-1,2,4-triazol-3-one) [M+1].

: : P 1H-NMR (400 MHz, DMSO-d6) 8 9.33 (d, ] =
4-FF i HE-5- 2-(2-(HEmE-3-
Hﬁf{ilﬂﬂiiﬁi 4(_ _(%t’fH:’ 2.7 Hz, 1H), 9.27 (s, 1H), 8.67 (d, ] = 3.4 Hz,
= :u;é- g 1H), 8.51-8.48 (m, 1H), 7.69 (d, ] = 6.8 Hz, 1H),

321 | 1L2:4-=W-3-H (4-cyclopropyl-5- | 765 (4d, 7= 8.4, 4.8 Hz, 1H), 7.54 (d, ] = 8.8
methoxy-2-(2-(pyridin-3-yl)-2H- Hz, 1H), 7.38-7.34 (m, 1H), 4.16 (s, 3H), 2.84
indazol-4-yl)-2,4-dihydro-3H-1,2,4- | (¢ "111), 0.97-0.94 (m, 4H); ESI MS (m/2):
triazol-3-onc) 349.05 [M+1].

TH-NMR (400 MHz, DMSO-d6) 3 9.32 (d, J =
, : ; 2.2 Hz, 1H), 9.21 (d, J = 1.0 Hz, 1H), 8.65 (dd, J
¥ -4-3- 2-3£).2-(2-
uﬁi%g) gﬁf@s g}z 4( | =46, 1.5 Hz, 1H), 8.47 (dq, ] =8.5, 1.3 Hz,
(Flclic-3-22)-2F SO ElAt ), 8,15 (q, J = 1.0 Hz, 1H), 7.96 (dd, ] = 9.5,

322 | A-3H-124-Z14-3-8 (S-methoxy- | 5 01, 1H), 7.82 (d, J = 9.5 Hz, 1H), 7.66-7.63
4-(3-methylbutan-2-yl)-2-(2- (m, 1H), 4.06 (s, 3H), 3.72 (dd, ] = 9.9, 7.0 Hz,
(pyridin-3-yl)-2H-indazol-5-y)-2,4- | 11) 2 17-2.12 (m, 1H), 1.40 (d, J = 6.8 Hz, 3H),
dihydro-3H-1,2,4-triazol-3-one) 0.97 (d, ] = 6.8 Hz, 3H), 0.80 (d, ] = 6.6 Hz,

3H); ESI MS (m/2): 379.25 [M+1].

323 41T K -5-FR A -2 -(2- (M g -5 1H-NMR (400 MHz, DMSO-d6) & 9.52 (s, 2H),
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H)-2H-Hg| -5 5E)-2,4- - (-3H-
1,2,4-=M-3-ffi (4-cyclopropyl-5-
methoxy-2-(2-(pyrimidin-5-yl)-2H-
indazol-5-y1)-2,4-dihydro-3H-1,2,4-
triazol-3-one)

9.27-9.26 (m, 2H), 8.13 (t, ] = 1.1 Hz, 1H), 7.96
(dd, 7=9.5,2.0 Hz, 1H), 7.83 (d, ] = 9.3 Hz,
1H), 4.04 (s, 3H), 2.81-2.78 (m, 1H), 0.95-0.91
(m, 4H); ESI MS (m/z): 350.20 [M+1].

4-7 -5 F S FE-2-(2- (M e -3-3) -
2H-W5|e-4-55)-2,4- — &(-3H-1,2,4-

TH-NMR (400 MHz, DMSO-d6) 3 9.34 (d, J =
2.2 Hz, 1H), 9.30 (d, J = 1.0 Hz, 1H), 8.67 (dd, J
=48, 1.3 Hz, 1H), 8.50 (dq, J = 8.3, 1.4 Hz,
1H), 7.72-7.70 (m, 1H), 7.65 (ddd, J = 8.3, 4.6,

324 | Z=M-3-F (4-cthyl-5-methoxy-2-(2- | 0 7 1z, 1H), 7.55 (d, ] = 8.8 Hz, 1H), 7.37 (dd. J
(pyridin-3-yl)-2H-indazol-4-y)-2,4- | =g 7 7.5 Hz, 1H), 4.19 (s, 3H), 3.65 (q, ] = 7.3
dihydro-3H-1,2,4-triazol-3-onc) Hz, 2H), 1.24 (t, J = 7.2 Hz, 3H); ESI MS (m/z):

337.25 [M+1].
2-(2-(5- Rtk g -3 -3 ) -2 H-Hg -5 - 1H-NMR (400 MHz, DMSO-d6) & 9.28 (s, 1H),
Jh)-5- A FE-4-2,2,2-=F LFE)- | 9.25 (s, 1H), 8.69 (d, ] = 2.4 Hz, 1H), 8.49 (dt, ]
2,4- " 3H-12,4- =38 2-2- | = 9.9,2.3 Hz, 1H), 8.13 (d, J = 1.0 Hz, 1H), 7.94

325 | (5-fluoropyridin-3-yl)-2H-indazol-5- | (dd,J=9.4,2.1 Hz, 1H), 7.86 (d,J = 9.3 Hz,
yl)-5-methoxy-4-(2,2,2- 1H), 4.50 (q, J=9.1 Hz, 2H), 4.09 (d, ] =9.8
trifluoroethyl)-2,4-dihydro-3H-1,2,4- Hz, 3H)
triazol-3-one) ESI MS (m/z): 408.60 [M+1].

7 A B () (I 5 EE I 1H-NMR (400 MHz, DMSO-d6) & 9.53 (s, 2H),
sszgtf(; g%ﬁi@%ﬁ'f& 9.28 (s, 1H), 8.15 (d, ] = 1.2 Hz, 1H), 7.98 (dd, J
e Py el o "+ | =94, 2.1 Hz, 1H), 7.85 (d, ] = 9.5 Hz, 1H), 7.72

326 | -A-3H-1.24-Z-3-H] (S-cthoxy- | (4. 1 =83 Hz, 2H), 7.63 (d, J = 5.1 Hz, 2H),
2-(2-(pyrimidin-5-yl)-2H-indazol-5- | 4 89 (s, 2H), 4.45 (q, = 7.1 Hz, 2H), 1.36 (t, J
yl)-4-(3-(trifluoromethyl)benzyl)- | — 7 o Hz, 3H), 1.18-1.29 (1H); ESI MS (m/z):
2,4-dihydro-3H-1,2,4-triazol-3-one) | 4815 [M+1].

1H-NMR (400 MHz, DMSO-d6) 8 9.32 (d, ] =
5- A HE-2-(2-(ENE-3-J5)-2H-51 | 2.2 Hz, 1H), 9.27 (d, J = 1.0 Hz, 1H), 8.67 (dd, J
4 -4-G-(ZR P I IR IE)-2.4- | =4.8, 1.3 Hz, 1H), 8.49 (dq, ] = 8.3, 1.4 Hz,

327 4 -3H-1,2,4-=M-3-ff] (5-ethoxy- | 1H), 7.75-7.71 (m, 3H), 7.66-7.63 (m, 3H), 7.57
2-(2-(pyridin-3-yl)-2H-indazol-4-yl)- | (d, J = 8.6 Hz, 1H), 7.38 (dd, J = 8.7, 7.5 Hz,
4-(3-(trifluoromethyl)benzyl)-2,4- 1H), 4.93 (s, 2H), 4.59 (g, ] = 7.0 Hz, 2H), 1.39
dihydro-3H-1,2,4-triazol-3-one) (t,J=7.1 Hz, 3H)

ESI MS (m/z): 480.55 [M+1].
5-LAAHE-2-(2-(5-MALNE-3-D5)-2H- | 1H-NMR (400 MHz, DMSO-d6) 8 9.31 (d, ] =
W -4 B -4 3-( = B ) 2 1.0 Hz, 1H), 9.26 (s, 1H), 8.71 (d, ] =2.2 He,
H)-2.4-F-3H-1,2,4-= 13- 1H), 8.55-8.52 (m, 1H), 7.73 (t, ] = 7.1 Hz, 3H),

328 | (5-ethoxy-2-(2-(5-fluoropyridin-3- | 7.64 (d, J =5.6 Hz, 2H), 7.56 (d, ] = 8.8 Hz,
yl)-2H-indazol-4-yl)-4-(3- 1H), 7.40 (dd, J = 8.7, 7.5 Hz, 1H), 4.93 (s, 2H),
(trifluoromethyl)benzyl)-2,4- 4.60 (q, J = 7.0 Hz, 2H), 1.39 (t, ] = 7.1 Hz, 3H)
dihydro-3H-1,2,4-triazol-3-one) ESIMS (m/z): 498.55 [M+1].

5- A HE-2-(2-(WENE-5- ) 2H-M4E | 1H-NMR (400 MHz, DMSO-d6) 8 9.55 (s, 2H),
4-3)-4-G-(C R P I FEFE)-2,4- | 9.35(d, J = 1.0 Hz, 1H), 9.28 (s, 1H), 7.76-7.71

329 T4-3H-1,2,4-=M-3-Ff (5-ethoxy- (m, 3H), 7.65-7.63 (m, 2H), 7.58 (d, ] = 8.8 Hz,

' 2-(2-(pyrimidin-5-yl)-2H-indazol-4- | 1H), 7.40 (dd, J =8.7, 7.5 Hz, 1H), 4.93 (s, 2H),
y1)-4-(3~(trifluoromethyl)benzyl)- 4.61(q,J=7.1Hz, 2H), 1.39 (t, ] = 7.1 Hz, 3H)
2,4-dihydro-3H-1,2,4-triazol-3-one) | ESIMS (m/z): 482.15 [M+1].

330 5-L A HE-2-(2-(ME Mg -3-3E)-2H-B5[ 4 | 1H-NMR (400 MHz, DMS0-d6) § 9.32 (d, J =

-5-3)-4-(3-(= 7 F Ik ) 7 3k )-2,4-

2.4 Hz, 1H), 9.22 (d, ] = 1.0 Hz, 1H), 8.65 (dd, J
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TA-3H-1,2,4-= M3 (5-ethoxy-
2-(2-(pyridin-3-yl)-2H-indazol-5-yl)-
4-(3-(trifluoromethyl)benzyl)-2,4-
dihydro-3H-1,2,4-triazol-3-one)

=438, 1.3 Hz, 1H), 8.48-8.45 (m, 1H), 8.14 (t,J
=1.0 Hz, 1H), 7.95 (dd, J = 9.5, 2.0 Hz, 1H),
7.83 (d,J =9.5 Hz, 1H), 7.73-7.70 (m, 2H),
7.66-7.63 (m, 3H), 4.89 (s, 2H), 4.45 (q, 1 = 7.0
Hz, 2H), 1.36 (t, J = 7.1 Hz, 3H); ESI MS (m/z):
481.05 [M+1].

5- S -2-(2-(MHE g -3 - )- 2 H - | et
A )-A-(A-( T P U ) R ) -
2,4- "5 -3H-1,2,4- = M3 (5-

IH-NMR (400 MHz, DMSO-d6) 8 9.31 (d, ] =
2.4 Hz, 1H), 9.21 (d, ] = 0.9 Hz, 1H), 8.65 (dd, J
=46, 1.5 Hz, 1H), 8.46 (dg, ] = 8.3, 1.4 Hz,
1H), 8.14 (q, J = 0.9 Hz, 1H), 7.95 (dd, ] = 9.5,

331 | ethoxy-2-(2-(pyridin-3-yl)-2H- 2.1 Hz, 1H), 7.84-7.81 (m, 1H), 7.66-7.63 (m,
indazol-4-yl)-4-(4- 1H), 7.48-7.45 (m, 2H), 7.39-7.37 (m, 2H), 4.81
(trifluoromethoxy)benzyl)-2,4- (s,2H),4.45 (q, J=7.0 Hz, 2H), 1.37 (t, ] = 7.0
dihydro-3H-1,2,4-triazol-3-one) Hz, 3H)

ESI MS (m/z): 497.10[M+1].
52 4 (2 (1 51y st | TH-NMR (400 MHz, DMSO-d6) 5 9.52 (s, 2H),
4%;;:% jﬁg;jfgg% % 1 9.28.9.26 (m. 2H). 8.15 (q. J - 0.9 Hy, 1H). 7.97
PR TR B | (4d,5=9.5,2.1 Hz, 1H), 7.85 (4,1 = 9.5 He,

——s ASH-124- =83 (5- | 1) 7.47(d, J = 8.9 Hz, 2H), 7.38 (, = 7.9
cthoxy-2-(2~(pyrimidin-3-y)-2H- | y, 7H), 4.81 (s, 2H), 4.45 (g, ] = 7.0 Hz, 2H),
g el A=y 1) (- 137 (t,J = 7.0 Hz, 3H); ESI MS (m/2):
(trifluoromethoxy)benzyl)-2,4- 497.95[M+1].
dihydro-3H-1,2,4-triazol-3-one)

. . IH-NMR (400 MHz, DMSO-d6) 5 9.34 (d, J =
5 4 502~ 15 -3 )- D F e e
) 415‘;%5?2:%%; fﬁ;g g* 2.4 Hz, 1H), 9.31 (d, J = 0.9 Hz, 1H), 8.67 (dd, J
g et o e o =4.7,1.4 Hz, 1H), 8.50 (dq, J = 8.3, 1.4 Hz,

i 24-"5-3H-1,2,4-=14-3-Ff (5- 1H), 7.72 (dd, ] = 7.3, 0.6 Hz, 1H), 7.66-7.63
methoxy-2-(2-(pyridin-3-yl)-2H- (m, 1H), 7.57 (d, J = 8.9 Hz, 1H), 7.49-7.47 (m,
indazol-4-yl)-4-(4- 2H), 7.40-7.36 (m, 3H), 4.86 (s, 2H), 4.18 (s,
(trifluoromethoxy)benzyl)-2.4- 3H)
dihydro-3H-1,2,4-triazol-3-one) ESI MS (m/z): 482.90[M+1].

R FE 22 -5-3E) 2 A
> . q;f:% j @ %$$EH5H%%2££| % | |H-NMR (400 MHz, DMSO-d6) 5 9.56 (s, 2H),
AR g 39 (4, 1=0.9 Hz, 1H), 9.28 (s, 1H), 7.75 (d, ]

- 24-—H3H-124-ZW-3-00 (5- | 2701, 1H), 7.58 (d, ] = 8.6 Hz, 1H), 7.48
methoxy-2-(2-(pyrimidin-5-y)-2H- | (44, 1 =9.2, 2.4 Hz, 2H), 7.41-7.37 (m, 3H),
indazol-4-yl)-4-(4- 4.87 (s, 2H), 4.19 (s, 3H); ESI MS (m/z):
(trifluoromethoxy)benzyl)-2,4- 483.85[M+1].
dihydro-3H-1,2,4-triazol-3-one)

p e | TH-NMR (400 MHz, DMSO-d6) 5 9.32 (d, J =
. 22 (2-(NHE M -3 )2 H e
?Siii_{:%ﬁfgp J;Ey;| f_ 2.4 Hz, 1H), 9.22 (d, ] = 0.9 Hz, 1H), 8.65 (dd, J
iy ST SR AT RS 1 = 46, 1.5 Hz, 1H), 8.47 (dg, J = 8.3, 1.3 Hz,

- —#-3H-1,2,4-= 13- (5- 1H), 8.16 (g, ] = 0.9 Hz, 1H), 7.96 (dd, J = 9.5,
methoxy-2-(2-(pyridin-3-yl)-2H- 2.1 Hz, 1H), 7.84 (d, ] = 9.5 Hz, 1H), 7.72-7.69
indazol-5-yl)-4-(3- (m, 2H), 7.66-7.62 (m, 3H), 4.90 (s, 2H), 4.06
(trifluoromethyl)benzyl)-2,4- (s, 3H)
dihydr0-3 H-1,2,4-tl'i:'120[-3 -one) ESI MS (I‘I’U{L} 46700[M+]]

A-(4- A IE)-5-HUUE-2-2-() | 1 H-NMR (400 MHz, DMSO-d6) 8 9.34 (d, J =
WE-3-JE)-2H-M5|E-4-25)-2.4- - | 2.4 Hz, 1H), 9.30 (d, J = 0.9 Hz, 1H), 8.67 (dd, J
336 | 3H-1,2,4-=I4-3-ff] (4-(4-

fluorobenzyl)-5-methoxy-2-(2-
(pyridin-3-yl)-2H-indazol-4-yl)-2,4-
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=46, 1.5 Hz, 1H), 8.50 (dq, ] = 8.4, 1.3 Hz,
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dihydro-3H-1,2,4-triazol-3-one)

3H), 7.21 (tt, ] = 9.3, 2.5 Hz, 2H), 4.81 (s, 2H),
4.18 (s, 3H)
ESI MS (m/z): 417.00[M+1].

5-Z.H FE-4-(4-FR 2 B AL )-2-(2-(Mt
Wi -3-3k)-2H -H5| -5 -3k )-2,4- -
3H-1,2,4-=M4:-3-fi (5-ethoxy-4-(4-

IH-NMR (400 MHz, DMSO-d6) 8 9.31 (d, J =
2.4 Hz, 1H),9.21 (d,J = 0.9 Hz, 1H), 8.65 (dd, J
=4.6,1.2 Hz, 1H), 8.46 (dq, J = 8.3, 1.4 Hz,
1H), 8.13 (g, J = 0.9 Hz, 1H), 7.94 (dd, ] = 9.3,

a7 fluorobenzyl)-2-(2-(pyridin-3-yl)- 2.0 Hz, 1H), 7.82 (d, ] = 9.5 Hz, 1H), 7.64 (q, J
2H-indazol-5-yl)-2,4-dihydro-3H- =4.2 Hz, 1H), 7.41-7.36 (m, 2H), 7.23-7.18 (m,
1,2,4-triazol-3-one) 2H), 4.76 (s, 2H), 4.44 (q, J = 7.0 Hz, 2H), 1.37

(t, ] = 7.0 Hz, 3H); ESI MS (m/z): 431.30[M+1].
5.2, %E2 (2533521 | 1H-NMR (400 MHz, DMSO-d6) 3 9.26-9.24
4 4= I s | (0 2H), 8.68 (4,7 =2.4 Ha, TH), 849 (dt,J =
P i 10.0, 2.3 Hz, 1H), 8.13 (g, ] = 0.9 Hz, 1H), 7.96
jag | D24 ASH124- SRS (gd,5-95,1.8 He, TH), 7.83 (4,7 = 9.5 Hz,
(5-ethoxy-2-(2~(5-fluoropyridin-3- | 11), 7,47 (d, J = 8.9 Hz, 2H), 7.38 (d, J = 8.3
yl)-2H-indazol-4-yl)-4-(4- Hz, 2H), 4.81 (s, 2H), 4.45 (q,J = 7.1 Hz, 2H),
(trifluoromethoxy)benzyl)-2,4- 1.37 (t, J = 7.0 Hz, 3H)
dihydro-SH-l ,2,4-lria.zol-3-0ne) ESI MS (WZ}Z 515.1 S[M‘H ]
A T e Tt | LTH-NMR (400 MHz, DMSO-d6) 3 10.05 (q, J =
ﬂﬁ(_‘;ﬁ?f;ﬁ ujr?i%z i_@%ﬁ_ 1.3 Hz, 1H), 9.42-9.41 (m, 2H), 8.34 (q, ] = 2.9
. B deoiuais' Ko A Hz, 1H), 8.15 (q, J = 0.9 Hz, 1H), 8.01 (dd, J =

339 | 3H-1.2.4-=RE3-M3 (4-(4- 9.5,2.0 Hz, 1H), 7.86 (d, ] = 9.5 Hz, 1H), 7.39
i e 2 (dd, J = 8.8, 5.4 Hz, 2H), 7.22-7.18 (m, 2H),
(pyrimidin-5-yl)-2H-indazol-5-yI)- | 4 77 (s, 2H), 4.06 (s, 3H); ESI MS (m/z):
2.4-dihydro-3H-1,2,4-triazol-3-one) 418.15[M+1].

A-(4- TR P HE)-2-2-(5-MMIE-3- | |H.NMR (400 MHz, DMSO-d6) 5 9.35 (d, J =
Ik )-2H-W5| -4 3L)-5-FF 4 2E-2,4- | 0.7 Hz, 1H), 9.27 (s, 1H), 8.71 (d, ] =2.7 Hz,

340 2-3H-1,2,4-—M-3-Ff (4-(4- 1H), 8.54 (dt, ] =9.9, 2.3 Hz, 1H), 7.72 (d, ] =
fluorobenzyl)-2-(2-(5-fluoropyridin- | 7.1 Hz, 1H), 7.56 (d, J = 8.8 Hz, 1H), 7.41-7.37
3-yl)-2H-indazol-4-yl)-5-methoxy- (m, 3H), 7.21 (t, ] = 8.9 Hz, 2H), 4.81 (s, 2H),
2,4-dihydro-3H-1,2 4-triazol-3-one) | 4.18 (s, 3H); ESI MS (m/z): 435.10[M+1].

i A e m | TH-NMR (400 MHz, DMSO-d6) & 10.05 (dd, J
;ﬁiﬁ;ﬁﬁiﬁ%ﬁ i_(i{;i =29, 1.0 Hz, 1H), 9.42-9.41 (m, 2H), 8.33 (q, J
- AT =29 He, 1H), 8.13 (g, ] = 0.9 Hz, 1H), 8.00

341 | 3H-12,4-ZM-3-F (S-cthoxy-4-(4- | (44 7=9.5,2.0 Hz, 1H), 7.85 (d, ] = 9.3 Hz,
fluorobenzyl)-2-(2-(pyrimidin-5-yl)- | 111y, 7.41-7.37 (m, 2H), 7.23-7.18 (m, 2H), 4.76
2H-indazol-5-yl)-2,4-dihydro-3H- | (5 21) 4.45 (q, 1 =7.0 Hz, 2H), 1.37 (t, ] = 7.1
1,2,4-triazol-3-onc) Hz, 3H); ESI MS (m/z): 432.35[M+1].
5-CLAHE-A-(A-FRFHE)-2-(2-(5- | |H-NMR (400 MHz, DMSO-d6) § 9.25-9.24
ML E -3-5)-2H W5 -5 5)-2.4- | (m, 2H), 8.68 (d, J = 2.7 Hz, 1H), 8.49 (dt, J =
4-3H-1,2,4-=W-3-fi (5-cthoxy-4- | 10.0, 2.3 Hz, 1H), 8.12 (g, ] = 0.9 Hz, 1H), 7.96

342 | (4-fluorobenzyl)-2-(2-(5- (dd, J=9.5,2.0 Hz, 1H), 7.82 (d, ] = 9.5 Hz,
fluoropyridin-3-yl)-2H-indazol-5- | 1H), 7.41-7.37 (m, 2H), 7.23-7.18 (m, 2H), 4.76
yl)-2,4-dihydro-3H-1,2,4-triazol-3- (s,2H),4.44 (q,J=7.0Hz, 2H), 1.37 (t,J=17.1
one) Hz, 3H); ESI MS (m/z): 449.20[M+1].

of B 4 o ey e o IH-NMR (400 MHz, DMSO-d6) 8 9.32 (d, J =
;531%2‘;{%@7131%)2 i_(z_g]f 2.2 Hz, 1H), 9.26 (d, J = 1.0 Hz, 1H), 8.67 (dd, J
343 PR =48, 1.3 Hz, 1H), 8.49 (dg, ] = 8.3, 1.4 Hz,

3H-1,2,4-=M4-3-ff] (5-cthoxy-4-(4-
fluorobenzyl)-2-(2-(pyridin-3-yl)-

1H), 7.72-7.70 (m, 1H), 7.66-7.63 (m, 1H), 7.56
(d, J = 8.6 Hz, 1H), 7.43-7.35 (m, 3H), 7.24-7.19
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2H-indazol-4-yl)-2,4-dihydro-3H-
1,2,4-triazol-3-one)

(m, 2H), 4.80 (s, 2H), 4.58 (q, J = 7.1 Hz, 2H),
1.40 (t, 7 = 7.1 Hz, 3H); ESI MS (m/2):
431.25[M+1].

5- .58 FE-4-(4- TR B AL )-2-(2 (1
WE -5 )-2H -1 | -4 5 )-2. 4- — -
3H-1,2,4- =-3-ff (5-ethoxy-4-(4-

IH-NMR (400 MHz, DMSO-d6) 8 9.55 (s, 2H),
9.34 (d, I = 1.0 Hz, 1H), 9.28 (s, 1H), 7.74 (dd, J
=17.5,0.6 Hz, 1H), 7.57 (d, J = 8.8 Hz, 1H),

344 : ctho 7.43-7.38 (m, 3H), 7.24-7.19 (m, 2H), 4.80 (s,
fluorobenzyl)-2-2-(pyrimidin-5-yl)- | 511 4.60 (q, J = 7.0 Hz, 2H), 1.40 (1, T = 7.1 Hz,
2H-indazol-4-yl)-2,4-dihydro-3H- 3H)
1,2,4-triazol-3-one) ESI MS (m/z): 432.40[M+1].
5-LAHE-A-(4- BRI 2E)-2-(2-(5- | 1H-NMR (400 MHz, DMSO-d6) § 9.30 (d, J =
MLIE-3-J)-2H -5 14-4-35)-2.4- | 1.0 Hz, 1H), 9.26 (s, 1H), 8.71 (d, J = 2.2 Hz,
“-3H-1,2,4-=M-3-ffi (5-cthoxy-4- | 1H), 8.53 (dt, ] = 9.9, 2.4 Hz, 1H), 7.72-7.70 (m,

345 | (4-fluorobenzyl)-2-(2-(5- 1H), 7.56 (d, J = 8.6 Hz, 1H), 7.43-7.37 (m, 3H),
fluoropyridin-3-yl)-2H-indazol-4- 7.25-7.19 (m, 2H), 4.80 (s, 2H), 4.59 (q, J = 7.1
yl)-2,4-dihydro-3H-1,2,4-triazol-3- Hz, 2H), 1.40 (t, J = 7.1 Hz, 3H); ESI MS (m/z):
one) 449.04[M+1].

2-(2-(5- ML g -3 -3 ) -2 H -1 1 5 1H-NMR (400 MHz, DMSO-d6)  9.26-9.25
S5y S A A-GL(S P AR | (m, 2H), 8.69 (d, ] = 2.7 Hz, 1H), 8.49 (dt, J =
B4 “EIML2ASHIE | L G0 He,

346 -(2-(5- 1din-3-v13-2H- 2 T F, 2 Z, y T s d =5 Z,
fldfzglSﬂ;f)“;pﬁéfl‘l‘;éﬂ)éli 1H), 7.72-7.69 (m, 2H), 7.65-7.62 (m, 2H), 4.90
(trifluoromethyl)benzyl)-2,4- (s, 2H), 4.06 (s, 3H); ESI MS (m/z):
dihydro-3H-1,2,4-triazol-3-one) 485.25[M+1].

it A A1 ies. | TH-NMR (400 MHz, DMSO-d6) 3 9.00 (d, J =
%ﬂﬂggf;?;ﬁ o | 2.4 Ha, 1H), 881 (4d,1=4.9, 1.5 Hz, 1H).8.26
. s — (dg, ] =8.2, 1.3 Hz, 1H), 7.87 (dd, ] =9.3, 0.7

347 | 1.2:4-=M-3-Hid (2-(3-chloro-2- Hz, 1H), 7.72 (ddd, ] = 8.2, 4.8, 0.7 Hz, 1H),
(pyridin-3-yl)-2H-indazol-5-y)-5- | 764 (q, 1 = 1.0 Hz, 1H), 7.47 (dd, J = 9.3, 2.0
methoxy-4-methyl-2,4-dihydro-3H- | y, 1H), 3.04 (d, J = 4.4 Hz, 3H), 3.01 (s, 3H);
1,2,4-triazol-3-one) ESI MS (m/z): 356.85 [M+1].

4-(4- R P IE)-5-F A HE-2-(2-(% | 1H-NMR (400 MHz, DMSO-d6) 5 10.05 (q, J =
WE-5-5L)-2H-W5|E-5-35)-2,4- — - | 1.2 Hz, 1H), 9.42-9.41 (m, 2H), 8.34 (q, ] = 2.9

348 3H-1,2,4-=M-3-ff (4-(4- Hz, 1H), 8.15 (d, J = 1.2 Hz, 1H), 8.01 (dd, ] =
chlorobenzyl)-5-methoxy-2-(2- 9.5,2.1 Hz, 1H), 7.86 (d, ] = 9.5 Hz, 1H), 7.43-
(pyrimidin-5-yl)-2H-indazol-5-yl)- 7.42 (m, 2H), 7.36 (d, J = 8.6 Hz, 2H), 4.78 (s,
2,4-dihydro-3H-1,2 4-triazol-3-one) | 2H), 4.05 (s, 3H); ESI MS (m/z): 434.15[M+1].
jﬁ(i-%i;ﬁ)l ifii ol | IHNMR (400 MHz, DMSO-d6) 59.56 (s, 21),

—o p— 9.39 (d, J= 0.9 Hz, 1H), 9.28 (s, 1H), 7.75 (d, J

349 | 3H-1.24-Z18-3-f (4-(4- =7.0 Hz, 1H), 7.58 (d, J = 8.9 Hz, 1H), 7.46-
chlorobcnzyl}-S-mclhcnxy-Z-(Z- 7.36 (Il'l, SH), 4.83 (S, ZH), 4.19 (S, 31_[)
(pyrimidin-5-yl)-2H-indazol-4-yl)- | S| MS (m/z): 434.20[M+1].
2,4-dihydro-3H-1,2 4-triazol-3-one)

e 5 4 o qm | JTH-NMR (400 MHz, DMSO-d6) 8 9.55 (s, 2H),
?rgi.ifi%% ﬂ;j-zi 24_(3_(5: 9.34 (d, T = 0.9 Hz, 1H), 9.28 (s, 1H), 7.74 (d, J
i Fot— =7.0 Hz, 1H), 7.57 (d, T = 8.9 Hz, 1H), 7.47-
350 | 3H-1.2,4-=1-3-F (4-(4- 7.44 (m, 2H), 7.42-7.36 (m, 3H), 4.83-4.77 (m,

chlorobenzyl)-5-ethoxy-2-(2-
(pyrimidin-5-yl)-2H-indazol-4-yl)-
2,4-dihydro-3H-1,2 4-triazol-3-one)

2H), 4.60 (q, J = 7.0 Hz, 2H), 1.40 (1, ] = 7.0 Hz,
3H)
ESI MS (m/z): 447.95[M+1].
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4-(4- A HL)-5- 2 A FH-2-2-(5-
UL P -3 )- 2 H -1 144 - k)2 4-
A-3H-1,2,4-=M-3-F (4-(4-

1H-NMR (400 MHz, DMSO-d6) 8 9.30 (d, J =
0.6 Hz, 1H), 9.26 (s, 1H), 8.71 (d, J = 2.4 Hz,
1H), 8.53 (dt, ] = 10.0, 2.4 Hz, 1H), 7.71 (d,J =

351 | chlorobenzyl)-5-cthoxy-2-(2-(5- 7.0 Hz, 1H), 7.56 (d, ] = 8.9 Hz, 1H), 7.47-7.44
fluoropyridin-3-yl)-2H-indazol-4- (m, 2H), 7.41-7.37 (m, 3H), 4.81 (s, 2H), 4.59
y1)-2,4-dihydro-3H-1,2,4-triazol-3- | (q, J = 7.0 Hz, 2H), 1.40 (t, ] = 7.0 Hz, 3H); ESI
one) MS (m/z): 464.95[M+1].
5-FP A JE-2-(2-(MHEngE -3- 0k )-2H-H5]4 | |H-NMR (400 MHz, DMSO-d6) 8 9.34 (d, J =
4-FE)-A-G-(ZH P E) AR E)-2,4- | 2.4 Hz, 1H), 9.31 (d, J= 0.6 Hz, 1H), 8.67 (dd, J
—-3H-1,2,4- = -3-Ef (5- =4.7,1.4 Hz, 1H), 8.50 (dq, ] = 8.3, 1.4 Hz,

352 methoxy-2-(2-(pyridin-3-yl)-2H- 1H), 7.74-7.70 (m, 3H), 7.66-7.63 (m, 3H), 7.57
indazol-4-yl)-4-(3- (d, J=8.9 Hz, 1H), 7.38 (dd, ] = 8.7, 7.5 Hz,
(trifluoromethyl)benzyl)-2,4- 1H), 4.94 (s, 2H), 4.18 (s, 3H); ESIMS (m/z):
dihydro-3H-1,2,4-triazol-3-one) 467.00[M+1].

Zf(z'(s'ﬁ}"mﬁ":‘ 'EEZH'HEI'_M“%; 1H-NMR (400 MHz, DMSO-d6)  9.35 (d, ] =
H)-5-FUE-A-A(EIFTUHE | g1 1y 998 (s, 1H), 8.71 (d, J = 2.4 Hz

- FI3k)-2,4-Z-3H-12,4-= W3-8 | ) 8755 (dt, T = 10.0, 2.4 Hz, 1H), 7.72 (d, ] =
(2-(2-(5-fluoropyridin-3-yl)-2H- 6.7 Hz, 1H), 7.57 (d, J = 8.6 Hz, 1H), 7.48 (d, J
indazol-4-yl)-5-methoxy-4-(4- = 8.9 Hz, 2H), 7.40 (t, J = 8.1 Hz, 3H), 4.87 (s,
(trifluoromethoxy)benzyl)-2.4- 2H), 4.19 (s, 3H); ESI MS (m/z): 501.20[M+1].
dihydro-3H-1,2 4-triazol-3-one)

1H-NMR (400 MHz, DMSO-d6)  9.32 (d, J =
4-(4-F R IE)-5-FFAUE-2-2-(E | 2.4 Hz, 1H), 9.22 (d, ] = 0.9 Hz, 1H), 8.65 (dd, J
E-3-3k)-2H-M|Me-5-38)-2,4- —%- | =4.7,1.4 Hz, 1H), 8.47 (dg, J = 8.3, 1.4 Hz,

354 3H-1,2,4-="-3-f (4-(4- 1H), 8.15(q, J = 0.9 Hz, 1H), 7.96 (dd, J = 9.5,
chlorobenzyl)-5-methoxy-2-(2- 2.1 Hz, 1H), 7.83 (d, 1 = 9.5 Hz, 1H), 7.66-7.63
(pyridin-3-yl)-2H-indazol-5-yl)-2,4- | (m, 1H), 7.45-7.42 (m, 2H), 7.37-7.34 (m, 2H),
dihydro-3H-1,2,4-triazol-3-one) 4.78 (s, 2H), 4.05 (s, 3H); ESI MS (m/z):

433.10[M+1].
42 ) 2-(2-(5-i -3~ | |H-NMR (400 MHz, DMS0-d6) 8 9.26-9.25
S DH 5354 2 4 (m, 2H), 8.69 (d, ] = 2.7 Hz, 1H), 8.49 (dt, ] =
Rl Al = 19.9,2.3 Hz, 1H), 8.14 (t, ] = 1.0 Hz, 1H), 7.97

355 | A3H-1.24-=W-3-f[ (4-2- | (44, 7=9.5,2.0 Hz, 1H), 7.84 (d, ] = 9.5 Hz,
fluorobenzyl)-2-(2-(5-fluoropyridin- | 111y 7.41-7.33 (m, 2H), 7.26-7.19 (m, 2H), 4.84
3-yl)-_2H-mdazol-S-yl)-?-meLhoxy- (S, ZH), 4.05 (S, 3H}., ESI MS (mjle)
2.4-dihydro-3H-1,2,4-triazol-3-one) 434.90[M+1].

1H-NMR (400 MHz, DMSO-d6) 8 9.34 (d, ] =
4-(2- A HE)-5-F S HE-2-2-(ME | 2.7 Hz, 1H), 9.31 (d, J = 0.7 Hz, 1H), 8.67 (dd, J
WiE-3-3E)-2H-M|1E-4-3E)-2.4- %~ | =4.6, 1.2 Hz, 1H), 8.50 (dq, J= 8.3, 1.4 Hz,

156 3H-1,2,4-=M:-3-fifi (4-(2- 1H), 7.72 (d, J = 7.3 Hz, 1H), 7.64 (dd, J = 8.1,
fluorobenzyl)-5-methoxy-2-(2- 4.4 Hz, 1H), 7.56 (d, ] = 8.6 Hz, 1H), 7.41-7.35
(pyridin-3-yl)-2H-indazol-4-yl)-2,4- | (m, 3H), 7.27-7.20 (m, 2H), 4.88 (s, 2H), 4.17
dihydro-3H-1,2,4-triazol-3-one) (s, 3H)

ESI MS (m/z): 416.90[M+1].
;t(zsi?zfli)l ngg f‘z i_{igﬁ_ 1H-NMR (400 MHz, DMSO-d6) & 9.56 (s, 2H),
— Fin=s 9.39(d, J = 1.0 Hz, 1H), 9.28 (s, 1H), 7.75 (d, J
357 | 3H-1.2,4-=Me-3-f (4-2- = 6.8 Hz, 1H), 7.57 (d, ] = 8.8 Hz, 1H), 7.42-

fluorobenzyl)-5-methoxy-2-(2-
(pyrimidin-5-yl)-2H-indazol-4-yl)-
2.4-dihydro-3H-1,2,4-triazol-3-one)

7.35 (m, 3H), 7.26-7.20 (m, 2H), 4.88 (s, 2H),
4.18 (s, 3H); ESI MS (m/z): 417.95[M+1].

131



CN 119546584 A

" BB B

125/161

[0625]

5- . 5A FE-4-(2-F A H A )-2-(2-(ME
WE -3- 4k )-2H - 5| -5 -3k )-2 4- — A -
3H-1,2,4- — -3 (5-ethoxy-4-(2-

IH-NMR (400 MHz, DMSO-d6) 8 9.31 (d, J =
2.4 Hz, 1H), 9.21 (d, ] = 0.7 Hz, 1H), 8.65 (dd, J
=46, 1.5 Hz, 1H), 8.47 (dg, = 8.3, 1.4 Hz,
1H), 8.13 (q, J = 0.9 Hz, 1H), 7.94 (dd, ] = 9.4,

358 Wi 2.1 Hz, 1H), 7.82 (d, ] = 9.5 Hz, 1H), 7.64 (dd, J
fluorobenzyl)-2-(2-(pyridin-3-y)- | =g 3 4.9 Hz, 1H), 7.41-7.35 (m, 2H), 7.26-7.19
2H-indazol-5-yl)-2,4-dihydro-3H- | 1y 2H) 4.83 (s, 2H), 4.43 (q, J = 7.0 Hz, 2H),
l,2,4-trlazol-3-one) 1.34 (t, J=7.1 Hz, 3H}

ESI MS (m/z): 430.90[M+1].

1H-NMR (400 MHz, DMSO-d6) 3 9.32 (d, ] =
5-C S IE-4-(2- R P JE)-2-2-(ME | 2.4 Hz, 1H), 9.26 (d, J = 0.7 Hz, 1H), 8.67 (dd, J
WE-3-J)-2H-1| -4-J5)-2.4- %~ | =4.6, 1.2 Hz, 1H), 8.49 (dq, ] = 8.3, 1.4 Hz,

359 | 3H-1,2,4-=I#-3-fi (5-cthoxy-4-(2- | 1H), 7.71 (d,J = 6.8 Hz, 1H), 7.64 (q, J = 4.2
fluorobenzyl)-2-(2-(pyridin-3-yl)- Hz, 1H), 7.56 (d, J = 8.8 Hz, 1H), 7.42-7.35 (m,
2H-indazol-4-yl)-2,4-dihydro-3H- 3H), 7.27-7.20 (m, 2H), 4.87 (s, 2H), 4.57 (q, J
1,2,4_[riazol-3_0ne) =17.1 HZ, 2H), 1.37 (t, IJ=171 HZ, 3H); ESI MS

(m/z): 430.90[M+1].
5-0 A HE-4-Q2- B HE)-2-2-( | 1TH-NMR (400 MHz, DMSO0-d6) 8 9.55 (s, 2H),
IE-5-3E)-2H-|E-4-36)-2.4- — &~ | 9.35(d, ] =0.7 Hz, 1H), 9.28 (s, 1H), 7.74 (d, J

360 | 3H-1.2.4-=M-3-ffi (5-cthoxy-4-(2- | = 7.1 Hz, 1H), 7.57(d, ] = 8.8 Hz, 1H), 7.42-
fluorobenzyl)-2-(2-(pyrimidin-5-yl)- | 7.37 (m, 3H), 7.27-7.20 (m, 2H), 4.87 (s, 2H),
2H-indazol-4-yl)-2,4-dihydro-3H- | 4.59(q,J =7.0 Hz, 2H), 1.37 (t, J = 7.0 Hz, 3H)
1,2,4-triazol-3-one) ESI MS (m/z): 431.95[M+1].
S_Z‘ﬁi_‘q_(z_ﬁlx EP J;L})-Z-(Z-(S- IH-NMR (400 MHE, DMSO-d6) o 9.25-9‘24_
SR 3- ) 2H |65 ). 2.4 (m, 2H), 8.68 (d, J = 2.4 Hz, 1H), 849 (dt, J =

: dmea 10.0, 2.3 Hz, 1H), 8.13 (d, J = 1.2 Hz, 1H), 7.96

. A-3H-1,2,4- =43 (5-cthoxy-4- | (44 7=9.5,2.0 Hz, 1H), 7.83 (d, J = 9.5 Hz,
(2-fluorobenzyl)-2-(2-(5- 1H), 7.41-7.35 (m, 2H), 7.26-7.19 (m, 2H), 4.83
fluoropyridin-3-yl)-2H-indazol-5- (s, 2H), 4.43 (q, J = 7.0 Hz, 2H), 1.34 (1, ] = 7.0
yl)-2,4-dihydro-3H-1,2,4-triazol-3- Hz, 3H)
one) ESI MS (m/z): 449.25[M+1].

4-(3- T IE)-2-(2-(5- U sE-3- | TH-NMR (400 MHz, DMSO-d6) § 9.20-9.32
I )-2H-0 -5 FE)-5- T 45 JE-2.4-— | (2H), 8.63-8.75 (1H), 8.41-8.55 (1H), 8.09-8.20

362 %-3H-1,2,4-E“ﬂ§-3-ﬁ|ﬁj (4_(3_ (IH), 794-803 (IH), 779-789 (IH)., ?36-?48
fluorobenzyl)-2-(2-(5-fluoropyridin- | (1F): 7:09-7.23 (3H), 4.76-4.85 (2H), 4.02-4.09
3-yl)-2H-indazol-5-yl)-5-methoxy- (3H); ESIMS (m/z): 435.25[M+1].
2,4-dihydro-3H-1,2 4-triazol-3-one)

A-(3- PR IE)-5- 4 JE-2-(2-(% | TH-NMR (400 MHz, DMSO-d6) 8 9.56 (s, 2H),
I -5 5 )-2H -1 P-4 )2 4- — - 9.40 (s, 1H), 9.28 (s, 1H), 7.75 (d, ] =7.1 Hz,

363 3H_1,2,4_5u¢:_3_ﬁﬁ (4_{3_ IH), 7.58 (d, J=8.8 HZ, lH), 7.46-7.39 (m, ZH),
P e 7.19-7.14 (m, 3H), 4.85 (s, 2H), 4.19 (s, 3H);
(pyrimidin-5-yl)-2H-indazol-4-yl)- | ESIMS (m/z): 418.15[M+1].
2,4-dihydro-3H-1,2 4-triazol-3-one)
5-CAME-A-(3-FAR T )-2-2-(5- | |H-NMR (400 MHz, DMSO-d6) 6 9.25 (d, J =
L IE -3-4%)-2H-W5 -5 -5E)-2.4- | 5.9 Hz, 2H), 8.69 (d, J = 2.4 Hz, 1H), 8.49 (dt, J
2-3H-1,2,4-=M-3-l (5-ethoxy-4- | =9.9, 2.3 Hz, 1H), 8.14 (d, ] = 1.2 Hz, 1H), 7.97

364 (dd, J=9.5,2.0 Hz, 1H), 7.83 (d, ] = 9.5 Hz,

(3-fluorobenzyl)-2-(2-(5-
fluoropyridin-3-yl)-2H-indazol-5-
yl)-2,4-dihydro-3H-1,2,4-triazol-3-
one)

1H), 7.43 (dd, ] = 14.1, 8.2 Hz, 1H), 7.18-7.14
(m, 3H), 4.80 (s, 2H), 4.45 (q, J = 7.0 Hz, 2H),
1.37 (t,J = 7.1 Hz, 3H); ESI MS (m/z):

132



CN 119546584 A

" BB B

126/161

[0626]

449.15[M+1].

4-(3- TR R B 5- R A - 2-(2- (i
W3- )-2H - W5 -4 )-2,4- -
3H-1,2,4- =143 (4-(3-

IH-NMR (400 MHz, DMSO-d6) 3 9.34 (d, J =
2.4 Hz, 1H), 9.32 (d,J = 0.7 Hz, 1H), 8.67 (dd, J
=4.6, 1.5 Hz, 1H), 8.51 (dq, ] = 8.3, 1.3 Hz,
1H), 7.72 (d, ] = 6.8 Hz, 1H), 7.65 (dd, J = 8.1,

365 | uorobenzyl)-5-methoxy-2-(2- 4.4 Hz, 1H), 7.57 (d, J = 8.6 Hz, 1H), 7.46-7.36
(pyridin-3-yl)-2H-indazol-4-yl)-2,4- | (m, 2H), 7.19-7.14 (m, 3H), 4.85 (s, 2H), 4.18
dihydro-3H-1,2,4-triazol-3-one) (s, 3H)

ESI MS (m/z): 417.05[M+1].

1H-NMR (400 MHz, DMSO-d6) & 9.33 (d, ] =
5-L S FE-A-(3- A HE)-2-(2-(ft | 2.2 Hz, 1H), 9.27 (d, ] = 0.7 Hz, 1H), 8.67 (dd, J
WE-3-3E)-2H-M|E-4-JE)-2.4- %~ | =4.6, 1.5 Hz, 1H), 8.49 (dq, J= 8.3, 1.4 Hz,

366 3H-1,2,4-£ﬂ§§'3'ﬁm (5-eth0)(y-4-(3- lH)a 7.71 (d1 J=6.8 HZ! ]H)s 7.65 (qa J=42
fluorobenzyl)-2-(2-(pyridin-3-yl)- Hz, 1H), 7.56 (d, ] = 8.8 Hz, 1H), 7.46-7.36 (m,
2H-indazol-4-yl)-2,4-dihydro-3H- | 2H), 7.19-7.14 (m, 3H), 4.84 (s, 2H), 4.59 (g, J
1,2,4_[riazol-3_0ne) = 7.0 HZ., ZH), 140 (l, J = 7.1 HZ, 3H); ESI MS

(m/z): 431.00[M+1].

1H-NMR (400 MHz, DMSO-d6)  9.32 (d, ] =
4-2-F A IE)-5- P JE-2-2-(M | 2.4 Hz, 1H), 9.22 (d, ] = 0.9 Hz, 1H), 8.65 (dd, J
E-3-3k)-2H-Mg|E-5-3E)-2,4- %~ | =4.7,1.4 Hz, 1H), 8.47 (dq, J = 8.4, 1.3 Hz,

367 3H-1,2,4-=M-3-fi (4-(2- 1H), 8.17 (t, ] = 0.9 Hz, 1H), 7.98 (dd, ] =9.3,
chlorobenzyl)-5-methoxy-2-(2- 2.0 Hz, 1H), 7.84 (d, ] = 9.5 Hz, 1H), 7.66-7.63
(pyridin-3-yl)-2H-indazol-5-yl)-2,4- | (m, 1H), 7.52-7.50 (m, 1H), 7.38-7.34 (m, 2H),
dihydro-3H-1,2,4-triazol-3-one) 7.27-7.25 (m, 1H), 4.87 (s, 2H), 4.04 (s, 3H);

ESI MS (m/z): 433.05[M+1].
A A — A ey & 4 3t~ . | 1H-NMR (400 MHz, DMSO-d6) 8 9.32 (d, J =
?ﬂt(t?;f-s-f)ig]— ,ﬁ ﬁ»f SE_PEL% 42_ @ 124 Hz, 1H), 9.22 (s, 1H), 8.65 (dd, J=4.9, 1.2
S -3~ )t o )-2,4-— Hz, 1H), 8.48-8.46 (m, 1H), 8.15 (d, J = 1.5 Hz,

368 | A-3H-12,4-=I8-3- (4-(3,4- 1H), 7.96 (dd, ] = 9.5, 1.8 Hz, 1H), 7.84 (d, J =
dichlorobenzyl)-5-methoxy-2-(2- 9.5 Hz, 1H), 7.65 (q, J = 4.2 Hz, 3H), 7.32 (dd, J
(pyridin-3-yl)-2H-indazol-5-y)-2,4- | — g 3 | 8 Hz, 1H), 4.80 (s, 2H), 4.06 (s, 3H);
dihydro-3H-1,2,4-triazol-3-one) ESI MS (m/z): 467.00[M+1].

1H-NMR (400 MHz, DMSO-d6) § 9.32 (d, ] =
ek 1 A0 bt 2.1 Hz, 1H), 9.22 (d, J = 0.9 Hz, 1H), 8.65 (dd, J
4-(2f-_§mm%)-5-ﬂﬂ AE20- |2 4.7,1.4 Hz, IH)E 8.47 (dq, J=8.3, 1.4 Hz,
(Emg-3-J%)-2H-0g| -5 5% )-2,4-— 1 . -
I ), 8.16 (d, ] = 1.2 Hz, 1H), 7.97 (dd, ] = 9.3,

369 | A-3H-1,2,4-=M-3-fil (4-2,4- 2.0 Hz, 1H), 7.84 (d, J = 9.5 Hz, 1H), 7.69 (d, J
dichlorobenzyl)-5-methoxy-2-2- | =3 1 H, 1H), 7.67-7.63 (m, 1H), 7.45 (dd, J =
(pyridin-3-yl)-2H-indazol-5-yI)-2,4- | 8 6 2 1 Hy, 1H), 7.33 (d, J = 8.6 Hz, 1H), 4.85
d1hydro-3H-l,2,4-tr1a.zol-3-0ne) (S, ZH), 4.04 (S, 3H)

ESI MS (m/z): 467.00[M+1].
5-F -4 3L 2-(2-(WEE-5-5E)- | TH-NMR (400 MHz, DMSO-d6) & 9.55 (s, 2H),
2H-PH e I3, 4-c] P -5-3E)-2,4- 9.34-9.30 (m, 3H), 8.06 (d, ] = 1.2 Hz, 1H), 4.05

370 %(-3H-1,2,4-=%3-f (5-methoxy- | (5, 3H), 3.14 (?" 3H)
4-methyl-2-(2-(pyrimidin-5-yl)-2H- | ESTMS (m/2): 425.1[M*1].
pyrazolo[3,4-c]pyridin-5-yl)-2,4-
dihydro-3H-1,2,4-triazol-3-one)

2-(2-(5- L IE -3 -3 ) -2 H-HLE 1 - 1H-NMR (400 MHz, DMSO-d6) 6 9.40 (d, ] =

371 [3,4-c]ittmE-5-9)-5-FF 4 3t 4-F - | 0.7 Hz, 1H), 9.31-9.29 (m, 2H), 8.78 (d, ] = 2.2

2,4- " -3H-1,2,4- = Me-3-fi (2-(2-
(5-fluoropyridin-3-yl)-2H-

Hz, 1H), 8.58 (dt, J = 9.8, 2.3 Hz, 1H), 8.07 (d, J
= 1.2 Hz, 1H), 4.03 (s, 3H), 3.12 (s, 3H); ESI
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pyrazolo[3,4-c]pyridin-5-yl)-5- MS (m/z): 341.9[M+1].
methoxy-4-methyl-2,4-dihydro-3H-
1,2,4-triazol-3-one)
4-(2-%1%&)-5-? /ﬁ‘)i_z_{z_(% ]H-NMR (400 MHz, D_NISO-CI()) 6 10.05(d, J=
sy 2H W5 0 4 . | VS HZ 1H), 9.42 (d, ] = 6.1 Hz, 2H), 8.34(q, J
_ pree—s =3.0 Hz, 1H), 8.16 (d, J = 1.2 Hz, 1H), 8.03
374 | 3H-1.2,4-=M-3-Hi (4-2- (dd, 1=9.5, 1.8 Hz, 1H), 7.87 (d, J = 9.5 Hz,
chlorobenzyl)-5-methoxy-2-(2- 1H), 7.51 (t, J = 4.6 Hz, 1H), 7.37-7.35 (m, 2H),
(pyrimidin-5-yl)-2H-indazol-5-yl)- | 727 (4, 1= 4.9 Hz, 1H), 4.87 (s, 2H), 4.04 (s,
2,4-dihydr0-3H-l,2,4-triazol-3-0ne) 3H) ESI MS (IT]./]L)' 43400[M+l]
-5 3 DH s 3 24— | L2 HZ 1H), 9.43-9.41 (m, 2H), 8.34 (q, 1 = 2.9
[0627] ks e, 4| Hz, 1H), 8.15 (d, ] = 1.2 Hz, 1H), 8.02 (dd, ] =
375 | A-3H-1.24-=M-3-F (4-(3.4- 9.5, 1.8 Hz, 1H), 7.86 (d, J = 9.5 Hz, 1H), 7.65-
dichlorobenzyl)-5-methoxy-2-(2- 7.63 (m, 2H), 7.32 (dd, J = 8.4, 2.0 Hz, 1H),
(pyrimidin-5-yl)-2H-indazol-5-yl)- | 480 (s, 2H), 4.06 (s, 3H); ESI MS (m/z):
2,4-dihydro-3H-1,2 4-triazol-3-one) 468.00[M+1].
A-(4-F AP HE)-5- 2 HE-2-(2-(% | 1H-NMR (400 MHz, DMSO-d6) & 9.56 (d, J =
W -5-3%)-2H-MH 14 I [4,3-b]MEBE-5- | 4.9 Hz, 2H), 9.48 (d, ] = 0.7 Hz, 1H), 9.29 (s,
3)-2,4- - F-3H-1,2,4- =143 1H), 8.36 (dd, ] =9.5, 1.0 Hz, 1H), 8.13 (d, J =
379 | (4-(4-chlorobenzyl)-5-ethoxy-2-(2- | 9.5 Hz, 1H), 7.45 (dd, J = 6.6, 2.2 Hz, 2H), 7.38-
(pyrimidin-5-yl)-2H-pyrazolo[4,3- | 7-35 (m, 2H), 4.78 (s, 2H), 4.46 (q, ] = 7.1 Hz,
b]pyridin-5-yl)-2,4-dihydro-3H- 2H), 1.37 (t, J = 7.1 Hz, 3H); ESI MS (m/z):
1,2,4-triazol-3-one) 449.10[M+1].
[0628]  SZ{5] 7. (BAPN LI BE) (MWL) (2- (msng -5-3%) - 20 - 15|k - 5- 5) - 0% - i e Al

((cyclopropylmethyl) (imino) (2- (pyrimidin-5-yl1) -2H-indazol-5-y1) -A°-sulfanone)
45011 A K

Pd,(dba),, Xantphos

NH
N= O - yﬁs PIDA Nﬁ#
[0629] N/j/'*' / NaO'Bu N/j/ﬂ / 1 pems s, N/ 0w>
| — | e
n L)
kN’ Hi%, 110°C, 18 h k,( LN

0°C - rt, 16 h

HTE-1 B2
450

[0630] P RE-1:5- ((BAPNEHIL) ML) -2- (Mg -5-38) - 2H- m[mg (5 -
((cyclopropylmethyl) thio) -2- (pyrimidin-5-y1) -2H-indazole) [J&ak

[0631]  YELLHHEN5- IR -2~ (MEIE -5-F5) -2H- M5 (5-bromo-2- (pyrimidin-5-y1) -2H-
indazole) (15g,54.5mmol) [FJHIZK (200mL) iAW P, T 25505 B I\ Xantphos (9.46g,
16.36mmo1) AN ] BN (10.48g,109mmol) , H & WISV SRS 155 8 I = (—.
2K FHIEL PSR —4F (tris (dibenzylideneacetone)dipalladium) (9.99g,10.90mmol) DL M
N EHRREY (cyclopropylmethanethiol) (5.77mlL,65.4mmol) , H & NIEE¥T110°Chi
A8/ INI o [N 5T RS, OV A il ik (celite) I IEH LA CTR CBRIG UG - L IEILATC
KA AT A5 1k B8 IO M 4 T 45 ZIPHEL Y- [ A J52 KL ) LA CombiF lash® AT 4l 1 15
F)5- (GAANIEHED) k) -2- (WIE -5-25) -2H-15|1e (5- ((cyclopropylmethyl) thio) -2-
(pyrimidin-5-y1) -2H-indazole) (15g,53.1mmol, " R97%) .

[0632]  BE-2. GRANEEHIL) (GEREIL) (2- (W5nE-5-3%) - 2H- 5|me - 5- 38) -A°- F K2 i
((cyclopropylmethyl) (imino) (2- (pyrimidin-5-y1) -2H-indazol-5-y1) -A°-sulfanone)
45011 A A%,

134



N 119546584 A W OB P 128/161

[0633]  freafig #ERu5 - CORRP B L) Mt BE) - 2- (Mg ng - 5- J%) - 2H - gl mg (5 -
((cyclopropylmethyl) thio) -2- (pyrimidin-5-y1) -2H-indazole) (15g,53. lmmol) [ FHfE
(230mL) I P, T-0C IR R 4% (ammonium carbamate) (18.66g,239mmol) o 2 N iR
FWIRNE 2 (25°C) I T I M EHEL/ NN o SON TR S RS A1 0 °C I — SRk
((diacetoxyiodo) benzene) (PIDA,37.6g,117mmol) NI o FTAHAR T-25 CHiFE 167N o 52
R SER , B 4 , FAHRISR VAR D m 17K (1X50 mL) MR« LI TR — 22 DAk
R (pH=1-2) fR1t H/KEIRZEVA LR T (3X200 mL) 25 BN AR 2590 A5 A EAR M A B4
J51 o KR IR 2 AR IR Z NI TR (pH=8) AL T LAS D (3X250 mL) Z2HX . S A= AR K
VAR (1X250 mL) T B JO/K BB 1M 1 358 ) IR0 e 40 T 45 2 REL I A o (HEAH [ A B LA
PSR T Lk (50mL) A (triturated) 1S 2] ORPNIE AL (L) (2- (g -5-2) -
OH- B - 5- L) A5 - Hi ki ((cyclopropylmethyl) (imino) (2- (pyrimidin-5-y1) -2H-

indazol-5-y1) -A°-sulfanone) 450 (10g, 31.9mmo1 , F=X60%) .

[0634]  FR7 RTINS WA IE ST Friti ) Sl S 46 5 5 TR 65
e AL /B S ST EE
Lk
E— ity | TH-NMR (400 MHz, DMSO-d6) 5 9.38 (d, J = 2.4
jlk{”g;f ﬂﬁ(im;tﬁ};(‘?fgtgglﬁ )| Hz, 1H), 929 (d, J = 1.0 Hz, 1H), 8.69 (dd. J = 4.8,
- HATEAR)-A IR | 13 He, 1H), 8.57 (dg, J = 8.3, 1.4 Hz, 1H), 8.07-
(imino(isopropyl)(2-(pyridin-3- | § o5 (m, 1H), 7.67-7.64 (m, 2H), 7.54 (dd, J = 8.7,
yl)-2H-indazol-4-yl)-A’- 7.0 Hz, 1H), 4.41 (s, 1H), 3.52-3.45 (m, 1H), 1.18
sulfanonc) (q,J = 3.3 Hz, 6H); ESI MS (m/2): 300.55 [M+1].
e o i tiv. | TH-NMR (400 MHz, DMSO-d6) 5 9.48 (d, J = 0.6
f}fﬁjﬁﬁgﬂfggﬁgﬁ )| Hy, 11), 9.36-9.33 (m. 1H), 8.71-8.68 (m, 1H),
381 S i 8.50 (dq, J = 8.3, 1.4 Hz, 1H), 8.39 (d, ] = 0.9 Hz,
(imino(isopropyl)(2-(pyridin-3- | 111y 7 90 (d, 7= 9.2 Hz, 1H), 7.72-7.66 (m, 2H),
yl)-2H-indazol-5-yl)- - 4.16 (s, 1H), 3.29-3.24 (m, 1H), 1.20-1.11 (m, 6H);
sulfanone) ESI MS (m/z): 301.25 [M+1].
IH-NMR (400 MHz, DMSO-d6) 8 9.47 (d, J = 0.9
BT IO R ) (2-(kme-3-2E)- | Hz, 1H), 9.33 (d, J = 2.4 Hz, 1H), 8.70 (dd, ] = 4.7,
seq | 2HIEE-S-TE)ACBEERH (teri- | 1.4 He, 1H), 8.50 (dg, J = 8.3, 1.4 Hz, 1H), 8.39 (d,
[0635] butyl(1m1n0)(2-(py£1dm_3-y[)- J=0.6 Hz, 1H), 7.89 (d, J=9.2 Hz, 1H), 7.72-7.66
2H-indazol-5-yl)-A"-sulfanone) | (m, 2H), 1.24 (d, ] = 12.8 Hz, 11H)
ESI MS (m/z): 314.55 [M+1].
TH-NMR (400 MHz, DMSO-d6) 8 9.39 (s, 1H),
9.32(d,J = 2.8 Hz, 1H), 8.69 (d, ] = 3.7 Hz, 1H),
TR AL ) (2-(E g -3-4E)- 8.48 (d, ] = 8.3 Hz, 1H), 8.44 (s, 1H), 7.88 (d, ] =
3gs | 2H-IBIE-S- ) A BikE A 9.2 Hz, 1H), 7.76 (dd, J = 9.0, 1.7 Hz, 1H), 7.66 (q,
(butyl(imino)(2-(pyridin-3-yl)- J=4.2Hz 1H),3.92(d,J=1.5Hz, 1H),3.17 (t, ]
2H-indazol-5-yl)-k"-sul]‘anonc} =7.8 Hz, 2H), 1.56 (dd, J = 15.6, 8.3 Hz, 2H), 1.32
(q,J = 7.4 Hz, 2H), 0.82 (t, J = 7.5 Hz, 3H); ESI
MS (m/z): 315.2 [M+1].
— v e | TH-NMR (400 MHz, DMSO-d6)  9.43-9.53 (1H),
gqgiqaﬁfgﬂé%;%g??“ 9.30-9.40 (1H), 8.65-8.74 (1H), 8.47-8.57 (1H),
386 : e Sl 8.39-8.47 (1H), 7.85-7.94 (1H), 7.73-7.78 (1H),
((cyclopropylmethyl)(imino)2- | 7 ¢5 7 71 (1H), 4.09-4.26 (1H), 3.07-3.20 (2H),
(pyridin-3-yl)-2H-indazol-5-yl)- | ¢ 73_1 02 (1H), 0.24-0.45 (2H), -0.10-0.14 (2H)
A -sulfanonc) ESI MS (m/z): 313 [M+1].
. LR RE L) (2-(MEnE-3-3E)- 1H-NMR (400 MHz, DMSO-d6) & 9.48 (d, ] = 0.7
DI85 ) XS Hz, 1H), 9.34 (d, ] = 2.4 Hz, 1H), 8.70 (dd, J = 4.8,
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(ethyl(imino)(2-(pyridin-3-yl)-
2H-indazol-5-yl)-A%-sulfanone)

1.3 Hz, 1H), 8.51 (dq, J = 8.3, 1.4 Hz, 1H), 8.41 (d,
J=0.7 Hz, 1H), 7.91 (d, T = 9.0 Hz, 1H), 7.73 (dd,
J=9.0, 1.7 Hz, 1H), 7.68 (dd, J = 8.1, 4.9 Hz, 1H),
4.20 (s, 1H), 3.17 (q, ] = 7.3 Hz, 2H), 1.08 (t, ] =
7.3 Hz, 3H); ESI MS (m/z): 286.85 [M+1].

393

(2-(5-FRUME g -3-2%)-2 H-HLE e -
[3,4-b]MHkme-5-5 ) (W i ) (7 A
H)- AT AT A ((2-(5-
fluoropyridin-3-yl)-2H-
pyrazolo[3,4-b]pyridin-5-
yl')(imino)(isopropyl’)-kﬁ-
sulfanone)

1H-NMR (400 MHz, DMSO-d6) 5 9.55 (s, 1H),
9.30 (s, 1H), 9.02 (d, J = 2.4 Hz, 1H), 8.85 (d, J =
2.4 Hz, 1H), 8.78 (d, ] = 2.7 Hz, 1H), 8.61 (dt, ] =
9.9, 2.4 Hz, 1H), 4.51 (s, 1H), 3.43-3.36 (m, 1H),
1.19 (dd, J = 6.6, 4.2 Hz, 6H)
ESIMS (m/z): 319.5 [M+1].

395

(2-(5-FRMENE -3-Jk )-2 H-H| 14E-5-
)OI JFd2) (5 P ) - - o i
((2-(5-fluoropyridin-3-yl)-2H-
indazol-5-yl)(imino)(isopropyl)-
A’-sulfanone)

ITH-NMR (400 MHz, DMSO-d6) 5 9.52 (d,J = 0.7
Hz, 1H), 9.27 (s, 1H), 8.74 (d, ] = 2.4 Hz, 1H), 8.55
(dt, J=9.8,2.3 Hz, 1H), 8.39 (d,J = 0.7 Hz, 1H),
7.90 (d, J =9.3 Hz, 1H), 7.72 (dd, J = 9.3, 1.7 Hz,
1H), 4.18 (s, 1H), 3.26 (t, J = 6.7 Hz, 1H), 1.16 (q,
J = 3.3 Hz, 6H); ESI MS (m/z): 318.5 [M+1].

[0636] s

(FR 7 ik PR ) (2-(5- ARtk e -3-
i )-2H -5 18- 5 - ) (I g F -1
I e B ((cyclopropylmethyl)(2-
(5-fluoropyridin-3-yl)-2H-
indazol-5-yl)(imino)-A’-
sulfanone)

H-NMR (400 MHz, DMSO-d6) 6 9.52 (d, ] = 0.7
Hz, 1H), 9.28 (s, 1H), 8.74 (d, J = 2.7 Hz, 1H), 8.55
(dt, J=9.9,2.3 Hz, 1H), 8.44 (d, ] = 0.7 Hz, 1H),
7.89 (d,J = 9.3 Hz, 1H), 7.77 (dd, J = 9.0, 1.7 Hz,
1H), 4.20 (s, 1H), 3.19-3.10 (m, 2H), 0.94-0.87 (m,
1H), 0.38-0.34 (m, 2H), 0.04-0.01 (m, 2H); ESI
MS (m/z): 330.5 [M+1].

410

P Jie S TR i ) (2- (W 2 - 5.- 32 ) -
2H-H| 14550 - Ko
(imino(isopropyl)(2-(pyrimidin-
5-yl)-2H-indazol-5-yl)-A’-
sulfanone)

IH-NMR (400 MHz, DMSO-d6) 8 9.56-9.54 (m,
3H),9.31 (s, 1H), 8.42 (q, J = 0.8 Hz, 1H), 7.92 (dt,
J=9.2,0.9 Hz, 1H), 7.73 (dd, ] =9.2, 1.5 Hz, 1H),
4.18 (s, 1H), 3.28 (d, J = 6.7 Hz, 1H), 1.18-1.14 (m,
6H); ESI MS (m/z): 301.5 [M+1].

450

(CHINTAT i FR 5 ) (O g 3k ) (2 (s e -
53 )-2 H-M| Ik 55 )0 T Ao
((cyclopropylmethyl)(imino)(2-
(pyrimidin-5-yl)-2H-indazol-5-
yl)-ks-sulfanone)

ITH-NMR (400 MHz, DMSO-d6) 3 9.56-9.53 (m,
3H),9.31 (s, 1H), 8.46 (d, ] = 0.6 Hz, 1H), 7.91 (d,
7=9.2Hz, 1H), 7.78 (dd, 1= 9.2, 1.5 Hz, 1H), 4.1
(s, 1H), 3.18-3.12 (m, 2H), 0.93-0.86 (m, 1H),
0.38-0.33 (m, 2H), 0.01 (dd, J = 4.6, 3.1 Hz, 2H)
ESI MS (m/z): 313.9 [M+1].

454

(3-F-2-(ML g -3k ) -2 H-Hg| g5 -
HE Y (PR TR Jik B ) (0 Jrg 3 )0
#2ld ((3-chloro-2-(pyridin-3-yl)-
2H-indazol-5-
yl)(cyclopropylmethyl)(imino)-
A>-sulfanone)

TH-NMR (400 MHz, DMSO-d6) 3 9.03 (d, J = 2.1
Hz, 1H), 8.82 (dd, J = 4.6, 1.5 Hz, 1H), 8.32-8.29
(m, 2H), 7.91 (dd, ] = 9.2, 0.9 Hz, 1H), 7.83 (dd, J
=92, 1.5 Hz, 1H), 7.74 (ddd, J= 8.3, 4.9, 0.6 Hz,
1H), 4.29 (s, 1H), 3.19 (d, J = 7.3 Hz, 2H), 0.91 (s,
1H), 0.38 (dq, J = 8.0, 1.5 Hz, 2H), 0.05-0.03 (m,
2H)

ESI MS (m/z): 346.9 [M+1].

[0637]

SARI8: O TEETED) (2- (5- Gk - 3-35) - 2H- W5k -5-3) (ML) -A°- B b il

((cyclobutylmethyl) (2- (5-fluoropyridin-3-y1) -2H-indazol-5-y1) (imino) -A°-
sul fanone) 4681 & %
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Pd,(dba), J
)untphu 1. NaH, DMF
ﬂ /_)—o E@“" 0°C - 25°C,05h
2, Br
110 l: 16h U /\D

N 25°C,16h
[0638] £ H-2
PIDA 0
N= R N= i
ﬁﬁ_ﬁ s ﬁj}ﬁ%
L
0°C- 25°C 16h N 468
-3

[0639]  ZPHR1 . HHAL3- ((2- (5-3alLNE -3-F%) - 2H- Mgk - 5-35) it BL) IR TR (methyl 3-
((2- (5-fluoropyridin-3-yl) -2H-indazol-5-y1) thio) propanoate) [ &k
[0640]  {EPRS15- TR -2- (5- 3 IHIE -3-35) -2H- 151, (5-bromo-2- (5-fluoropyridin-3-
y1) -2H-indazole) (10g,34.2mmol) [{JFHZE (150mL) YA HY, T &5 N A Xantphos
(9.90g,17.12mmol) \N,N- — S NIL A (11.93ml, 68 . 6mmol) « = (< FHEL PN f) — 40
(tris (dibenzylideneacetone)dipalladium) (9.40g,10.27mmol) DL A 3- %5 N R HH i
(methyl 3- mercaptopropanoate) (4.55mL,41.1mmol) , HPTiE R NIREYT110°C Jniii6
NI o N SER G R AN FE i, DA ST LA SR BRI o L IS LA TG /KR A 1
I%\L/E}?/J&E/K%ﬁ%ﬂ*ﬂﬂx ¥, HHLL CombiFlash® AT 4l A1 15 21 Fir AR B2 9k 0
BRI A3 - ((2- (5-F5IEIE - 3-5E) - 2H- 5[k - 5- 50) it 5L PNIRAE (methyl 3- ((2- (5-
fluoropyridin-3-yl) -2H-indazol-5-y1) thio) propanoate) (10g,30.2mmol , %88 %) .
[0641] P ER2.5- (PR T AP E) i fL) -2- (5- ML nE -3-3L) - 2H- Il (5 -
((cyclobutylmethyl) thio) -2- (5-fluoropyridin-3-yl) -2H-indazole) &A%
[0642]  Fr 22 HH3ES - ((2- (5-FUIHERE - 3-24) - 2H-Mg|mk - 5- 50) fii 3) PNER TR (methyl
3- ((2- (5-fluoropyridin-3-yl) -2H-indazol-5-y1) thio) propanoate) (4g,12.07mmol) |1
TP BEE I (20mL) E0H 10 °C N B (60 % 43 T BT, 0. 966,
24 14mm01) FEBEFEO . 5/, B255 TR B BN GRHEL) T 45¢ ((Bromomethy1)
cyclobutane) (2.71mL,24. 14mmol) , H AT SR A HIPA25 CHt 16/ N o SN 5E i , LA
K (100mL) K FFVA CFR LR (3X100mL) AA e I A HUZ LA/ K ER T T4« it 3800
Pl 4 T AT 20 5 - COR T 3L i) -2- (5- FlMeneE - 3-55) - 2H - gk (5-
((cyclobutylmethyl) thio) -2- (5-fluoropyridin-3-yl) -2H-indazole) (3. 5g,
11.17mmol, P*#893%) , L HH( I T N — %K.
[0643]  BES. (BR T HEHIED) (2- (5-JRNE - 3-3%) - 2H- 15| - 5-35) (KRR -A°- B ke
((cyclobutylmethyl) (2- (5-fluoropyridin-3-y1) -2H-indazol-5-y1) (imino) -A°-
sul fanone) 4681 & A%
[0644] AR P PRS- COR T EEHIL) IR AL) -2- (5- G M nE -3-3%) - 2H- g w (5-
((cyclobutylmethyl) thio) -2- (5-fluoropyridin-3-y1l) -2H-indazole) (3.78g,
12.06mmol) Y HIfiE (50mL) I H, 10°C I JEE FIPR 5% (ammonium carbamate) (4.24g,
54.3mmol) FT-25°CHiHE0 . 5/ o« T-0°CEE4T TN - L FRHIEK (iodobenzene diacetate)
(8.55g,26.5mmol) HITHIESWILA25 CHiE16/NN o SN 52 A, RNIR Sk 45, DA
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PRI S NI DA — S B (3X50 mL) 250N S A VUE A/ KB A T8 « 1 e 0 &
Hedga A3 BAHLE A AL =9 L CombiFlash® E 44ty g 2] CGF T FEFED - (5- 5 -3-
B - 2H- 8] -5-38) (I D) -A8- Bz ((cyelobutylmethyl) (2- (5-fluoropyridin-3-

y1) -2H-indazol-5-y1) (imino) -A°-sulfanone) 468 (2.3g,6.68mmol , F=2%55%) .

[0645] 38 AT SR SLBIS TR Sl S 45 5 Al 65
ey REE /B S STEYE
kel
455 | () 2-(MiE-5-35)2H- | TH-NMR (400 MHz, DMSO-d6) 5 9.56-9.54 (m,
{15 ) 2S£ 3H), 9.30 (d, J = 3.4 Hz, 1H), 8.43 (t, ] = 0.8 Hz,
(ethyl(imino)(2-(pyrimidin-5-yl)- | 1H), 7.93 (d,J = 9.2 Hz, 1H), 7.75 (dd, J =9.2,
2H-indazol-5-y1)-\-sulfanonc) 1.8 Hz, 1H), 4.23 (s, 1H), 3.20-3.15 (m, 2H), 1.08
(t, J = 7.3 Hz, 3H); ESI MS (m/z): 288 [M+1].
458 | W Q-(BilE-5-3E)-2H-[14-5- | IH-NMR (400 MHz, DMSO-d6)  9.58-9.56 (m,
H)(2,2,2- = 2 FE)-A°- B 3H),9.32 (d, ] =4.9 Hz, 1H), 8.56 (d, ] = 0.6 Hz,
(imino(2-(pyrimidin-5-yl)-2H- 1H), 7.95 (d, J = 9.2 Hz, 1H), 7.84 (dd, J =9.2,
indazol-5-yl)(2,2,2-trifluoroethyl)- | 1.8 Hz, 1H), 5.03 (s, 1H), 4.64 (g, J = 10.1 Hz,
AS-sulfanone) 2H); ESI MS (m/z): 342.05 [M+1].
460 TH-NMR (400 MHz, DMSO-d6) 3 9.52 (d, J =
2 (5 N335 2. | 07 Hz 1H),9.27 (s, 1H), 8.74 (d, J = 2.4 Hz,
o b 1H), 8.55 (dt, J = 9.9, 2.3 Hz, 1H), 8.41 (d,J = 0.7
S-FE)(IIEHE)-1"-BATAH (ethyl(2- | b, "1y 7,90 (d, J = 9.0 Hz, 1H), 7.74 (dd, J =
(5-fluoropyridin-3-yl)-2H-indazol- | g o 1 71, 1H), 4.22 (s, 1H), 3.17 (q, ] = 7.3 Hz,
5-yl)(imino)-A"-sulfanone) 2H), 1.08 (t, J = 7.3 Hz, 3H); ESI MS (m/2):
304.85 [M+1].
465 TH-NMR (400 MHz, DMSO-d6) 3 9.52 (s, 2H),
T 5 F ) (1 e ) (2- (-5 | 9.46 (d, J = 0.9 Hz, 1H), 9.28 (s, 1H), 8.44 (s,
Y- 2H-W -5 3 AS- R B 1H), 7.89 (d, J = 9.2 Hz, 1H), 7.77 (dd, J = 9.2,
((cyclobutylmethyl)(imino)(2- 1.8 Hz, 1H), 3.89 (s, 1H), 3.32 (d, J =7.3 Hz,
(pyrimidin-5-yl)-2H-indazol-5-yl)- 2H), 2.66-2.58 (m, 1H), 1.93-1.86 (m, 2H), 1.82-
A*-sulfanone) 1.62 (m, 4H)
[0646] ESI MS (m/z): 328.1 [M+1].
468 IH-NMR (400 MHz, DMSO-d6) 3 9.51 (d, J =
T F e A agby | 0.5 Hz, 1H), 9.27 (s, 1H), 8.74 (d, J = 2.4 Hz,
% %@iggﬁﬁmﬂﬂf %ﬁ)ﬁl | 11,854 (0, 1=9.9,2.3 Hz, 1), 8.39 (&, 1= 07
B \rabe p Al Hz, 1H), 7.89 (d, ] =9.0 Hz, 1H), 7.74 (dd, J =
((cyclobutylmethyl)(2-(5- 9.2, 1.6 Hz, 1H), 4.15 (s, 1H), 3.32 (s, 1H), 2.59-
fluoropyridin-3-yl)-2H-indazol-5- | 5 51 (1, 1H), 1.87-1.78 (m, 2H), 1.76-1.68 (m,
yl)(imino)-A’-sulfanone) 1H), 1.66-1.57 (m, 3H)
ESI MS (m/z): 344.9 [M+1].
0| S et (-5 ) 21 é H-NgMR (400 MHz, DMSO-d6) 3 9.56 (s, 2H).
15 4 20 55-9.54 (m, 1H), 931 (s, 1H), 8.47 (g, 1 = 0.8
SR o Hz, 1H), 7.93 (dt, ] = 9.2, 0.9 Hz, 1H), 7.82 (dd, J
(imino(methy)(2-(pyrimidin-5-y)- | _g 5 |8 {7, 1H), 4.25 (s, 1H), 3.11 (s, 3H); ESI
2H-indazol-5-yl)-A°-sulfanone) MS (;.mfz): 274 [M’Jr 1. T T
IH-NMR (400 MHz, DMSO-d6) 3 9.52 (d, J =
e an s 0.7 Hz, 1H), 9.27 (s, 1H), 8.74 (d, ] = 2.7 Hz,
%'(SW'E'EE %?iﬁfﬁﬁ . | 1,855 (1,7 =9.9,2.3 He, 1H), 841 (,1 = 08
478 | PDCERIRPEE)- M-bErd (2- | g, "11) 7,90 (d, 1 = 9.3 Hz, 1H), 7.75 (dd, J =
(5-fluoropyridin-3-yl)-2H-indazol- | ¢ 3 | 7, 1H), 4.22 (s, 1H), 3.17-3.13 (m, 2H),
5-yl)(imino)(propyl)- A"-sulfanone) | | 59_1 50 (m, 2H), 0.87 (t, J = 7.5 Hz, 3H); ESI
MS (m/z): 319 [M+1].
T 53523 : H-N9N;R (40;) Ml-éz, fgso_-céﬁl 5 9.511 -9‘489 (:1,
M5 IE)OE B A BRARH (soc- | (10 vy (B0 2.4 Ha, 11D, 8.
479 i (dt, ] =9.8,2.3 Hz, 1H), 8.39 (d, J = 1.0 Hz, 1H),
butyl(2~(5-fluoropyridin-3-yI)-2H- | 5 90 (4 1 =9.0 Hz, 1H), 7.73-7.69 (m, 1H), 4.18
indazol-S-yl)(imino)-?\.r’-sulfanone} dJ= ’8_8 Hz, 1H), 3.05 (qd, J = 6.9, 32 HZ, 1H),
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[0647]

1.94-1.86 (m, 1H), 1.33-1.24 (m, 1H), 1.14 (dd, J
=9.3, 6.8 Hz, 3H), 0.87 (dd, ] = 16.4, 7.6 Hz,
3H); ESI MS (m/z): 333 [M+1].

(2-(5-UIELIE -3- ) -2 H-15 125
HE YOI 3 ) (13- 33 )-A°- 1 e B

IH-NMR (400 MHz, DMSO-d6) 3 9.51 (s, 1H),
9.27 (s, 1H), 8.74 (d, ] = 2.4 Hz, 1H), 8.54 (d, J =
9.8 Hz, 1H), 8.40 (s, 1H), 7.90 (d, J = 9.0 Hz,

480 ((2-(5-fluoropyridin-3-yl)-2H- 1H), 7.73 (d, J = 9.0 Hz, 1H), 4.18 (s, 1H), 2.92-
indazol-5-yl)(imino)(pentan-3-yl)- | 2.89 (m, 1H), 1.85-1.75 (m, 2H), 1.63-1.52 (m,
Rﬁ-gu[fanonc) 2H), 0.92-0.86 (m, 6H); ESI MS (TTL'"Z) 347.05

[M+1].

TH-NMR (400 MHz, DMSO-d6) 5 9.53 (d, J =
(3-F A HE)(2-(5-FIMEWE-3-FE)-2H- | 1.0 Hz, 1H), 9.27 (d, J = 1.0 Hz, 1H), 8.74 (d, ] =
B e 35 ) (TF o 3 )-AS- ke ((3- | 2.7 Hz, 1H), 8.55 (dt, J = 9.9, 2.4 Hz, 1H), 8.44

482 fluoropropyl)(2-(5-fluoropyridin-3- | (q, J = 0.8 Hz, 1H), 7.93-7.91 (m, 1H), 7.76 (dd, J
y1)-2H-indazol-5-yl)(imino)-A°- =9.2, 1.8 Hz, 1H), 4.52 (t, ] = 5.9 Hz, 1H), 4.41-
anlfanone) 438 (m, 2H), 3.27 (dd, ] = 9.4, 6.2 Hz, 2H), 1.99-

1.87 (m, 2H); ESI MS (m/z): 336.85 [M+1].
IH-NMR (400 MHz, DMSO-d6) 8 9.52 (d, J =
(2-(5-ﬁﬂthui-3-.j:§)-2H-u§|[[_'-’!5_’-5- 0.7 HZ, IH), 9.28 (S, IH), 8.74 (d, J=24 HZ,
- p . | 1H), 8.55(dt,J = 9.8, 2.3 Hz, 1H), 8.42 (d, ] = 0.7
IR G- FRART T 1 | 0 ; -
! z, 1H),7.92 (d, ] =9.3 Hz, 1H), 7.78 (dd, J

484 | 3-H)FH)-A-BKERR ((2-(5- 9.2, 1.8 Hz, 1H), 4.62 (d, ] = 5.9 Hz, 1H), 4.46 (d,
fluoropyridin-3-yl)-2H-indazol-5- | y— 5.9 4, 1H), 4.30 (s, 1H), 4.12(d, ] = 6.1 Hz,
yl)(imino)((3-methyloxetan-3- 1H), 4.07 (d,J = 5.9 Hz, 1H), 3.73 (d, ] = 14.2
yDmethyl)-A"-sulfanone) Hz, 1H), 3.60 (d, J = 14.4 Hz, 1H), 1.47 (s, 3H);

ESI MS (m/z): 361 [M+1].
TH-NMR (400 MHz, DMSO-d6) 8 9.51 (td, J =
TR T 525U 335 2H ) TEI 0.7 Hz, 1H), 9.27 (s, 1H), 8.74 (d, I = 2.4 H,
A A Rl ), 8.57-8.53 (m, 1H), 8.39 (g, J = 0.8 Hz, 1H),
M-S )OI )0 o i 7.89 (d. J =9.2 Hz, 1H), 7.70 (ddd, = 9.1, 5.1
488 (cyclobutyl(2-(5-fluoropyridin-3- ' ’ ; Py 4 1.2 03
_ ropyridin- 1.8 Hz, 1H), 4.19 (d, ] = 8.3 Hz, 1H), 4.01-3.93
yl)-2H-indazol-5-yl)(imino)-A"- (m, 1H), 2.39-2.29 (m, 2H), 2.12-1.93 (m, 2H),
sulfanone) 1.90-1.73 (m, 2H)
ESIMS (m/z): 331 [M+1].
ITH-NMR (400 MHz, DMSO-d6) 8 9.48 (d, J =
T s, | 1255 )90 2 1
2H| -5 A B = 35, 1.3 Hz, 1H), 8.30 (dg, 1= 8.3, 1.4 Hz, 1H),

554 =) - 8.39 (s, 1H), 7.89 (d, J = 9.0 Hz, 1H), 7.70-7.66
(cyclobutyl(imino)2-(pyridin-3- | (. '2pyy 4 18 (s, 1H), 4.00-3.92 (m, 1H), 2.39-
yl)-2H-indazol-5-yl)-A"-sulfanone) | 5 59 (1, 7). 2.11-1.94 (m, 2H), 1.88-1.76 (m,

2H); ESI MS (m/z): 312.9 [M+1]

IH-NMR (400 MHz, DMSO-d6) 3 9.47 (d, ] =
RO WRARC- 3. | 2L T e h e Ha 1h)
1) 2HEIE S AT | 5> 10 B TR0 S50 (a2 0.0 b 1H

- ol 8.42 (d,J = 1.0 Hz, 1H), 7.90 (d, J = 9.0 Hz, 1H),
((cyclohexylmethyl)(imino)(2- | 7 75 (4d, 1 =9.3, 1.7 Hz, 1H), 7.68 (dd, ] = 8.3,
(pyridin-3-yl)-2H-indazol-5-y1)-A"- | 4 9y, 1H), 4.20 (s, 1H), 3.13-3.04 (m, 2H),
sulfanonc) 1.88-1.68 (m, 3H), 1.57-1.49 (m, 3H), 1.19-0.92

(m, SH); ESI MS (m/z): 355.05 [M+1]
T N IH-NMR (400 MHz, DMSO-d6) & 9.47 (d, J =

556 IERAER-3-H)(2-(HLBE-3-45)- 0.6 Hz, 1H), 9.34 (d, J = 2.4 Hz, 1H), 8.70 (dd, J

2H -1 145 - ) -0 O -7 i ]

=4.7, 1.4 Hz, 1H), 8.50 (dq, ] = 8.4, 1.3 Hz, 1H),
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[0648]

(imino(pentan-3-yl)(2-(pyridin-3-
yl)-2H-indazol-5-y1)-A°-sulfanone)

8.40 (d, J = 0.6 Hz, 1H), 7.90 (d, J = 9.2 Hz, 1H),
7.72 (dd, J=9.0, 1.7 Hz, 1H), 7.68 (q, J = 4.4 Hz,
1H), 4.16 (s, 1H), 2.91-2.88 (m, 1H), 1.85-1.75
(m, 2H), 1.63-1.52 (m, 2H), 0.92-0.86 (m, 6H);
ESI MS (m/z): 329 [M+1]

P Fe (T ) (2-( ke -3 -3 ) -2 H-
e a5 - )-A -5 e

IH-NMR (400 MHz, DMSO-d6) & 9.47 (d, J =
0.9 Hz, 1H), 9.34 (d, ] = 2.4 Hz, 1H), 8.70 (dd, J
=4.7, 1.4 Hz, 1H), 8.51 (dq, T = 8.4, 1.3 Hz, 1H),
8.43 (d, J = 0.9 Hz, 1H), 7.90 (d, ] = 9.2 Hz, 1H),

el (imino(isobutyl)(2-(pyridin-3-yl)- 7.75(dd, ] =9.2, 1.8 Hz, 1H), 7.69-7.66 (m, 1H),
2H-indazol-5-yl)-A’-sulfanone) 4.20 (s, 1H), 3.14-3.05 (m, 2H), 2.08-2.01 (m,
1H), 0.91 (dd, J = 6.7, 1.5 Hz, 6H); ESI MS
(m/z): 314.95 [M+1]
1H-NMR (400 MHz, DMSO-d6) & 9.46 (d, ] =
0.9 Hz, 1H), 9.34 (d, ] = 2.4 Hz, 1H), 8.70 (dd, J
IR R O e 3 ) (2- (1 e -3 -4 )- =47, 1.4 Hz, 1H), 8.50 (dq, J = 8.3, 1.4 Hz, 1H),
558 2H -5 1 -5 - Y-\ ST o 8.42 (t, ] = 0.8 Hz, 1H), 7.90 (d, ] = 9.2 Hz, 1H),
(cyclopentyl(imino)(2-(pyridin-3- 7.74 (dd, J = 9.2, 1.5 Hz, 1H), 7.69-7.66 (m, 1H),
yl)-2H-indazol-S-yl}-?\.ﬁ-sulfanone) 4.10 (s, 1H), 3.67-3.63 (m, 1H), 1.93-1.70 (m,
4H), 1.60-1.48 (m, 4H)
ESI MS (m/z): 326.9 [M+1]
1H-NMR (400 MHz, DMSO-d6) & 9.46 (d, ] =
- e b (P2 1.0 Hz, 1H), 9.33 (d, J = 2.2 Hz, 1H), 8.70 (dd, ]
iﬁﬁfﬁ”’f}? (?;EE; ) =4.8, 1.3 Hz, 1H), 8.50 (dq, J = 8.3, 1.4 Hz, 1H),
559 IE-5-2)-M Wi ehe 8.39 (q, J = 0.8 Hz, 1H), 7.89 (d, ] = 9.0 Hz, 1H),
(cycloheptyl(imino)2-(pyridin-3- | 7 73 7 66 (m, 2H), 4.11 (s, 1H), 3.19-3.12 (m,
yl)-2H-indazol-5-yl)-A"-sulfanone) | 11y 5 10.2.01 (m, 2H), 1.68-1.33 (m, 10H); ESI
MS (m/z): 355 [M+1]
IH-NMR (400 MHz, DMSO-d6) & 9.47 (d, J =
1.0 Hz, 1H), 9.33 (d, ] = 2.4 Hz, 1H), 8.70 (dd, J
OO R ) (2- (M e -3-4E)- =4.8, 1.3 Hz, 1H), 8.50 (dq, J = 8.4, 1.3 Hz, 1H),
seo | 2H-IIME-5-E) 0SB A 8.36 (d, J = 0.7 Hz, 1H), 7.89 (d, ] = 9.3 Hz, 1H),
(cyclohexyl(imino)(2-(pyridin-3- | 7.70-7.66 (m, 2H), 4.16 (s, 1H), 3.01-2.96 (m,
yl)-2H-indazol-5-yl)-A"-sulfanone) | 1H), 1.99-1.91 (m, 2H), 1.72 (d, J = 9.5 Hz, 2H),
1.55 (d, J = 12.2 Hz, 1H), 1.31-1.16 (m, 4H),
1.06-0.99 (m, 1H); ESI MS (m/z): 340.95 [M+1]
IH-NMR (400 MHz, DMSO-d6) & 9.47 (d, ] =
0.9 Hz, 1H), 9.34 (d, ] = 2.4 Hz, 1H), 8.70 (dd, J
(2-FF L3 238 (W i 3)(2-(kme- | = 4.7, 1.4 Hz, 1H), 8.51 (dq, J = 8.3, 1.4 Hz, 1H),
3-3)-2H- M| - 53 ) -0 C- Tk ot 8.41 (g, ] = 0.8 Hz, 1H), 7.90 (d, ] = 9.2 Hz, 1H),
561 ((2_(:yc[ohexy]e[hy])(lmlno)(z_ . 7.74 (dd, J=9.2,1.8 Hz, 1H), 7.69-7.66 (l’]'l, 1H),
(pyridin_3-yl)_2H-indazol_5-y[)_}\,{’- 4.19 (S, IH), 3.16 (t, J = 8.3 Hz, 2H), 1.59-1.52
sulfanone) (m, 5H), 1.44-1.38 (m, 2H), 1.22 (s, 1H), 1.14-
1.02 (m, 3H), 0.81-0.72 (m, 2H); ESI MS (m/z):
369.05 [M+1]
IH-NMR (400 MHz, DMSO-d6) & 9.48 (d, J =
T 1D Ho b dty | 0.9 Hz, 1H), 9.34 (d, J = 2.4 Hz, 1H), 8.70 (dd, J
fﬁfﬁ& 2%%;%&”;2%%3 ) 24714 ¥, 1H), 8.51 (dq, T = 8.4, 13 Hz, 1H),
562 J5IRE-5-25)-L "B 8.39 (d, J = 0.9 Hz, 1H), 7.90 (d, J = 9.2 Hz, 1H),

(imino(pentan-2-yl)(2-(pyridin-3-
yl)-2H-indazol-5-yl)-A°-sulfanone)

7.72-7.66 (m, 2H), 4.17 (d, ] = 7.0 Hz, 1H), 3.13-
3.08 (m, 1H), 1.84-1.78 (m, 1H), 1.41-1.12 (m,
6H), 0.81 (q, J = 7.2 Hz, 3H); ESI MS (m/z):
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[0651]

328.95 [M+1]

I (5 ) (2~ WE-3-3)-2 H-
W e 5 )- - e A

1H-NMR (400 MHz, DMSO-d6) & 9.48 (d, J =
0.7 Hz, 1H), 9.34 (d, ] = 2.4 Hz, 1H), 8.70 (dd, J
=4.6, 1.2 Hz, 1H), 8.51 (dq, ] = 8.3, 1.4 Hz, 1H),
8.41 (t, J = 0.7 Hz, 1H), 7.91 (d, ] = 9.3 Hz, 1H),

363 | imino(isopentyl)(2-(pyridin-3-yl)- | 7.74 (dd, ] = 9.0, 1.7 Hz, 1H), 7.68 (ddd, J = 8.3,
ZH_indazol_S-y])-lﬁ_su]fanone) 4.8, 0.6 Hz, lH), 4.21 (S, lH), 3.16 {tqd = 8.2 Hz,
2H), 1.58-1.52 (m, 1H), 1.44-1.38 (m, 2H), 0.79
(d, ] = 6.6 Hz, 6H); ESI MS (m/2): 328.95 [M+1]
IH-NMR (400 MHz, DMSO-d6) & 9.49 (d, J =
0.7 Hz, 1H), 9.34 (d, J = 2.2 Hz, 1H), 8.70 (dd, J
4-(2-(MEWE -3 -2H-1| 1485 | = 4.8, 1.3 Hz, 1H), 8.51 (dq, J = 8.3, 1.4 Hz, 1H),
seq | TERERE) T HE (4-(-(pyridin-3-y)- | 8.44 (d, J = 1.0 Hz, 1H), 7.93 (d, J = 9.3 Hz, 1H),
TH-indazsle-5- 7.74 (dd, T = 9.2, 1.8 Hz, 1H), 7.68 (dd, J = 8.3,
sulfonimidoyl)butanenitrile) 4.6 Hz, 1H), 4.46 (s, 1H), 3.26 (dd, J = 8.7, 5.3
Hz, 2H), 2.61 (1, ] = 7.3 Hz, 2H), 1.88-1.80 (m,
2H); ESI MS (m/2): 326.05 [M+1]
IH-NMR (400 MHz, DMSO-d6) & 9.48 (d, J =
illZHﬁ%(Z-(Uttllﬁi-}%)-ZH-"ﬁl@-5- 2.7 HZ, IH), 9.34 (d, J i 2.4 HZ, IH), 8.70 (d, J i
(TS24 26 cks | 37 2 TH), 8.51 (d, J = 8.3 Hz, 1H), 8.43 (4, J =
s | mn s e 9.5 Hz, 1H), 7.88 (dd, J = 9.2, 2.8 Hz, 1H), 7.78-
B (imino(2-(pyridin-3-yl)-2H- 7.75 (m, 1H), 7.68 (dd, J = 8.3, 4.6 Hz, 1H), 4.27
indazol-5-yl)((tetrahydrofuran-2- | (5 1), 4.12 (dt, J = 17.0, 6.4 Hz, 1H), 3.62-3.37
yDmethyl)-A"-sulfanone) (m, 4H), 1.94-1.87 (m, 1H), 1.79-1.68 (m, 2H),
1.56-1.46 (m, 1H); ESI MS (m/2): 342.9 [M+1].
IH-NMR (400 MHz, DMSO-d6) & 9.51 (d, J =
W fg R 2-(kme -3-3)-2H-Mj[e-5- | 1.0 Hz, 1H), 9.35 (d, J = 2.2 Hz, 1H), 8.70 (dd, J
3)(3,3,3- =R HE)-A - B Be A =4.6, 1.5 Hz, 1H), 8.53-8.48 (m, 2H), 7.93 (d, ] =
580 (im[no(2-(pyridin-3-y]}_2H_ 9.0 Hz, IH), 7.79 (dd, J =192, 1.8 Hz, lH}, 7.68
indazol-5-y1)(3,3,3- (ddd, J = 8.3, 4.6, 0.7 Hz, 1H), 4.65 (s, 1H), 3.47-
trifluoropropyl)-A°-sulfanone ) 3.43 (m, 2H), 2.62-2.55 (m, 2H); ESI MS (m/z):
354.9 [M+1].
IH-NMR (400 MHz, MeOD) & 9.31 (d, J = 2.0
—— At opr. | Hz 1H), 9.22 (d, T = 0.7 Hz, 1H), 8.68 (dd, J =
Jﬁﬁi}f(ﬁr %?(iﬁ(git;}ﬁf 3-E)2H 49, 1.5 Hz, 1H), 8.57 (g, J = 0.8 Hz, 1H), 8.52
602 | MIME-S-S)-A-BeRd (dq, J = 8.5, 1.3 Hz, 1H), 7.91 (dt, 1= 9.3, 0.9 Hz,
(imino(ncopentyl)(2-(pyridin-3-yl)- | 111 7 84 (dd, J = 9.3, 2.0 Hz, 1H), 7.69 (ddd, J =
2H-indazol-5-yl)-A"-sulfanone) 8.4, 4.8, 0.7 Hz, 1H), 3.43-3.36 (m, 2H), 1.15-
1.03 (m, 9H); ESI MS (m/z): 329 [M+1].
1H-NMR (400 MHz, McOD) 8 9.31 (s, 1H), 9.23-
I - W33 2 9.222(m, IH), 867 (d, ] = 4.4 Hz, 1H), 8.5-8.51
T A e (m, 2H), 7.91 (4, J = 9.3 Hz, 1H), 7.82 (dd, J =
609 | I ! 9.2, 1.8 Hz, 1H), 7.69 (dd, J = 8.3, 4.9 Hz, 1H),
(imino(propyl)(2-(pyridin-3-yl)- | 330 (¢ J = 1.6 Hz, 2H), 1.75-1.66 (m, 2H), 0.99-
2H-indazol-5-yl)-A’-sulfanone) 0.95 (m, 3H)
ESIMS (m/z): 301.1 [M+1].
P i e (S 7 3k ) (2- (b i - 33 ) - 1H-NMR (400 MHz, DMSO-d6) & 9.78 (d, J =
2H-ME I I [4,3-b]EE-5-56)-25-55 | 0.9 Hz, 1H), 9.39 (d, J = 2.4 Hz, 1H), 8.74 (dd, J
619 | LA (imino(isopropyl)(2-(pyridin- | = 4.9, 1.5 Hz, 1H), 8.56 (dq, J = 8.3, 1.4 Hz, 1H),

3-yl)-2H-pyrazolo[4,3-b]pyridin-5-
y1)-A°-sulfanone)

8.50 (dd, 1 =9.2, 0.9 Hz, 1H), 8.02 (d, ] = 8.9 Hz,
1H), 7.71 (ddd, J = 8.3, 4.9, 0.6 Hz, 1H), 4.49 (s,

[H), 3.76-3.69 (m, 1H), 1.20 (dd, J = 16.0, 6.9
Hz, 6H); ESI MS (m/z): 302.0 [M+1].

19 AT HEHIEL) (2- (5-JMENE - 3-3K) - 2H- 15| -5-50) ((6 (=9 FHED) Nz -

2- L) k) -AC-Fi kel ((eyclobutylmethyl) (2- (5-fluoropyridin-3-y1) -2H-
indazol-5-y1) ((6(trifluoromethyl)pyrazin-2-y1)imino) -A°-sulfanone) 4731 &%
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[0652] F N Y
r L|J7|:,100°C,16h N N
N Pd;(dba);, Xantphos X CF3
473
[0653]  FE[RASIM GR T IEHEL) (2- (5-F5IERE - 3- L) - 2H- 15|k - 5- 55) (WP fiedd) -A°- ks

filil ((cyclobutylmethyl) (2- (5-fluoropyridin-3-y1) -2H-indazol-5-y1) (imino) -A°-
sulfanone) (300mg,0.871mmol) [ FHZE (10mL) ¥ P, IO T BE4M (184mg, 1.916mmol) «
Xantphos (252mg,0.436mmol) < 2-5{-6- (=g HHIL) MW (2-chloro-6- (trifluoromethyl)
pyrazine) (0.159mL,1.307mmol) DA N = (W R IEEPNE]) — 40 (tris
(dibenzylideneacetone)dipalladium(239mg,0.261mmol) , {5 NIE ST im 4T
PEFEL6 /NN o SN SER , SNE S ARERSE 1 B8 LU MATRIN LR i (3X10 mL) 75
Voo e IR TE Y T T k4 1A 2R R) b, HLFELAR 25 S AR A A E A 2k if
FRRFTAE) OF T HEHED) (2- (5- 36Uk RE - 3-3%) - 2H-M5]mk -5-3) ((6 (=l H D) mkg-2-
) P L) A8 -kl ((cyclobutylmethyl) (2- (5-fluoropyridin-3-y1) -2H-indazol-
5-y1) ((6 (trifluoromethyl) pyrazin-2-y1)imino) -A%-sulfanone) 473 (130mg,

0.265mmol, ;*%30.4%) »

[0654]  3R9: ARATHIARFRNMEAL SR SBR[ EE AR 46 5 5 A 65
e e AHR %ﬁﬁiﬁ
w5
448 (FF 73 2 1 ) (2-(WE-5-2E)-2H- | 1H-NMR (400 MHz, DMSO-d6) 5 9.54 (d, ] =
g 15 ) (2,4, 5- = 8 20 ) WP Jie 8.6 Hz, 3H), 9.31 (s, 1H), 8.56 (d, ] =0.9 Hz,
ot ﬁﬂf e 1H), 7.97 (d, ] = 9.5 Hz, 1H), 7.72 (dd, ] = 9.3,
5-yl)-ZH-mdaZOI-S-yl)((2,4,5- 6.92 (['ll, lH}, 366 (dq, J = 238, ?3 HZ., ZH),
irifluorophenyl)imino)A°. 1.00-0.94 (m, H), 0.50-0.38 (m, 2H), 0.23-0.02
sulfanonc) (m, 2H); ESI MS (m/z): 444.05 [M+1].
By 2 (-5 2L s | SED)» 931 G, 1H), 8.54 (d,J = 0.9 Hz, 1H), 7.94-
[0655] s A 7.91 (m, 2H), 7.73 (dd, ] = 9.2, 1.8 Hz, 1H), 7.49
- :)-1 - B (td, J =8.7, 3.1 Hz, 1H), 6.85 (dd, J = 9.0, 3.8 Hz,
((cyclopropylmethyl)((5- 1H), 3.64 (d, ] = 7.0 Hz, 2H), 0.91 (dd, J = 11.9,
fluoropyridin-2-yl)imino)(2- 7.0 Hz, 1H), 0.44-0.34 (m, 2H), 0.10 (q, ] = 4.7
(pyrimidin-5-yl}-2H-indazol-3-yl)- | Hz, 1H),-0.03 (q, J = 4.8 Hz, 1H); ESI MS (m/z):
A"-sulfanone) 409.05 [M+1].
= . TH-NMR (400 MHz, DMSO-d6) 3 9.54 (d, J =
NSE: . Hp g -2-
g?%;?g(gﬁé %I;ﬁﬂ? ). | S8 Hz,3H), 931 (s, 1H), 8.5, I =06 Hz,
o r(* JE-5-a - 2H-GIRE-5-25)- | 11y, 7.93-7.91 (m, 2H), 7.74 (dd, T=9.2, 1.8 Hz,
A-Biike . 1H), 7.56-7.51 (m, 1H), 6.82 (d, J = 7.9 Hz, 1H),
((cyclopropylmethyl)(pyridin-2- | ¢ 73 (44d, 1 =7.2, 5.0, 0.9 Hz, 1H), 3.67 (dd, J =
ylimino)(2-(pyrimidin-5-y)-2H- | 7 5 | 7 4z, 2H), 0.91-0.88 (m, 1H), 0.44-0.32 (m,
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indazol-5-yl)-A’-sulfanone)

2H), 0.11-0.06 (m, 1H), 0.05-0.0 (m, 1H); ESI
MS (m/z): 391.1 [M+1].

(PR TA 22 FF 32 ) (2- P 4 S e - 5-
FHEN P Ji Fk ) (2- (M Wi -5 - )- 2 H-F5|
k-5 5 e

IH-NMR (400 MHz, DMSO-d6) 3 9.53 (d, J =
1.7 Hz, 3H), 9.32 (d, ] = 7.3 Hz, 1H), 8.57 (s,
1H), 8.15 (d, T = 5.1 Hz, 2H), 7.95 (d, ] = 9.3 Hz,
1H), 7.74 (dd, J = 9.3, 1.7 Hz, 1H), 3.76-3.71 (m,

433 | (eyclopropylmethyl)(2- 3H), 3.69-3.61 (m, 2H), 1.00 (¢, J = 7.6 Hz, 1H),
methoxypyrimidin-5-yl)imino)2- |  53.0.46 (m, 1H), 0.43-0.36 (m, 1H), 0.23 (td, J
(pyrimidin-5-yl)-2H-indazol-5-yI)- | =9 5 4.8 Hz, 1H),0.04 (td, ] = 9.7, 4.7 Hz, 1H);
A’-sulfanone) ESI MS (m/z): 422.1 [M+1].

e = A ) & o L
gﬁg (@jﬁﬁ; g;{;_;ﬁ% jﬁﬂﬁ 1H-NMR (400 MHz, DMSO-d6) 8 9.56 (s, 3H),
8 L SR 931 (s, 1H), 8.63 (d, T = 0.9 Hz, 1H), 8.46 (s,

459 | ZE)-N-Biikehd (ethyl(2-(pyrimidin- | 1) § 39 (s, 1H), 7.96 (d, J = 9.2 Hz, 1H), 7.73
5-yl)-2H-indazol-5-yl)((6- (dd, 7=9.3, 1.7 Hz, 1H), 3.88-3.80 (m, 2H), 1.25-
(trifluoromethyl)pyrazin-2- 1.16 (m, 3H); ESI MS (m/z): 434.1 [M+1].
yl)imino)-A -sulfanone)

o e g 2 by s, | 1H-NMR (400 MHz, DMSO-d6) 3 9.54 (d, J =
?_ﬁﬁ;j f%t;’z’)ﬂt%ﬂ);?%% 0.6 Hz, 1H), 9.27 (s, 1H), 8.75 (d, ] = 2.4 Hz,
e 16 el * | 1H), 8.60 (d, 1 = 0.9 Hz, 1H), 8.56 (dt, ] = 9.9, 2.3

463 | MEHE)-DC-TUKERH (ethyl(2-(5- Hz, 1H), 8.45 (s, 1H), 8.39 (s, 1H), 7.93 (d, J =
fluoropyridin-3-yl)-2H-indazol-5- | 9 5 4 1H), 7.72 (dd, J = 9.3, 1.7 Hz, 1H), 3.88-
yD((6~(trifluoromethyl)pyrazin-2- | 3 78 (m, 2H), 1.20 (t, J = 7.2 Hz, 3H); ESI MS
yl)imino)-A"-sulfanone) (m/z): 451.1 [M+1].

(54 i34 o . | TH-NMR (400 MHz, DMSO-d6) 3 9.52 (d, J =
?_fﬁ;;ihﬁf%i_*i;g)?;ﬂgﬁ_ 0.6 Hz, 1H), 9.24 (s, 1H), 8.75 (d, ] = 2.4 Hz,
BN T SRR 1), 8.54-8.51 (m, 2H), 7.97 (t, J = 5.5 Hz, 1H),

464 | N-WRAEHA (cthyl2-(5- 7.93 (s, 1H), 7.68-7.65 (m, 1H), 6.70 (d, ] = 2.1
fluoropyridin-3-yl)-2H-indazol-5- | p, 1), 6.60 (dd, J = 5.5, 2.1 Hz, 1H), 3.67-3.57
yD((Z-methylpyridin-4-yl)imino)- | (1, 24) 221 (d, J = 14.4 Hz, 3H), 1.22-1.16 (m,
A-sulfanonc) 3H); ESI MS (m/2): 396.05 [M+1].

(R T 2L L) (2-(W WE-5-25)-2H- | 1H-NMR (400 MHz, DMSO-d6) § 9.55 (s, 3H),
Hef| -5 - FE ) ((6-(= i P )it E-2- | 9.31 (s, 1H), 8.62 (d, J = 0.9 Hz, 1H), 8.44 (s,
FE) P i 3 ) -\ - e 1H), 8.39 (s, 1H), 7.95 (d, J = 9.2 Hz, 1H), 7.74

469 ((cyclobutylmethyl)(2-(pyrimidin- | (dd, J=9.5, 1.8 Hz, 1H), 4.03-3.93 (m, 2H), 2.71-
5-yl)-2H-indazol-5-yl)((6- 2.65 (m, 1H), 1.99-1.93 (m, 1H), 1.85-1.57 (m,
(trifluoromethyl)pyrazin-2- SH)
yl)imino)-A°-sulfanone) ESIMS (m/z): 474 [M+1].

TH-NMR (400 MHz, CHLOROFORM-D) 3 9.05
(R B L) (2-(5- ML IE-3-25)- | (d, ] = 1.8 Hz, 1H), 8.72 (d, ] = 0.9 Hz, 1H), 8.61
2H-W[ 1535 )(6-( = FFF 2L )ILIE | (d, ] = 2.4 Hz, 1H), 8.59 (g, ] = 0.8 Hz, 1H), 8.38
2-F) 3 )-\O- T o (s, 1H), 8.28 (s, 1H), 8.14 (dt, ] = 8.9, 2.4 Hz,

473 ((cyclobutylmethyl)(2-(5- 1H), 7.90-7.87 (m, 1H), 7.69 (dd, ] = 9.3, 1.7 Hz,
fluoropyridin-3-yl)-2H-indazol-5- | 1H), 3.82(q.J=7.0 Hz, 1H), 3.71 (q, ] = 7.2 Hz,
yD((6-(trifluoromethyl)pyrazin-2- | 1H), 2.84 (1,7 =7.2 Hz, 1H), 2.14 (q, ] = 4.2 Hz,
yl)imino)-A®-sulfanone) lélé%l\:ls%(;'lbf?f Egll 5221)[]\}1_?14](1, J=28.3 Hz, 1H);

Z). " e
- > (s &l 30y, | TH-NMR (400 MHz, DMS0-d6) 5 9.51 (d, J =
%uﬂﬁi@g ( (S ﬁ%;ﬁﬁi@ 0.7 Hz, 1H), 9.24 (s, 1H), 8.75 (d, ] = 2.2 Hz,
476 ' > 1H), 8.56 (d, J = 1.0 Hz, 1H), 8.52 (dt, J = 9.7, 2.3

-3 )P fiie e )00 e B
((cyclobutylmethyl)(2-(5-

Hz, 1H), 8.27 (d, ] = 2.4 Hz, 1H), 7.95 (d, ] = 9.3
Hz, 1H), 7.71 (dd, J = 9.2, 1.8 Hz, 1H), 7.55 (d, J
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fluoropyridin-3-yl)-2H-indazol-5- =8.6 Hz, 1H), 7.34 (dd, ] = 8.3, 2.2 Hz, 1H), 3.86
y)((6-(trifluoromethyl)pyridin-3- (d, J=7.1Hz, 2H), 2.71 (d, ] = 7.6 Hz, 1H), 2.06-
yl)imino)-kf’-sulfanone) 2.00 (m, 1H), 1.86-1.79 (m, 3H), 1.69 (dd, I =
16.4, 7.6 Hz, 2H); ESI MS (m/z): 490.2 [M+1].
R T35 B ) (2-(5- AU e -3- 3 ) - IH-NMR (400 MHz, DMSO-d6) 6 9.53 (d, J =
_ ~. | 0.7 Hz, 1H), 9.27 (s, 1H), 8.74 (d, ] = 2.7 Hz,
2H-WIE-S-HEY(6- (= RUFHMENE | |1 "e's7 6’3 (m 2H), 7.91 (d, ] = 9.0 Hz, 1H)
23 TE ) -A- i ’ TR T
477 7.78-7.70 (m, 2H), 7.17 (d, ] = 7.3 Hz, 1H), 7.03
((cyclobutylmethyl)(2-(5- (d, ] =8.3 Hz, 1H), 3.92 (d, ] = 7.1 Hz, 2H), 2.66-
[0657] fluoropyridin-3-yl)-2H-indazol-5- | 3 59 (i, 1H), 1.98-1.93 (m, 1H), 1.80-1.70 (m,
yD((6-(trifluoromethyl )pyridin-2- 3H), 1.66-1.55 (m, 2H)
yl)imino)-A-sulfanone) ESI MS (m/z): 490.05 [M+1].
(T EFEE)((2-FFAEMENE-4-25) | 1TH-NMR (400 MHz, DMSO-d6) 8 9.52 (s, 3H),
VIV Jlig ) (2- (% I -5- ) -2 H-15| 1E-5- | 9.31 (s, 1H), 8.53 (s, 1H), 7.98-7.94 (m, 2H),
VAT b 7.69-7.66 (m, 1H), 6.68 (d, J = 1.5 Hz, 1H), 6.58
481 ((cyclobutylmethyl)((2- (d, J=35.5Hg, 1H), 3.77 (d, ] = 7.0 Hz, 2H), 2.73-
methylpyridin-4-yl)imino)(2- 2.65 (m, 1H), 2.23 (s, 3H), 1.98-1.95 (m, 1H),
(pyrimidin-5-yl)-2H-indazol-5-y1)- | 1.85-1.80 (m, 3H), 1.72-1.62 (m, 2H); ESIMS
A°-sulfanone) (m/z): 419.1 [M+1].
[0658]  SfA10:N- (R T 2HEFIEE) (2- (5-FMEIE -3-y1) -2H-M5[mE -5-38) (II%E3E) -0°-Fit

B3 e (N- ((eyclobutylmethyl) (2- (5-fluoropyridin-3-yl) -2H-indazol-5-y1)
(ox0) -A°-sulfaneylidene) acetamide) 472[1J5 ik

N.--"'
ﬁi Y NH

2
N= i
el

[0659] e, ZMEE Fox
CH,Cl, \@/ OJ\
N 0°C - 25°C,16 h 472
[0660]  {E&hthE) R T R FHAD) (2- (5-JUIENE -3-45) - 2H-Mg|me - 5- 55) (P Jedh) -A°-

1520 ((cyclobutylmethyl) (2- (5-fluoropyridin-3-y1) -2H-indazol-5-y1) (imino) -A%-
sul fanone) (250mg,0.726mmo1) ) — (¢ (6mL) A7, DIAIHEE (0.088mL, 1.089mmol) ,
HAr S MR G Y10 Bl e RNTR G HZE0C, HOMA (acetyl chloride)
(0.057mL,0.798mmol) SN NI, T-25 CHiHE16/NI o SN FE Rk, O TR & P 14
NJK (10mL) , HKARZPA S0 H b (3X20 mL) AXE A HUZ LATC /KRRl T4 1 I
FE 45 1045 2R A o A A 25 P SR AT 2 A ol A3 2 P AREERON- (GR T
FLRIEE) (2- (5-FEMENE -3-y1) - 20 -] - 5-38) (IS EE) -A°- Wi el 3) & Wefie (N~
((cyclobutylmethyl) (2- (5-fluoropyridin-3-y1) -2H-indazol-5-y1) (oxo) -A°-
sulfaneylidene)acetamide) 472 (110mg,0.285mmol , 72:39.2%)

[0661] 10 ARNITIREN L S PRI S L OB A I S iE R I 5 77 iR 25
WEY HEMETK AT EE
ki
389 _ 1H-NMR (400 MHz, DMSO-D6) 8 9.49 (d, ] = 0.9
N-(F P HE (I 58 ) (2-(MEWE-3- | Hz, 1H), 9.33 (d, ] =2.1 Hz, 1H), 8.71 (dd, ] = 4.7,
[0662] JE)-2H-W| -5 5)-2C- i W L) | 1.4 Hz, 1H), 8.51 (dq, J = 8.4, 1.3 Hz, 1H), 8.44 (1, ]

=0.9 Hz, 1H), 7.97 (d, ] = 9.2 Hz, 1H), 7.71-7.67 (m,
1H), 7.61 (dd, J = 9.2, 1.8 Hz, 1H), 3.77-3.70 (m,
1H), 2.01 (s, 3H), 1.30 (d, ] = 6.7 Hz, 3H), 1.25-1.22
(m, 1H), 1.12 (d, J = 6.7 Hz, 3H); ESI MS (m/z):

L9l (N-(isopropyl(oxo)(2-
(pyridin-3-yl)-2H-indazol-5-yl)-
?L(’-sul[hncylidcnc)acclamidc}
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343.15 [M+1].

394 | 2,2,2-= F-N-(F: A R (U 1H-NMR (400 MHz, DMSO-d6) 8 9.56 (d, ] = 0.7
HY(2-(ME e -3-2) -2 H-H5| 18- 5- Hz, 1H), 9.34 (d, ] =2.4 Hz, 1H), 8.73 (dd, ] = 4.8,
YNSRI AE) 2Bk (2,2,2- | 1.3 Hz, 1H), 8.59 (d, J = 1.0 Hz, 1H), 8.52 (dg, J =
lriﬂuoro-N-(isopropyl(()xo)(z._ 8.3, 1.4 HZ, IH), 8.07 (d, J=93 HZ, IH), 7.72-7.63
(pyridin-3-yl)-2H-indazol-5-yl)- | (m, 2H), 4.13-4.06 (m, 1H), 1.41 (d, J = 6.6 Hz, 3H),
A°-sulfaneylidene)acetamide) 1.22-1.18 (m, 3H); ESIMS (m/z): 396.5 [M+1].

396 | 2,2- H-N-(5- A AL JE)(2- | TH-NMR (400 MHz, DMSO-d6) 3 9.54 (d, J = 0.9
(Mg -3-38)-2H-M| -5 3E)-25-% | Hz, 1H), 9.34 (d, J = 2.4 Hz, 1H), 8.72 (dd, J = 4.6,
S E)ZAE (2,2 difluoro- - if{)Hiz g ’6%‘?;11-8?[-([))(1;1’61121’(1&.? RYST i

H 1 7% idin-3-vI)- LETE S K > s 7- g ol T Ay 1. z,

g’;‘f‘i’gggfo(f;?f)_;{“‘d‘“ W1 1), 622 (01 = 543 Hz, 1H), 3.99-3.93 (m, 1H),

- . 1.37 (d, ] = 6.7 Hz, 3H), 1.17 (d, ] = 6.7 Hz, 3H);
sulfaneylidene)acetamide) ESI MS (m/z): 378.45 [M-+1].

398 | 2,2,2-=H-N-((2-(5-FMLIE-3- 1H-NMR (400 MHz, DMSO-d6) & 9.60 (s, 1H), 9.27
HE)-2H-M5 45 ) (e PSR (%A | (s, 1H), 8.78 (d, J = 2.7 Hz, 1H), 8.61 (d, J = 1.7 Hz,
g)-x‘i_ e 3k 2 B % (2,2,2- 1H), 8.57 (dd, J = 9.8, 2.2 Hz, 1H), 8.07 (d, J=9.3
trifluoro-N-((2-(5-fluoropyridin- | Hz, 1H), 7.66 (dd, J =9.3, 2.0 Hz, 1H), 4.10 (1, J =
3-yl)-2H-indazol-5- 6.8 Hz, 1H), 1.41 (d, ] = 6.6 Hz, 3H), 1.22 (s, 1H),
yl)(isopropyl)(oxo)- 28 1.18 (d. J = 6.6 Hz, 3H); ESI MS (m/z): 414.95
sulfaneylidenc)acetamide) [M+1].

399 o | 1H-NMR (400 MHz, DMSO-D6) 8 9.53 (d, J = 0.7

((2=(5-FH e s3I s
N )(f 5 ﬁ;{t ’tn g i) 2 1), 9.27 (s, 1H), 8.76 (d. 1 - 2.4 Hz, TH), 8.56
S-HCF IR | (4 1298723 Hy, 1H), 8.45 (d, J = 1.0 Hz, 1H),
W) 2B (N-((2-(5- 7.97 (d,J = 9.0 Hz, 1H), 7.62 (dd, ] = 9.2, 1.8 Hz,
fluoropyridin-3-yl)-2H-indazol-5- | 111y 377370 (m, 1H), 2.01 (s, 3H), 1.31 (d, J = 6.8
yl)(isopropyl)(oxo)-A’- Hz, 3H), 1.12 (d, J = 6.6 Hz, 3H); ESI MS (m/2):
sulfaneylidene)acetamide) 361.1 [M+1].

401 2,2,2- = -N-((2-(5-FILIE-3-

3 )-2H-ME M G [3,4-b ] WE-5- 1H-NMR (400 MHz, DMSO-d6) 8 9.63 (s, 1H), 9.31
YR T L) (MR IE)- Ak | (s, 1H), 9.16 (d, J = 2.4 Hz, 1H), 9.01 (d, J = 2.4 Hz,
)2 BEIE (2,2,2-trifluoro-N-((2- | 1H), 8.82(d, J =2.4 Hz, 1H), 8.64 (dt,] =9.8,2.3
(5-fluoropyridin-3-yl)-2H- Hz, 1H), 4.22 (m, ] =6.7 Hz, 1H), 1.44 (d, J = 6.7
pyrazolo[3,4-b]pyridin-5- Hz, 3H), 1.24 (d, J = 6.7 Hz, 3H); ESI MS (m/z):
yl)(isopropyl)(oxo)- A°- 41545 [M+1].

sulfaneylidene)acetamide)

402 “(2-(5-FA M -3-3E)-2H-1
;Egi(;ﬁﬁ’? %ﬁ;%&?ﬁ 1H-NMR (400 MHz, DMSO-D6) 8 9.55 (s, 1H), 9.30
e . ( (s, 1H), 8.97 (d, J = 2.4 Hz, 1H), 8.93 (d, ] = 2.4 Hz,
FIE)-A BT LB (N- | 1) 880 (d, J = 2.4 Hz, 1H), 8.62 (dt, J =9.7, 2.3
((2-(5-fuoropyridin-3-yl)-2H- Hz, 1H), 3.84 (q, ] = 6.7 Hz, 1H), 2.04 (s, 3H), 1.34
pyrazolo[3,4-blpyridin-5- (d, ] =6.8 Hz, 3H), 1.18 (d, J = 6.6 Hz, 3H); ESI MS
yD(isopropyl)(oxo)-A’- (m/z): 361.95 [M+1].
sulfaneylidene)acetamide)

2,2- R-NA((2-(5-FMEWE-3-2E)- | 1H-NMR (400 MHz, DMSO-d6) § 9.58 (s, 1H), 9.27
2H-H| e 5B (5 P ) (453 )- | (s, 1H), 8.77 (d, J = 2.4 Hz, 1H), 8.59-8.56 (m, 2H),

03 | M-BRERIEAE) 2R (2,2- 8.03 (d, ] =9.3 Hz, 1H), 7.65 (dd, J = 9.2, 1.8 Hz,

difluoro-N-((2-(5-fluoropyridin-3-
y)-2H-indazol-5-

yl)(isopropyl)(oxo)- hL

1H), 6.22 (t, J = 54.3 Hz, 1H), 4.00-3.93 (m, 1H),
137 (d,J = 6.8 Hz, 3H), 1.17 (d, J = 6.6 Hz, 3H);
ESI MS (m/z): 396.9 [M+1].
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sulfaneylidene)acetamide)

2,2- " F-N-((2-(5- Ttk mg-3-3E)-
2H- L 51 [3,4-b] L E -5 - ) (5
PR () AT AE A ) 2.
Bt 1 (2,2-difluoro-N-((2-(5-

1H-NMR (400 MHz, DMS0-d6) 3 9.61 (s, 1H), 9.31
(s, 1H), 9.09 (d, J = 2.4 Hz, 1H), 8.99 (d, J = 2.4 Hz,
1H), 8.81 (d, ] = 2.4 Hz, 1H), 8.63 (dt, ] =9.8,2.3

404 fluoropyridin-3-yl)-2H- Hz, 1H), 6.25 (t, ] = 54.2 Hz, 1H), 4.08 (q, J = 6.8
pyrazolo[3,4-b]pyridin-5- Hz, 1H), 1.40 (d, ] = 6.8 Hz, 3H), 1.23 (d, ] = 6.6 Hz,
yl)(isopropyl)(ox0)- 28. 3H); ESI MS (m/z): 397.95 [M+1].
sulfaneylidenc)acetamide)

ppm— s =, | ITH-NMR (400 MHz, DMSO-d6) 8 9.62 (d, J = 0.7
%giﬁf@?ﬁi gj gggf‘f Hz, 1H), 9.28 (d, J = 1.0 Hz, 1H), 8.78-8.77 (m, 1H),
o A =) 8.66 (q, J = 0.8 Hz, 1H), 8.57 (dt, ] = 9.8, 2.3 Hz,

- BLReEHE)-2,2,2-= T LBl (N- | 11) 8.08-8.05 (m, 1H), 7.75 (dd, J = 9.3, 2.0 Hz,
((cyclopropylmethyl)(2-(5- 1H), 3.99 (ddd, J = 26.4, 14.7, 7.1 Hz, 2H), 0.92-0.84
fluoropyridin-3-yl)-2H-indazol-3- | (1, "11), 0.56-0.40 (m, 2H), 0.28 (td, J = 9.8, 4.6 Hz,
yh(ox0)-A"-sulfaneylidene)-2,2,2- | 1y .12 (1d, J = 9.7, 4.5 Hz, 1H); ESI MS (m/z):
trifluoroacetamide) 426.9 [M+1].

%giﬁfg?ﬁi {waJ g%ff 1H-NMR (400 MHz, DMSO-D6) 3 9.55 (s, 1H), 9.28
R . ; (s, 1H), 8.76 (d, J = 2.4 Hz, 1H), 8.58-8.53 (m, 2H),

- ?Eﬁfp-%)alwiq*z . 797 (d,J=9.3 Hz, 1H), 7.72 (dd, ] = 9.3, 1.7 Hz,

yclopropylmethyl)(2-(5- 1H), 3.64 (d, J = 7.1 Hz, 2H), 2.01 (s, 3H), 0.85-0.81

ﬂll;‘()fopﬁgl0-3-yl)-2H-lﬂda201-5- (m, 1H), 0.45-0.36 (m, 2H), 0.15-0.02 (m, 2H); ESI

YIHOXO)-A - N H

sulfaneylidene)acetamide) MS (m/2): 372.95 [M+1}

NP 74 1 Y (254Ut 3. | 1H-NMR (400 MHz, DMSO-d6) 3 9.60 (d, J = 1.0

g?zﬁﬁgﬁf? ﬁ)( {Eﬂuj ,jggfﬁ Hz, 1H), 9.28 (s, 1H), 8.77 (d, ] = 2.7 Hz, 1H), 8.62

B 2.0 B2 B (N (t,J= 1.0 Hz, 1H), 8.57 (dt, J = 9.8, 2.3 Hz, 1H),

PR v - 8.03 (d, J = 9.3 Hz, 1H), 7.74 (dd, J = 9.3, 2.0 Hz,
((cyclopropylmethyl)(2-(5- 1H), 6.21 (1, J = 54.2 Hz, 1H), 3.91-3.81 (m, 2H),
fluoropyridin-3-yl)-2H-indazol-5- | 0 91.0.84 (m, 1H), 0.52-0.38 (m, 2H), 0.22 (1d, J =
y!}(oxo)-l -su]f.'aneyhdene)-lz' 9.5, 4.8 Hz, 1H), 0.09 (td, J = 9.6, 4.6 Hz, 1H); ESI
difluoroacetamide) MS (m/z); 408.95 [M+1].
2,2,2-ZHN-GF (U A 1H-NMR (400 MHz, DMSO-d6) 8 9.62 (d, J = 1.0
%)(2;(% l%—S—%)—ZH—"ﬂ -5 | Hgz, 1H), 9.56 (s, 2H), 9.34 (s, 1H), 8.64 (4, = 1.0

417 | H-N-BREEIEAL) 2Bk (2,2,2- | Hz, 1H), 8.09 (d, ] = 9.3 Hz, 1H), 7.67 (dd, ] =9.3,
trifluoro-N-(isopropyl(oxo)(2- 2.0 Hz, 1H), 4.14-4.07 (m, 1H), 1.41 (d, ] = 6.6 Hz,
(pyrimidin-5-yl)-2H-indazol-5- | 3H), 1.18 (d, J = 6.6 Hz, 3H); ESI MS (m/z): 398.0
yD)-1°-sulfaneylidene)acetamide) | [M+1].

N-(R P 0-(Fie-s. | JH-NMR (400 MHz, DMSO-D6) 5 9.56-9.55 (m,
B D -5 Hy A o gy | S 933 (5, TH), 848 (1,7 =0.9 Hz, 1H), 7.99 (d, J

TR vy : . =9.2 Hz, 1H), 7.63 (dd, ] = 9.3, 1.7 Hz, 1H), 3.77-

i (N-(isopropyl(oxo)( 3.71 (m, 1H), 2.00 (d, J = 4.9 Hz, 3H), 1.30 (d, J =
(pyrimidin-5-yl)-2H-indazol-5- | 6.7 Hz, 3H), 1.12 (d, J = 6.7 Hz, 3H); ESI MS (m/2):
yl)-A -sulfaneylidene)acetamide) | 343 5 [M+1].

—E AR 11 v, | TH-NMR (400 MHz, DMSO-d6) 3 9.60 (d, ] = 0.9
fé"*fg)(ﬁﬁm;gﬁ?ﬁ Hz, 1H), 9.56 (s, 2H), 9.33 (s, 1H), 8.59 (q,J = 0.8
21 | 7 B (0.2 difluoroN. Hz, 1H), 8.05 (d, ] =9.2 Hz, 1H), 7.66 (dd, J = 9.5,

(isopropyl(oxo)(2-(pyrimidin-5-
yl)-2H-indazol-5-yl)-A5-

1.8 Hz, 1H), 6.22 (t, ] = 54.3 Hz, 1H), 4.00-3.93 (m,
1H), 1.37 (d, J = 6.4 Hz, 3H), 1.17 (d, ] = 6.7 Hz,
3H); ESIMS (m/z): 379.9 [M+1].
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sulfaneylidene)acetamide)

2,2,3,3,3- 05 -N-( 57 A J (1) %
Fy(2- (M - 5-Fk )-2 H -0 | -5 -
S-S BiE ke P ) TR I e

1H-NMR (400 MHz, DMSO-d6) 3 9.63 (d, J = 0.9
Hz, 1H), 9.56 (s, 2H), 9.34 (s, 1H), 8.62 (t, ] = 0.9
Hz, 1H), 8.10 (d, ] = 9.2 Hz, 1H), 7.63 (dd, ] = 9.2,

422 (22,33 3-pentafluoro-N- 1.8 Hz, 1H),4.11 (1, J = 6.7 Hz, 1H), 1.41 (d,J = 6.7
(isopropyl(ox0)(2-(pyrimidin-3- | y, 3H), 1,19 (d, J = 6.7 Hz, 3H); ESI MS (m/2):
yl}-ZH-lﬂ.daZOl-S-yl)-}. - 4479 [M+1].
sulfaneylidene)propanamide)

N-(Z (A ) (2-(E E-5-25)- | TH-NMR (400 MHz, DMSO-D6) & 9.56 (s, 3H), 9.32
2H-W -5 )2 Bk WAL 2, | (s, 1H), 8.53 (1, ] = 0.9 Hz, 1H), 8.00 (d, ] =9.2 Hz,

456 B i (N-(ethyl(oxo)(2- 1H), 7.70 (dd, 1 = 9.3, 1.7 Hz, 1H), 3.67-3.57 (m,
(pyrimidin-5-yl)-2H-indazol-5- | 2H), 2.01 (s, 3H), 1.10 (t, J = 7.3 Hz, 3H); ESI MS
y1)-A°-sulfaneylidene)acetamide) | (m/z): 330 [M+1].

N-(ZFEQ2-(5-HENE-3-35)-2H- | 1H-NMR (400 MHz, DMSO-D6) § 9.54 (d, I = 1.0
W 5 - JE ) () S B ) o T Hz, 1H), 9.27 (s, 1H), 8.76 (d, J = 2.7 Hz, 1H), 8.56

462 )il (N-(ethyl(2-(5- (dt, 1 =9.9,2.3 Hz, 1H), 8.50(d, J = 1.0 Hz, 1H),
fluoropyridin-3-yl)-2H-indazol-5- | 7-98 (d,J =9.3 Hz, 1H), 7.69 (dd, J = 9.3, 1.7 Hz,
yl)(0x0)-A°- 1H), 3.65-3.58 (m, 2H), 2.00 (s, 3H), 1.10 (t, ] = 7.2
sulfaneylidene)acetamide) Hz, 3H); ESIMS (m/2): 346.9 [M+1].

N-((FR T ZER ) (52 | 1H-NMR (400 MHz, DMSO-D6) 8 9.56 (t, ] = 1.2
g -5- 3 )-2H M| 145585k | Hz, 3H), 9.32 (s, 1H), 8.52 (q, J = 0.8 Hz, 1H), 7.99
a7 | THE)Z B (N- (d, ] =9.2 Hz, 1H), 7.70 (dd, J = 9.5, 1.8 Hz, 1H),
((cyclobutylmethyl)(oxo)(2- 3.78 (d, J =7.0 Hz, 2H), 2.58-2.54 (m, 1H), 1.99 (s,
(pyrimidin-5-yl)-2H-indazol-5- 3H), 1.93-1.89 (m, 1H), 1.79-1.57 (m, 5H); ESI MS
yl)-A"-sulfaneylidenc)acetamide) | (m/z): 369.95 [M+1].
N_((%JEEPJ__LL){Z_(S_mthE_S_ 1H-NMR (400 MHz, CHLOROFORM-D) & 9.05 ('3-,
o s | 1H), 8.72 (s, 1H), 8.61 (d, J = 1.8 Hz, 1H), 8.53 (1, ]
F0)-2H-WIME- 5B (AR M- | ey, 1), 814 (dt, J = 8.9, 2.3 Hz, 1H), 7.92 (d
T fe A ) 2L 9 A (N- — 69 T 1T . _ G 1% ke 10 -

A7 iy J =92 Hz, 1H), 7.69 (dd, J = 9.2, 1.8 Hz, 1H), 3.73
((cyclobutylmethyl)(2-(5- (dd, J = 142, 6.6 Hz, 1H), 3.59 (q, J = 7.3 Hz, 1H),
ﬂuoropyrlc}am-:’r-yl)'zH'mdaZOI‘S' 271 (q. J = 7.6 Hz, 1H), 2.17 (s, 3H), 2.09-2.05 (m,
yh(ox0)- - ' 1H), 1.91-1.74 (m, 4H), 1.64-1.60 (m, 1H); ESI MS
sulfaneylidene)acetamide) (m/z): 387.1 [M+1].

N-(FF AL (4525 ) (2-(ME E-5-25)- | 1H-NMR (400 MHz, CHLOROFORM-D) & 9.38 (s,
2H-W| -5 ) ASBREE A 20 | 2H), 9.33 (s, 1H), 8.74 (d, J = 0.9 Hz, 1H), 8.60 (g, J

475 | Bl (N-(methyl(oxo)(2- =0.8 Hz, 1H), 7.97 (dd, J = 8.6, 0.9 Hz, 1H), 7.75
(pyrimidin-5-yl)-2H-indazol-5- (dd, J=9.2, 1.8 Hz, 1H), 3.40 (s, 3H), 2.19 (s, 3H);
yl)-A%-sulfaneylidene)acetamide) | ESIMS (m/z): 316.05 [M+1].

N-(2-(5- UL E-3- ) 2H- (e | TH-NMR (400 MHz, DMSO-D6_) 3 9.54 (d,7=1.0
S (LI P - Hz, 1H), 9.27 (s, 1H), 8.76 (d, ] = 2.4 Hz, 1H), 8.56
4 (dt, ] =9.8, 2.3 Hz, 1H), 8.50 (t, ] = 0.9 Hz, 1H),

483 | HHLBEE (N((2-5- 7.98 (d,J =9.0 Hz, 1H), 7.69 (dd, J = 9.3, 1.7 Hz,
fluoropyridin-3-yl)-2H-indazol-5- | 11) 3 66-3.52 (m, 2H), 2.00 (s, 3H), 1.63-1.45 (m,
yD(oxo)(propyl)-A’- 2H), 0.89 (1, ] = 7.3 Hz, 3H): ESI MS (m/2): 361
sulfaneylidene)acetamide) [M+1].

N-((2-(5-FMLIE-3-25)-2H-F| - | 1H-NMR (400 MHz, DMSO-D6) 3 9.52 (s, 1H), 9.27

485 5 E I (R-3-3) -2 kE | (s, 1H), 8.76 (d, = 2.4 Hz, 1H), 8.56 (dd, J = 7.5,

) 219 i (N-((2-(5-
fluoropyridin-3-yl)-2H-indazol-5-

2.3 Hz, 1H), 8.47 (s, 1H), 7.97 (d, ] = 9.3 Hz, 1H),
7.64(dd,J=9.3,1.7Hz, 1H), 3.39(d, ] = 6.6 Hz,
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yl)(oxo)(pentan-3-yl)-2°-
sulfaneylidene)acetamide)

1H), 2.01-1.96 (m, 4H), 1.76 (td, J = 14.7, 7.7 Hz,
2H), 1.49 (t, ] = 7.2 Hz, 1H), 0.99 (t, ] = 7.5 Hz, 3H),
0.85 (t, J = 7.5 Hz, 3H); ESI MS (m/z): 389.05
[M+1].

N-(ff T (2-(5- Rt g -3-3%)-
2H-5| -5 ) () 4 5)-2°- B e
P L) Bk % (N-(sec-butyl(2-(5-

1H-NMR (400 MHz, DMSO-D6) 3 9.45 (dd, J =
13.0, 5.0 Hz, 1H), 9.24 (d, J = 2.1 Hz, 1H),8.72 (q, ]
=2.4 Hz, 1H), 8.50-8.45 (m, 2H), 7.95 (q, ] = 4.6 Hz,

6| uoropyridin-3-yl)-2H-indagol.5- | 1H), 7.65-7.62 (m, 1H), 3.58-3.54 (m, 1H), 2.18-1.80
yl)(0x0)-A"- (m, 4H), 1.48-1.15 (m, 4H), 0.94 (dtd, J = 32.3, 7.4,
sulfaneylidene)acetamide) 4.1 Hz, 3H); ESIMS (m/z): 375.05 [M+1].
N-((3-F P 5 )(2-(5- UMt E-3- 1H-NMR (400 MHz, DMSO0-D6) 3 9.55 (d, J = 0.7
FE)-2H-1| -5 -FE) (M 45 38)-2%- | Hz, 1H), 9.28 (s, 1H), 8.76 (d, J = 2.4 Hz, 1H), 8.58-
ag7 | BT 2B (NAG- 8.54 (m, 2H), 7.99 (d, ] = 9.3 Hz, 1H), 7.71 (dd, J =
ﬂuoropropyl)(z_(s_ﬂuoropyridin_ 9.3, 2.0 HZ, IH), 4.54-4.39 (m, ZH), 3.80-3.63 (m,
3-yl)-2H-indazol-5-yl)(ox0)-A’- 2H), 2.06-1.86 (m, SH)
sulfaneylidene)acetamide) ESIMS (m/z): 379.1 [M+1].
1H-NMR (400 MHz, DMSO-d6) 3 9.48 (d, J = 0.6
N-(GFR T BE(I ) (2-(MEWE-3- | Hz, 1H), 9.34 (q, J = 2.5 Hz, 1H), 8.71 (dd, J = 4.7,
FEy-2H-m| -5 I 08B A W IE) | 1.4 Hz, 1H), 8.53-8.49 (m, 1H), 8.45 (q, J = 0.8 Hz,
565 émﬂf (N-(cyc|0buty[(oxo)(2- IH), 7.98-7.94 (m, IH), 7.72-7.67 (m, IH), 7.60 (dd,
(pyridin-3-yl)-2H-indazol-5-yl)- | J = 9.3, 1.7 Hz, 1H), 437 (1, J = 7.9 Hz, 1H), 2.56-
XG-Sulf'aney]idene’)acetamide) 2.53 (m, 1H), 2.32-2.20 (m, 2H), 1.97 (d, ] = 7.3 Hz,
3H), 1.93-1.81 (m, 3H); ESI MS (m/z): 354.9 [M+1].
P . v | TH-NMR (400 MHz, DMSO-d6) 6 9.50 (d, J = 0.9
Ijﬁ(ﬂﬁﬁﬁ;&(‘;"iﬁgzﬁ;ﬁ Hz, 1H), 9.34 (d, J = 2.4 Hz, 1H), 8.71 (dd, J = 47,
R dnpeibiie )BT | 4 Hz, 1H), 8.53-8.50 (m, 2H), 7.97 (d, J = 9.2 Hz,
s66 | WA LB (N- 1H), 7.72-7.67 (m, 2H), 3.54 (dd, J = 19.6, 5.8 Hz,
((cyclohexylmethyl)(ox0)(2- 2H), 1.97 (s, 3H), 1.79 (s, 2H), 1.61-1.51 (m, 4H),
(pyridin-3-yl)-2H-indazol-5-yl)- | 1 08 (dd, J = 15.7, 8.4 Hz, 5H); ESI MS (m/2):
A’-sulfaneylidene)acetamide) 396.95 [M+1].
] (s on. | ITHNMR (400 MHz, DMSO-d6) § 9.55 (d, J = 1.0
Eéfsﬁg)gmé ;ﬁfg %ﬁ;j Hz, 1H), 9.27 (s, 1H), 8.76 (d, J = 2.2 Hz, 1H), 8.56
- ' (dt, J = 9.9, 2.3 Hz, 1H), 8.50 (g, J = 0.8 Hz, 1H),
s70 | 2B (N-(ethyl(2-(5- 7.99-7.96 (m, 1H), 7.68 (dd, J = 9.3, 2.0 Hz, 1H),
fluoropyridin-3-yl)-2H-indazol-3- | 3 69.3 58 (m, 2H), 2.30 (q, J = 7.5 Hz, 2H), 1.10 (1, J
yD)(ox0)-A'- S = 7.3 Hz, 3H), 0.99 (, J = 7.6 Hz, 3H); ESI MS
sulfaneylidene)propionamide) (m/2): 361 [M+1].
N-(ZHE(2-(5-FMLNE-3-3)-2H- | 1H-NMR (400 MHz, DMSO-d6) & 9.56 (d, J = 1.0
W5 -5 5 (U] S 32 ) -A - B GE F Hz, 1H), 9.27 (s, 1H), 8.76 (d, ] = 2.4 Hz, 1H), 8.56
571 By 5T ik (N-(ethyl(2-(5- (dt, ] = 9.9, 2.4 Hz, 1H), 8.49 (q, J = 0.9 Hz, 1H),
fluoropyridin-3-yl)-2H-indazol-5- | 7-98 (d, J = 9.3 Hz, 1H), 7.67 (dd, J] = 9.3, 1.7 Hz,
y1)(0x0)-A°- 1H), 3.63 (q, J = 7.3 Hz, 2H), 2.46 (s, 1H), 1.09 (q, J
sulfaneylidene)isobutyramide) = 7.0 Hz, 9H); EST MS (m/z): 375.05 [M+1].
- \ m -
;(gﬂgiﬁ;ﬁiﬁéﬁgzﬁﬁ 1H-NMR (400 MHz, DMSO-d6) 3 9.56 (d, ] = 2.4
- Aol Hz, 3H), 9.32 (s, 1H), 8.50 (d, J = 0.9 Hz, 1H), 7.99
o SV HE) PR P9 K PRI (N- (d, T = 9.5 Hz, 1H), 7.68 (dd, J = 9.2, 1.8 Hz, 1H),

((cyclobutylmethyl)(oxo)(2-
(pyrimidin-5-yl)-2H-indazol-5-
yI)-25-
sulfaneylidene)cyclopropanecarbo

3.79 (d, J = 7.3 Hz, 2H), 2.56 (d, J = 6.4 Hz, 1H),
1.93-1.90 (m, 1H), 1.79-1.73 (m, 3H), 1.69-1.59 (m,
3H), 0.80-0.73 (m, 4H); ESI MS (m/z): 396 [M+1].
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xamide)

N-((FF T3 P () L 2
WE-5- 3 )- 2 H- B e 5.2 ) A S- B o
F ) AT SR (N-

1H-NMR (400 MHz, DMSO-d6) & 9.56 (s, 3H), 9.32
(s, 1H), 8.52 (d, ] = 0.9 Hz, 1H), 7.99 (d, ] = 9.5 Hz,
1H), 7.70 (dd, J = 9.2, 1.8 Hz, 1H), 3.78 (d, J = 7.3

373 | ((cyclobutylmethyl)(oxo)(2- Hz, 2H), 2.57-2.53 (m, 1H), 2.29 (q, J = 7.5 Hz, 2H),
(pyrimidin-3-yl)-2H-indazol-3- | | 94.1.89 (m, 1H), 1.79-1.58 (m, 5H), 0.99 (t, J = 7.5
yh-w'- S Hz, 3H); ESI MS (m/z): 384 [M+1].
sulfaneylidene)propionamide)

ol \ 2 FHCH: 5= M mE-3-
%(i[j;ﬁf;g( {(WSJ ,5%“5_’;_3 IH-NMR (400 MHz, DMSO-d6) & 9.55 (d, J = 1.0
) i Hz, 1H), 9.27 (s, 1H), 8.76 (d, ] = 2.2 Hz, 1H), 8.56
TR IEVRNBTRBEL (N- | (i 7 = 9.7, 2.3 Hz, 1H), 847 (q, J = 0.9 Hz, 1H),

574 | ((cyclobutylmethyl)(2-(5- 797 (d, J = 9.3 Hz, 1H), 7.67 (dd, J = 9.3, 1.7 Hz,
ﬂuoropyrlgln-3-y|)'ZH'mdaZO]'S' 1H), 3.83-3.74 (m, 2H), 2.59-2.51 (m, 1H), 1.96-1.87
yD(oxo0)-A’- (m, 1H), 1.80-1.57 (m, 6H), 0.84-0.73 (m, 4H)
sulfaneylidene)cyclopropanecarbo | ggy ms (m/z): 413.05 [M+1].
xamide)

N-((FF T ) 2-(5- -3~ | JH-NMR (400 MHz, DMSO-d6) 8 9.54 (d, J = 1.0
B A A | H5 1H) 927 (LT = 1.1 Hz, 1H), 8.75 (4, ] = 2.2 H,
_ R 1H), 8.56 (dt, J = 9.8, 2.3 Hz, 1H), 8.48 (q,J = 0.8

- i 7E ) 1Bk (N- Hz, 1H), 7.97 (d, ] = 9.3 Hz, 1H), 7.68 (dd, J = 9.3,
((cyclobutylmethyl)(2-(5- 2.0 Hz, 1H), 3.82-3.73 (m, 2H), 2.58-2.51 (m, 1H),
fluoropyridin-3-yl)-2H-indazol-5- | 5 27.2 20 (m, 2H), 1.95-1.87 (m, 1H), 1.81-1.60 (m,
yl(oxo0)-A - . 5H), 1.58-1.48 (m, 2H), 0.87 (1, J = 7.5 Hz, 3H); ESI
sulfaneylidene)butyramide) MS (m/z): 415.05 [M+1].
N—((};FT%EF%)(Z-{S—%%UE—:’I— 1H-NMR (400 MH;, DMSO-dﬁ)_ED 9.55 (d, I=10
HE)DH -5 (I e | % 1HD, 9:27 (5, 1H), 8.76 (4, J = 2.2 Hz, 1H), 856
s EEvS (dt, J = 9.7, 2.3 Hz, 1H), 8.48 (1, J = 0.9 Hz, 1H),
BLe )5 T Wtk (N- 797 (d, J = 9.0 Hz, 1H), 7.67 (dd, J = 9.2, 1.8 Hz,

576 | ((cyclobutylmethyl)(2-(5- 1H), 3.78 (d, J = 7.3 Hz, 2H), 2.54 (d, J = 8.1 Hz,
fluoropyridin-3-yl)-2H-indazol-5- | 111y 246 (d, J = 6.8 Hz, 1H), 1.95-1.90 (m, 1H),
yD(oxo)-A- 1.78-1.60 (m, 5H), 1.06 (d, J = 7.3 Hz, 6H); ESI MS
sulfaneylidene)isobutyramide) (m/z): 415.1 [M+1].

N-(ZH(2-(5-FMLNE-3-45)-2H- | TH-NMR (400 MHz, DMSO-d6) 8 9.55 (d, J = 1.0
e g5 5 ) () 40 3 ) - I Hz, 1H), 9.27 (d, ] = 1.0 Hz, 1H), 8.76 (d, ] = 2.2 Hz,
FEVFR T B R MM (N-(ethyl(2-(5- 1H), 8.56 (dt, J = 9.8, 2.3 Hz, 1H), 8.48 (q,J = 0.8

577 fluoropyridin-3-yl)-2H-indazol-5- | Hz, 1H), 7.98 (dt, 1 = 9.2, 0.9 Hz, 1H), 7.67 (dd, ] =
yl)(oxo)-ké- 9.3, 2.0 Hz, 1H), 3.68-3.56 (m, 2H), 1.68-1.62 (m,
sulfaneylidene)cyclopropanecarbo | 1H), 1.10 (1, J = 7.3 Hz, 3H), 0.82-0.71 (m, 4H); ESI
xamide) MS (m/z): 373 [M+1].

IH-NMR (400 MHz, DMSO-d6) & 9.55 (d, J = 1.0
N-(LHEQ-(S-MMLIE-3-25)-2H- |y, 1p), 9F2? (d,J=12Hz lH),)S.?S «, .(l =22 Hz,
-5 HE)-A-BREEE | 1H), 8.55 (dt, J = 9.9, 2.4 Hz, 1H), 8.49 (g, J = 0.9

578 | )T EiRE (N-(ethyl(2-(5- Hz, 1H), 7.99-7.96 (m, 1H), 7.67 (dd, J = 9.3, 1.7 Hz,
fluoropyridin-3-yl)-2H-indazol-5- | 1H), 3.69-3.56 (m, 2H), 2.29-2.22 (m, 2H), 1.53 (td,
yl)(ox0)-A°- J =147, 7.3 Hz, 2H), 1.11-1.04 (m, 3H), 0.93-0.85
sulfaneylidene)butyramide) (m, 3H); ESIMS (m/z): 375 [M+1].

O IH-NMR (400 MHz, DMSO-d6) 5 9.54 (d, J = 0.5

- N-((FF T3 F ) (2-(5-MEWE-3- | 1z, 1H), 9.27 (s, 1H), 8.75 (d, J = 2.4 Hz, 1H), 8.55

-2 H -5 - 5 -5 () 4 e ) -0 -
T foe YV ) PRI B A (N-

(dt, T = 9.8, 2.3 Hz, 1H), 8.49 (d, ] = 1.0 Hz, 1H),
7.96 (d, ] = 9.3 Hz, 1H), 7.68 (dd, J = 9.2, 1.8 Hz,
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((cyclobutylmethyl)(2-(5-
fluoropyridin-3-yl)-2H-indazol-5-
yl)(ox0)-A°-
sulfaneylidene)propionamide)

1H), 3.82-3.73 (m, 2H), 2.57-2.52 (m, 1H), 2.28 (g, J
= 7.5 Hz, 2H), 1.95-1.87 (m, 1H), 1.79-1.58 (m, SH),
0.99 (t, ] = 7.5 Hz, 3H); ESI MS (m/z): 401 [M+1].

N-CH LA (] S ey (2P g -3
e )-2H-15| -5 5D 5B e W7 3 )

TH-NMR (400 MHz, DMSO-d6) 6 9.48 (s, 1H), 9.33
(d, I = 2.4 Hz, 1H), 8.71 (dd, J = 4.8, 1.3 Hz, 1H),
8.52-8.49 (m, 1H), 8.47 (s, 1H), 7.96 (d, J = 9.0 Hz,

581 7.kl (N-(cyclopentyl(oxo)(2- | 1H), 7.69 (dd, J = 8.8, 4.9 Hz, 1H), 7.64 (dd, ] = 9.3,
(pyridin-3-yl)-2H-indazol-5-yl)- | 1.7 Hz, 1H), 4.04 (t, ] = 7.9 Hz, 1H), 2.13-2.04 (m,
A’-sulfaneylidene)acetamide) 2H), 1.97 (s, 3H), 1.75 (dd, J = 13.0, 7.6 Hz, 1H),

1.66-1.50 (m, 5H); ESI MS (m/z): 369 [M+1].

TH-NMR (400 MHz, DMSO0-d6) § 9.50 (s, 1H), 9.34
N-(5 R IE(M R (2-(EmE-3- | (d, J = 2.4 Hz, 1H), 8.71 (dd, J = 4.6, 1.2 Hz, 1H),
JEy-2H-I| -5 IO FR A WP L) | 8.53-8.50 (m, 2H), 7.98 (d, J = 9.3 Hz, 1H), 7.72-

582 Z‘Eﬁ:ﬂﬁ (N_([S(Jpcn[y[(o)(o)(z_ 7.67 (m, 2H), 3.68-3.55 (m, 2H), 2.00 (s, 3H), 1.57
(pyridin-3-yl)-2H-indazol-5-yl)- (td, J = 13.3, 6.7 Hz, 1H), 1.52-1.43 (m, 1H), 1.36-
A°-sulfaneylidenc)acetamide) 1.27 (m, 1H), 0.80 (dd, J = 6.5, 4.3 Hz, 6H); ESI MS

(m/z): 371 [M+1].
N-((3-if PTAE) (M5 AL ) (2-(MEBE- | 1TH-NMR (400 MHz, DMSO-d6) 8 9.51 (s, 1H), 9.34
3-JL)-2H-05| M-S JE)- 0SB | (d, J = 2.4 Hz, 1H), 8.72 (dd, J = 4.8, 1.3 Hz, 1H),

583 Y2 Wil (N=((3- 8.53-8.50 (m, 2H), 8.00 (d, J = 9.3 Hz, 1H), 7.71-
cyanopropyl)(oxo)(2-(pyridin-3- | 7.68 (m, 2H), 3.77-3.60 (m, 2H), 2.61 (t, J = 7.3 Hz,
y])-ZH-inclazol-S-yl)-?t"- 2H), 2.03 (s, 3H), 1.94-1.79 (m, 2H); ESI MS (m/z):
sulfaneylidene)acetamide) 368 [M+1].

N'(G'Hﬁﬁg)f{m ﬁﬁ)ﬁ(z'(”{tu@' 1H-NMR (400 MHz, DMSO-d6) & 9.52 (s, 1H), 9.34
3-3)-2H-WIME-SI-NRARE | (4525 4 Hy, 1H), 8.72-8.71 (m, 1H), 8.51 (d, J =
MR HE BRI (N-(G- R T, A RO § i . T e

e | - 7.3 Hz, 2H), 8.00 (d, J = 9.3 Hz, 1H), 7.71-7.65 (m,
cyanopropyl)(0x0)(2-(pyridin-3- | o) 379.3,61 (m, 2H), 2.61 (t, ] = 7.2 Hz, 2H),
¥ HeE- gyl 1.93-1.78 (m, 2H), 1.65 (dd, J = 13.0, 6.8 Hz, 1H),
Sulfég?““ﬂe}cydopmpaﬂecafbo 0.83-0.77 (m, 4H); EST MS (m/2): 394 [M+1].
xamidae

1H-NMR (400 MHz, DMSO-d6)  9.48 (d, ] = 0.7
N-(U”JJ’EL&L(DE-3-JJ£)(2-(HHZHE-3- HZ, ]H), 9.33 {d, J= 2?_ HZ, IH), 8.71 (dd, I= 4.8,
%)-2[‘[-”&"“&2-5-.%}-16- Jliﬁﬂﬁ%) 13 HZ, IH), 8.51 (dq, J —_8.3, 1.4 HZ, IH).,. 8.46 (Cl.,;l

590 . = 1.0 Hz, 1H), 7.97 (d, J = 9.0 Hz, 1H), 7.69 (dd, ] =
LBt (N~(oxo(pentan-3-y1)2- | g 3 4.9 Hz, 1H), 7.63 (dd, J = 9.3, 2.0 Hz, 1H), 3.38
(pyridin-3-y)-2H-indazol-5-yl)- | (¢ 1= 7.1 Hy, 1H), 2.03-1.96 (m, 4H), 1.80-1.68 (m,
A’-sulfaneylidene)acetamide) 2H), 1.53-1.46 (m, 1H), 0.99 (t, ] = 7.6 Hz, 3H), 0.85

(t, ] =7.6 Hz, 3H); ESI MS (m/z): 370.95 [M+1].

IH-NMR (400 MHz, DMSO-d6) & 9.49 (d, J = 0.7
N-(5 T E( 5 )(2-(EBE-3- | Hz, 1H), 9.34 (d, ] = 2.4 Hz, 1H), 8.71 (dd, J = 4.6,
Ht)-2H-15| -5 JE)-AC-BR B2 F JE) | 1.5 Hz, 1H), 8.52-8.49 (m, 2H), 7.98 (d, J = 9.3 Hz,

591 2Bl (N-(isobutyl(ox0)(2- 1H), 7.72-7.67 (m, 2H), 3.59 (dd, J = 14.4, 6.4 Hz,
(pyridin-3-yl)-2H-indazol-5-yl)- 1H), 3.49 (dd, ] = 14.4, 6.4 Hz, 1H), 2.02 (t, ] = 6.6
A°-sulfaneylidenc)acetamide) Hz, 1H), 1.98 (s, 3H), 0.98 (d, J = 6.8 Hz, 3H), 0.88

(d, J = 6.8 Hz, 3H); ESI MS (m/2): 356.9 [M+1].
N-(FF B S (3 (2- (b - 3- 1H-NMR (400 MHE, DMSO-dﬁ} 4 9.48 (d, J_= 0.6
B )-2H-W| -5 58 ) -0 OB A P 4k ) Hz, 1H), 9.33 (d, ] = 2{ Hz, 1H), 8.71 (dd, J = 4.7,
592 1.4 Hz, 1H), 8.51 (dq, J = 8.3, 1.4 Hz, 1H), 8.45 (d, J

LB (N-(cycloheptyl(oxo)(2-
(pyridin-3-yl)-2H-indazol-5-yl)-

=0.9 Hz, 1H), 7.96 (d, ] = 9.2 Hz, 1H), 7.69 (q, J =
4.2 Hz, 1H), 7.63 (dd, ] = 9.2, 1.8 Hz, 1H), 3.69-3.64
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A°-sulfaneylidenc)acetamide)

(m, 1H), 2.30-2.27 (m, 1H), 2.00 (s, 3H), 1.95-1.90
(m, 1H), 1.68-1.60 (m, 3H), 1.53-1.34 (m, 7H); ESI
MS (m/z): 397.05 [M+1].

N-((2-FF L2k 238 (I 1 ) (2-
(MHE g -3 -4 ) -2 H-Fg| 18- 5. ) 8-
BEV k) 2 Wil (N-((2-

TH-NMR (400 MHz, DMSO-d6) 5 9.50 (d, J = 0.9
Hz, 1H), 9.34 (d, J = 2.4 Hz, 1H), 8.71 (dd, J = 4.7,
1.4 Hz, 1H), 8.53-8.50 (m, 2H), 7.97 (d, ] = 9.2 Hz,
1H), 7.71-7.67 (m, 2H), 3.67-3.60 (m, 2H), 1.9 (s,

98 cyclohexylethyl)(oxo)(2-(pyridin- | 3H), 1.59-1.51 (m, 5H), 1.50-1.44 (m, 1H), 1.34-1.21
3_y|)_21_1_indazg|_5_y|)_1"_ (m, 2H), 1.11-1.01 (m, 3H), 0.78 (dd, J = 21.5, 9.9
sulfaneylidene)acetamide) Hz, 2H)

ESI MS (m/z): 411.1 [M+1].

TH-NMR (400 MHz, DMSO-d6) & 9.48 (s, 1H), 9.33
N-(M 5 FE(-2-F8)(2-(HEBE-3- | (d, J = 2.7 Hz, 1H), 8.71 (dd, J = 4.6, 1.5 Hz, 1H),
JEy-2H-I -5 JE) 0O B A P IE) | 8.51 (d, J = 9.3 Hz, 1H), 8.44 (s, 1H), 7.97 (d, J = 8.6

594 Z‘ﬁﬂﬁ (N_(oxo(pcntan_z_y[)(z_ Hz, ]H). 7.69 (dd, J= 8‘2, 4.8 HZ, IH), 7.61 (dd, J=
(pyridin-3-yl)-2H-indazol-5-yl)- 9.3, 1.2 Hz, 1H), 3.62-3.58 (m, 1H), 2.00 (d, J = 6.6
A°-sulfaneylidenc)acetamide) Hz, 4H), 1.35-1.11 (m, 6H), 0.83 (dt, J = 36.4, 7.2

Hz, 3H); ESI MS (m/z): 370.85 [M+1].
P g— 1H-NMR (400 MHz, DMSO-d6) & 9.50 (d, J = 4.2
@@”@?ﬁgﬁ%i?ﬁ;‘g' Hz, 1H), 9.34 (d,J = 2.7 Hz, 1H), 8.71 (d, ] = 4.6 Hz,
e " 1H), 8.51 (d, J = 10.8 Hz, 2H), 7.95 (dd, J = 9.3, 4.2

596 | M-BRSEIEE) LBEK (N-(ox0(2- | 1, 1H), 7.74-7.67 (m, 2H), 4.16-4.05 (m, 1H), 3.93-
(pyridin-3-yl)-2H-indazol-5- 3.82 (m, 2H), 3.59-3.42 (m, 2H), 2.00 (d, J = 16.6
yD((tetrahydrofuran-2-yhmethyl)- | y, 3h) 1.96-1.84 (m, 1H), 1.80-1.66 (m, 2H), 1.63-
A —sulfancylldcnc)acctamldc) 1.50 (Il'l, 1H); ESI MS (WZ): 384.9 [M+l]

" o T 1] L L 1l L
%%%';iﬁig@éﬁ?%ﬁ 1H-NMR (400 MHz, DMSO-d6) 8 9.50 (s, 1H), 9.34
; Koyl Lovals (d, ] =2.4 Hz, 1H), 8.71 (d, ] = 3.4 Hz, 1H), 8.51 (d,
Y HE )R PR B PR (N- J=9.5 Hz, 2H), 7.97 (d, J = 9.3 Hz, 1H), 7.70-7.67

508 | ((cyclohexylmethyl)(oxo)(2- (m, 2H), 3.58 (d, ] = 5.9 Hz, 1H), 3.52 (d, J = 5.9 Hz,
(pyridin-3-yl)-2H-indazol-5-y1)- | 111, 1.79 (s, 2H), 1.63-1.51 (m, 5H), 1.11-1.00 (m,
A _ 5H), 0.76-0.73 (m, 4H); ESI MS (m/z): 423.15
sulfaneylidene)cyclopropanecarbo [M+1].
xamide)

" ————— 1H-NMR (400 MHz, DMSO-d6) 8 9.50 (s, 1H), 9.34
%(gﬂﬁiﬂﬁ)ﬂf{?iﬁgzﬁ;ﬂ; (d,J =24 Hz, 1H), 8.71 (d, ] = 3.4 Hz, 1H), 8.52 (s,
- Sl el Y81 2H), 7.97 (d, J = 9.3 Hz, 1H), 7.72-7.67 (m, 2H),

599 | WEAE)PIEEL (N- 357 (d, ] = 5.9 Hz, 1H), 3.52 (d, J = 5.9 Hz, 1H),
((cyclohexylmethyl)(ox0)(2- 2.27(q, J = 7.5 Hz, 2H), 1.79 (s, 2H), 1.61-1.51 (m,
(pyridin-3-yl)-2H-indazol-5-yl)- | 453 1.11-1.05 (m, 4H), 0.97 (t, J = 7.6 Hz, 4H); ESI
A’-sulfaneylidene)propionamide) | pmg (m/z): 411 [M+1].

N-(FF T ()23~ | IH-NMR (400 MHz, DMSO-46) 3 9.50 (d, T = 1.0
) 2H 5 )2 ik 2y | Fo 1), 9:34 (4,7 = 2.2 Hz, TH), 871 (dd, J = 48,
din . 1.3 Hz, 1H), 8.52-8.49 (m, 2H), 7.98 (d, ] = 9.0 Hz,

600 IRk (N- 1H), 7.71-7.67 (m, 2H), 3.60 (dd, J = 14.5, 6.2 Hz,
(isobutyl(oxo)(2-(pyridin-3-yl)- | 1), 3.51 (dd, J = 14.4, 6.4 Hz, 1H), 2.01 (1, ] = 6.7
2H-indazol-5-yl)-A - Hz, 1H), 1.61 (d, ] = 6.6 Hz, 1H), 0.98 (d, ] = 6.6 Hz,
sulfaneylidene)cyclopropanecarbo | 311y 0.89 (d, J = 6.8 Hz, 3H), 0.78-0.74 (m, 4H); ESI
xamide) MS (m/z): 383 [M+1].
N-({UHHE(R-2-25)(2-(HEBE-3- | TH-NMR (400 MHz, CHLOROFORM-D) § 9.32 (s,

601 | H)-2H-| -5 JE)-AS ik L) | 1H), 8.77-8.74 (m, 2H), 8.46-8.45 (m, 2H), 7.89 (d, J

AT RS (N-(oxo(pentan-2-

=9.3 Hz, 1H), 7.68-7.62 (m, 2H), 3.59-3.49 (m, 1H),
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yD)(2-(pyridin-3-yl)-2H-indazol-5-
yl)-°-
sulfaneylidene)cyclopropanecarbo
xamide)

2.21-2.16 (m, 1H), 1.82-1.77 (m, 1H), 1.48-1.23 (m,
6H), 1.02-0.98 (m, 2H), 0.96-0.80 (m, SH); ESI MS
(m/z): 397.05 [M+1].

N-(J (R -3- ) (2-(E e -3-
Jik)-2H-15| -5 5800 B 47 1 i )
A R 9 % (N-(oxo(pentan-3-

IH-NMR (400 MHz, CHLOROFORM-D) & 9.28 (s,
1H), 8.81-8.73 (m, 2H), 8.48 (d, ] = 1.0 Hz, 1H),
8.41 (d, J = 9.0 Hz, 1H), 7.86 (dd, J = 15.0, 8.7 Hz,

605 y1)(2-(pyridin-3-yl)-2H-indazol-5- 1H), 7.67-7.58 (m, 2H), 3.28-3.22 (m, 1H), 2.19-2.08
y1)-26- (m, 1H), 1.92-1.75 (m, 3H), 1.68-1.57 (m, 1H), 1.13-
sulfaneylidene)cyclopropanecarbo | 1.07 (m, 3H), 1.04-0.94 (m, 5H), 0.85-0.77 (m, 2H)
xamide) ESIMS (m/z): 397.2 [M+1].

ITH-NMR (400 MHz, McOD) & 9.34 (d, J = 2.0 Hz,
N-(FF U E( 5 (2-(EBE-3- | 1H), 9.27 (d, J = 1.0 Hz, 1H), 8.71 (dd, J = 4.9, 1.5
) 2H-M| -5 S5 RSBk W L) | Hz, 1H), 8.57-8.53 (m, 2H), 7.97 (d, J = 9.3 Hz, 1H),

606 L% (N-(cyclohexyl(oxo)(2- 7.73-7.69 (m, 2H), 4.60 (s, 1H), 3.51-3.45 (m, 1H),
(pyridin-3-yl)-2H-indazol-5-yl)- | 2.35 (s, 1H), 2.14 (s, 3H), 1.94 (d, J = 15.2 Hz, 2H),
A°-sulfaneylidenc)acetamide) 1.86 (d, J = 11.7 Hz, 1H), 1.69 (s, 1H), 1.49-1.30 (m,

4H); ESI MS (m/z): 382.9 [M+1].

1H-NMR (400 MHz, McOD) & 9.31 (d, J = 2.7 Hz,
N-(m“)ﬁg(JE'Z-ﬁ}(Z-(ultuE-:i- ]H}, 9.25 (S, IH), 8.68 (dd, J= 4.8., 1.3 HZ, IH),
B D -5 Ak o Aty | 854851 (m, 2H), 7.95-7.92 (m, 1H), 7.70-7.66 (m,

e | = 2H), 4.57 (s, 1H), 3.60-3.53 (m, 1H), 2.44-2.38 (m,
P (N-(oxo(pentan-2-y1)(2- | 551 2.16-1.80 (m, 1H), 1.41 (d, J = 6.8 Hz, 2H),
(pyridin-3-y)-2H-indazol-5-yl)- | 1 24 (4, J = 6.8 Hz, 2H), 1.15-1.09 (m, 3H), 0.95 (¢, J
A -Su]fancy]ldcnc)proplonamldc) =172 HZ, 2H).‘ 0.86 (t., J]=172 HZ, ZH), ESI MS

(m/z): 385.05 [M+1].

1H-NMR (400 MHz, CHLOROFORM-D)  9.29 (d,
N-( A (1e-3-B8)(2-(EWE-3- | T = 2.1 Hz, 1H), 8.76-8.74 (m, 2H), 8.49 (d, ] = 0.6
JEy-2H-m| -5 308 FR 4 W 3E) | He, 1H), 8.44 (d, J = 8.3 Hz, 1H), 7.88 (d, J = 9.2 Hz,

608 |7IJ Ej"iﬂﬁ (N-(o)(o(pcn[an-:-}-y[)(z- ]H), 7.66-7.62 (I’]l, 2H), 3.30-3.24 (m, IH}‘ 2.44 (q, J
(pyridin-3-yl)-2H-indazol-5-yl)- | = 7.5 Hz, 2H), 2.19-2.09 (m, 1H), 1.90-1.79 (m, 2H),
A°-sulfaneylidene)propionamide) | 1.68-1.57 (m, 1H), 1.17-1.07 (m, 6H), 0.95 (t, J = 7.5

Hz, 3H): ESI MS (m/z): 384.95 [M+1].
N -l -3 )21 | TH-NMR (400 MHz CHLOROFORM-D) 5 9.21 (d,
o5 Y333 = P s | )= 24 Ha, 1H), 8.73-8.71 (m, 2H), 8.66 (d, J = 0.6
. - Hz, 1H), 8.30 (dq, J = 8.3, 1.4 Hz, 1H), 7.89 (d, ] =

611 | o) LBt (N-(oxo(2- 9.2 Hz, 1H), 7.72 (dd, = 9.3, 1.7 Hz, 1H), 7.55-7.52
(oyridin-3-yl)-2H-indazol-5- (m, 1H), 4.16-4.11 (m, 1H), 4.00-3.94 (m, 1H), 3.55-
yD(3,3,3-trifluoropropyl)-2"- 3.48 (m, 1H), 3.44-3.37 (m, 1H), 2.61-2.54 (m, 1H),
sulfaneylidene)acetamide) 2.41-2.34 (m, 1H); ESI MS (m/z): 396.85 [M+1].

TH-NMR (400 MHz, METHANOL-D4) 6 9.30 (d, J
N-CHT RS (I 3 (2- (b - 3- =2.4 Hz, 1H), 9_.24 (s, 1H), 8.‘68 (dd, J = 4.3, 1.4 Hz,
JE) 2H 537k 7 gy | 1FD» 8:59 (4, J = 1.2 Hz, 1H), 8.52 (dg, J = 84, 1.3

613 | 7w Hz, 1H), 7.94 (d, ] = 9.2 Hz, 1H), 7.76 (dd, ] = 9.2,
LB (N-(neopentyl(ox0)(2- 1.8 Hz, 1H), 7.69 (dd, J = 8.3, 4.9 Hz, 1H), 3.71 (d, J
(pyridin-3-yl)-2H-indazol-5-yl)- | — 147 Hg, 1H), 3.47 (d, J = 14.7 Hz, 1H), 2.05 (d, J
A’-sulfaneylidene)acetamide) = 14.7 Hz, 3H), 1.12 (1, J = 14.7 Hz, 9H); ESI MS

(m/z): 370.95 [M+1].
N-CHr G EE () ) (2-(MEWE-3- | 1H-NMR (400 MHz, METHANOL-D4) § 9.30 (d, J

614 | H)-2H-W| M5 JE)ASFikE T L) | = 2.4 Hz, 1H), 9.24 (s, 1H), 8.67 (dd, J = 4.9, 1.2 Hz,

WA ke R B (N-

1H), 8.56 (d, J = 1.5 Hz, 1H), 8.52 (dq, J = 8.3, 1.3
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(neopentyl(oxo)(2-(pyridin-3-yl)- | Hz, 1H), 7.93 (d, ] = 9.5 Hz, 1H), 7.74 (dd, J = 9.2,

2H-indazol-5-yl)-A°- 1.8 Hz, 1H), 7.69 (dd, ] = 8.3, 4.9 Hz, 1H), 3.68 (d, J
sulfaneylidene)cyclopropanecarbo | = 14.4 Hz, 1H), 3.42 (d, J = 14.5 Hz, 1H), 1.70-1.65
xamide) (m, 1H), 1.12 (d, J = 14.7 Hz, 9H), 0.98-0.81 (m,
4H); ESI MS (m/z): 397.1 [M+1].
[0671] N-({ 48 3 (7 32 ) (2-(MEE e -3 - 1H-NMR (400 MHz, DMSO-d6) & 9.50 (d, J = 1.0

e < v 26 e 0 e | Hz, TH), 9.34 (d, J = 2.2 Hz, 1H), 8.71 (dd, J = 4.6,
o | ALHMESIDARENIING |y, ), 8.53:8.49 (m, 2H), 7.98 (d, 1 = 93 Ha,
Fifi% (N-(oxo(propy)(2-(pyridin- | 11y 7.71.7.67 (m, 2H), 3.66-3.52 (m, 2H), 2.00 (s,
3-y)-2H-indazol-5-yl)-A™- 3H), 1.64-1.44 (m, 2H), 0.89 (t, J = 7.5 Hz, 3H)
sulfaneylidene)acetamide) ESI MS (m/2): 343.05 [M+1].

[0672]  XF oAU IR AU, (o FHDN B BRI

[0673]  SZfBI11:N- (GRAEEFRIL) (4L (2- (g -5-3E) -2H- M58 - 5-5E) -0° Tk Il
35 -3, 3- A T E-1- R (N- ((eyclopropylmethyl) (oxo) (2- (pyrimidin-5-yl) -
2H-indazol-5-yl) -A%-sulfaneylidene) -3,3-difluorocyclobutane-1-carboxamide) 429

HIE Rk
< 0 (A

- SQ - S:N
[0674] SQ& NH +HOMF HATU, DIPEA 3 P )/__<><F
NS ¢ DMF,25°C,16h N(? 0 )
LN’ kN’ 429

(06751 FEL4 PR R R (IS (2 (WE -5-J5) - 2H- 15[ - 5- 35) -A°- B b i
((cyclopropylmethyl) (imino) (2- (pyrimidin-5-y1) -2H-indazol-5-y1) -A°-sul fanone)
(250mg, 0. 798mmo1) [N, N- — FHEL A% (3mL) yA R, T-25°C IS, 3- 50 BA T hE-1-12
g (3,3-difluorocyclobutane-1-carboxylic acid) (130mg,0.957mmol) DA M 1- [ (—HH
Fep 3 W] -1H-1,2,3- =M I [4,5-bIMEIEES3 - F AL W /S R 2h (1- [Bis
(dimethylamino) methylene]-1H-1,2,3-triazolo[4,5-blpyridinium 3-oxide
hexafluorophosphate) (455mg,1.197mmol) 55, JHAN,N- SR H i (N, N-
diisopropylethylamine) (0.278mL,1.596mmol) , ELAFHR A T25 CHi bk 16/ N o SN 5¢
B2 5 SOSHE S P INNIK (10mL) K, VAR T (3X25mL) 2T LA ER /K (1X25 mL)
T ANUZ AT KB RN T 1k I8 I IR M 44 T A5 BRELIR R o AE P DA B8 i
AR AT AT A (S 2P AR SERIN- (GAPIEE L) (5D (2- (MEEmg -5-BL) - 2H - | -
5-4E) ATkl dE) -3, 3- A T bi-1-FRBEIE (N- ((cyclopropylmethyl) (oxo) (2-
(pyrimidin-5-y1) -2H-indazol-5-y1) -A%-sulfaneylidene) -3,3-difluorocyclobutane-
1-carboxamide) 429 (88mg,0.204mmol , ;726 %) »

[0676]  SL11: AN TH IR YE L S WA B 55 1 1P i R 1) 5 3 (R A2 4 9 5 07 1 1)
o
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[0678]

W B B
wEM HEmAR ST EEE
C el
420 | 15 RE-N-CR A ZE( A IE)(2-(% | TH-NMR (400 MHz, DMSO-d6) 3 9.58-9.56 (m,
W-5-3E)-2H-W| -5 ) A0 ke | 3HD), 9.33 (s, 1H), 8.53 (d, J = 1.0 Hz, 1H), 8.03 (d,
F 55 )BR 7 - 1- R B (1-cyano- J=9.3 Hgz, 1H), 7.64 (dd, 1 =9.2, 1.8 Hz, 1H), -
N-(l‘sopl‘opyl(oxo)(2-(pyrlmldln-5- 391-3.85 (nl, lH), 1.64-1.46 (m., 4H), 1.36 {d, I=
yl)-ZH-indaZOI-S-yl)-lé- 6.6 HZ, 3H}, 1.17 (d., J=6.6 HZ, 3H), ESIMS
sulfaneylidene)cyclopropane-1- (m/z): 394.6 [M+1].
carboxamide)
423 | N-(5R (A 3 ) (2-(ME e -S- 1H-NMR (400 MHz, DMSO-d6)  9.57-9.56 (m,
Jit )2 H -5 -5 e -2 - o I i )- 3H), 9.32 (s, 1H), 8.42 (g, J = 0.9 Hz, 1H), 8.01-
1-F SE R 7 - | R B e (N- 7.98 (m, 1H), 7.57 (dd, J = 9.2, 1.8 Hz, 1H), 3.71
(isopropyl(oxo)(2-(pyrimidin-5- (q,J=6.7 Hz, 1H), 1.28 (d, ] = 6.8 Hz, 3H), 1.21
yl)-2H-indazol-5-yl)-1"- (s, 3H), 1.15 (q. J = 2.8 Hz, 2H), 1.12 (d, T = 6.6
sulfaneylidene)-1- Hz, 3H), 0.65 (dd, ] =9.0, 6.1 Hz, 2H); ESI MS
methylcyclopropane-1- (m/z): 384.1 [M+1].
carboxamide)
B HE-N-((2-(5- T WE-3-)-
! HF':“ NA(25 ﬁ HUE3-HE)- | NMR (400 MHz, DMSO-d6) 4 9.56 (d, ] = 0.7
2H-WGE-S-HE Gt AR RUR)- | ) "9 57 (s, 1H), 8.77 (d, J = 2.2 Hz, 1H), 8.56
6'Ff§ﬂkﬁ:)ﬂ:mrﬁ-l-;€§&ﬁ (l- z, 3 Fe (Sa y O ( ] - Z, y, 2
A= lE 2 vi-1-% R (dt,J =9.8, 2.4 Hz, 1H), 8.50 (t, J = 0.9 Hz, 1H),
425 | cyano-N-((2-(5-fluoropyridin-3- | g 01 (d, 7 =9.3 Hz, 1H), 7.63 (dd, J = 9.3, 1.7 Hz,
-2H-indazol-5- 1H), 3.91-3.85 (m, 1H), 1.62-1.46 (m, 4H), 1.36 (d,
yl)-2H-indazol-5 .
yl)(isopropyl)(oxo)- A"~ J=6.6 Hz, 3H), 1.17 (d, ] = 6.6 Hz, 3H); ESI MS
sulfaneylidene)cyclopropane-1- (m/z): 412 [M+1].
carboxamide)
- S -_ - \. i " " | =2
1B N (_(HW%EF%MEJ)EL .| 1H-NMR (400 MHz, DMSO-d6) 5 9.62 (d, ] = 0.7
R)Q-(HEE-5-HE)-DHIME-5-20)- | ) S o 564 1 = 12.0 Hz, 2H), 9.33 (s, 1H
6_ *ﬁﬂ]z%)%mﬁ-l-?ﬁﬁﬂﬁ (1_ z, s e ( ] = Z, )1 . (S., )a
A-fia : 8.61 (1, 1= 0.9 Hz, 1H), 8.04 (d, ] = 9.3 Hz, 1H),
426 | cyano-N- 7.75 (dd, 1 =9.3, 1.7 Hz, 1H), 3.77 (, ] = 7.6 Hz,
((cyclopropylmethyl)(oxo)(2- 2H), 1.65-1.49 (m, 4H), 0.88-0.82 (m, 1H), 0.50-
(pyrimidin-5-yl)-2H-indazol-5-y1)- | 40 (m, 2H), 0.23-0.09 (m, 2H); ESI MS (m/z):
A -su]faneyhdene)cyclnpropane-l- 406.9 [M+1].
carboxamide)
N-(CFF 73 2 1 2 (L3 - (%
WE-5-3%)-2H-H -5 5 )00 AE | 1H-NMR (400 MHz, DMSO-d6) 8 9.62 (d, ] = 1.0
W IE)-3,3,3- = 4-2.2-— FALHEE | Hz, 1H), 9.57 (s, 2H), 9.33 (s, 1H), 8.57 (d, ] = 1.0
o7 | B Hz, 1H), 8.03 (d, ] = 9.3 Hz, 1H), 7.71 (dd, ] = 9.3,
((cyclopropylmethyl)(oxo)(Z— 2.0 HZ, IH}, 3.79-3.68 (m, 2H), 1.37 (d, I=8.6 HZ,
(pyrimidin-5-yl)-2H-indazol-5-yl)- 6H), 0.83 (t, ] = 7.6 Hz, 1H), 0.44-0.39 (m, 2H),
?Lﬁ-Sulfaneylidene)—3,3,3-triﬂu0r0- 0.18-0.08 (m, 2H); EST MS (m/z): 452.1 [M+1].
2,2-dimethylpropanamide)
N-((F P4 F ) (A5 )(2-(" | 1H-NMR (400 MHz, DMSO-d6) § 9.59 (d, J = 1.0
Wi -5-3E)-2H-1| -5 -3E)-AS-Fi k| Hz, 1H), 9.56 (s, 2H), 9.32 (s, 1H), 8.54 (1, 7= 0.9
S HE)ER . M (N- Hz, 1H), 7.99 (d, ] =9.3 Hz, 1H), 7.71 (dd, ] = 9.3,
428 ((cyclopropylmcthyl)(oxo)(z- 1.7 HZ. IH)‘ 3.65 (dq, J= 235, 7.3 HZ, ZH), 225‘
(pyrimidin-5-yl)-2H-indazol-5-yl)- | 2.19 (m, 1H), 1.86 (d, J = 4.2 Hz, 2H), 1.70-1.58
A (m, 3H), 1.38-1.13 (m, 5H), 0.81 (t, ] = 7.3 Hz,
sulfaneylidene)cyclohexanecarbox | 1H), 0.45-0.35 (m, 2H), 0.13-0.03 (m, 2H); ESTMS
amide) (m/z): 424.2 [M+1].
N-((F 7 1|4 2
. (©F W%Eﬁ%]fwa%),f ('f% 1H-NMR (400 MHz, DMSO-d6) 5 9.59 (d, ] = 1.0
W =53 )-2 H - 15 - )00 452 : _
T O | He, 1H), 9.57 (s, 2H), 9.33 (s, 1H), 8.58 (d, J = 1.0
WEHE)-3,3- AT - 1-BRIERE | 1y, 11), 8.01 (d, 7 = 9.3 Hz, 1H), 7.73 (dd, J = 9.3,
429 | (N-((cyclopropylmethyl)(0x0)(2- | | 7 Hz, 1H), 3.72 (d, ] = 7.1 Hz, 2H), 3.03-2.99 (m,
(pyrimidin-5-yl)-2H-indazol-5-yl)- | 1p), 2.84-2.74 (m, 4H), 0.83 (t, J = 7.5 Hz, 1H),
A’-sulfaneylidene)-3,3- 0.47-0.37 (m, 2H), 0.16 (q, J = 4.7 Hz, 1H), 0.07-
difluorocyclobutane-1- 0.03 (m, 1H); ESI MS (m/z): 431.9 [M+1].
carboxamide)
N-((FF 732 B 2R (54 55)(2-(WF | TH-NMR (400 MHz, DMSO-d6) 8 9.58-9.55 (m,
430 | WE-5-3E)-2H-M 55500 B AT | 3H), 9.32 (d, J =4.2 Hz, 1H), 8.55 (t, ] = 0.9 Hz,

ALY T Bk (N-

1H),7.99 (d, ] =9.3 Hz, 1H), 7.72 (dd, J =9.2, 1.8
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((cyclopropylmethyl)(oxo)(2-
(pyrimidin-5-yl)-2H-indazol-5-yl)-
A°-sulfaneylidene)butyramide)

Hz, 1H), 3.66 (d, ] = 7.3 Hz, 2H), 2.26 (t, ] = 7.2
Hz, 2H), 1.54 (1d, ] = 14.7, 7.4 Hz, 2H), 0.92-0.80
(m, 4H), 0.47-0.34 (m, 2H), 0.13 (td, ] = 9.3, 4.9
Hz, 1H), 0.07-0.02 (m, 1H); ESI MS (m/z): 383.95
[M+1].

N-((H 7 3 P 2 () 4 k) (2- (18
W -5- 3 )-2 H -5 145 - 3 ) -\ Sk At
AV - 1 - 79 dt- 1 - B B B (N-

1H-NMR (400 MHz, DMSO-d6) 8 9.60 (d, ] = 1.0
Hz, 1H), 9.57 (s, 2H), 9.32 (d, ] = 4.2 Hz, 1H), 8.58
(t.J=0.9 Hz, 1H), 8.02 (d, J = 9.3 Hz, 1H), 7.72

431 | ((cyclopropylmethyl)(ox0)(2- | (4d, 1 =9.3,2.0 Hz, 1H), 3.72 (d. ] = 7.3 Hz, 2H),
(pyrimidin-5-yl)-2H-indazol-5-yl)- | 1 361,30 (m, 4H), 0.86-0.80 (m, 1H), 0.50-0.37
A’-sulfaneylidene)-1- (m, 2H), 0.17 (id, J = 9.4, 4.8 Hz, 1H), 0.07 (td, ] =
fluorocyclopropane-1- 9.4, 4.8 Hz, 1H); ESIMS (m/z): 399.9 [M+1].
carboxamide )

N-((FR 75 ) ()5 ) (2-(% | 1H-NMR (400 MHz, DMSO-d6) 8 9.60 (1, J = 1.2
W50 )-2H-W -5 -3 )25k | Hz, 1H), 9.57 (d, J = 4.2 Hz, 2H), 9.33-9.30 (m,
WE)-2.2- AT b1 5B | 1H), 8.58 (dg, J = 5.9, 0.8 Hz, 1H), 8.01 (dd, J =

432 (N-(gC)fcl_opropylmctl}yl)(oxo)(z- 9.0, 3.7 Hz, 1H), 7.73 (dt, ] = 9.2, 1.5 Hz, 1H),
(pyrimidin-5-yl)-2H-indazol-5-yl)- | 3.78-3.69 (m, 2H), 2.77-2.67 (m, 1H), 1.94-1.82
A°-sulfaneylidene)-2,2- (m, 2H), 0.87-0.81 (m, 1H), 0.49-0.36 (m, 2H),
difluorocyclopropane-1- 0.19-0.12 (m, 1H), 0.10-0.03 (m, 1H); ESI MS
carboxamide) (m/z): 417.9 [M+1].

N-((R P L) (M4 E)(2-(% | 1H-NMR (400 MHz, DMSO0-d6) & 9.58 (s, 1H),
W -5-3)-2H-0| -5 JE )51 | 9.56 (d, J=0.7 Hz, 2H), 9.32 (d, ] = 4.4 Hz, 1H),
WAL )-2- IR i bie-1-FR W% (N- | 8.56 (1, ] = 0.9 Hz, 1H), 8.01-7.99 (m, 1H), 7.73

433 ((cy(':loplzopylmethyl).(oxo)(Z— (dd, J=9.3, 1.0 Hz, 1H), 4.98_(5, 1H), 3.69(d,] =
(pyr[n‘[|d]n_s_y])_ZH_]ndazol_s_y[)_ 7.1 Hz, ZH}, 2.17-2.08 (m. IH), 1.49-1.41 (m, IH},
A°-sulfaneylidene)-2- 1.19 (dt, J = 18.2, 6.4 Hz, 1H), 0.83 (s, IH), 0.48-
 A— 0.38 (m, 2H), 0.15 (dd, J = 8.8, 5.1 Hz, 1H), 0.07
carboxamide) (‘3, 1H); ESI MS (IT'L"IZ): 399,85 [M+1]

g— oot sy | TH-NMR (400 MHz, DMSO-d6) 3 9.59 (d, J = 1.0
ﬂtgﬂ%ﬁmeu§£1§J1]%£§zbiﬁ Hz, 1H), 9.57 (s, 2H), 9.32 (d, ] = 4.4 Hz, 1H), 8.53
ol N M| (d,7=1.0 Hz, 1H), 8.00 (d, J = 9.3 Hz, 1H), 7.71
TEHE)-3-HUREIR T50-1- AL | (g4, 1 =4.6, 1.9 Hz, 1H), 3.66 (d, J = 7.1 Hz, 2H),

434 | (N-((cyclopropylmethyl)(oxo)(2- | 2.98.2 89 (m, 1H), 2.32-2.29 (m, 1H), 2.27-2.20
(pyrimidin-5-yl)-2H-indazol-5-yl)- | (m, 21), 1.77-1.68 (m, 2H), 1.08 (d,J = 6.4 Hz,
A’-sulfaneylidene)-3- 1H), 0.98 (d, J = 5.9 Hz, 2H), 0.83-0.78 (m, 1H),
methyleyclobutane-1- 0.47-0.34 (m, 2H), 0.17-0.11 (m, 1H), 0.07-0.02
carboxamide) (m, 1H); ESI MS (m/z): 410 [M+1].

p—— o oy | TH-NMR (400 MHz, DMSO-d6) 3 9.62 (d, J = 0.7
ffgﬁrgimufﬁ@zﬁ?ﬁiﬁ Hz, 1H), 9.57 (s, 2H), 9.3 (s, 1H), 8.63 (q,J = 0.8
’L_H sl WYL Hz, 1H), 8.05 (d, J = 9.3 Hz, 1H), 7.74 (dd, J = 9.3,

PO | it M B (N- 2.0 Hz, 1H), 3.91-3.81 (m, 2H), 2.15-2.01 (m, 2H),
((cyclopropylmethyl)(ox0)(2- 0.94 (t, J = 7.5 Hz, 3H), 0.89-0.82 (m, 1H), 0.52-
(pyrimidin-5-y1)-2H-indazol-5-y)- | 0,38 (m, 2H), 0.23 (td, J = 9.5, 4.8 Hz, 1H), 0.09
A’-sulfaneylidene)-2,2- (td, 1 =9.7, 4.5 Hz, 1H); ESI MS (m/z): 419.95
difluorobutanamide) [M+1].

N-((FI 7R ) ()5 ) (2-(% | 1TH-NMR (400 MHz, DMSO0-d6) 5 9.59 (d, J = 1.0

436 M -5-5E)-2H-W|e-5-3E)-2 5% | Hz, 1H), 9.56 (s, 2H), 9.32 (d, J = 4.2 Hz, 1H), 8.54

A YBR[ e A B e (N-
((cyclopropylmethyl)(oxo)(2-

(q.J = 0.8 Hz, 1H), 8.00 (d, J = 9.3 Hz, 1H), 7.71
(dd, 1 =9.3, 1.7 Hz, 1H), 3.71-3.61 (m, 2H), 2.77-
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(pyrimidin-5-yl)-2H-indazol-5-yl)-
AS-

sulfaneylidene)cyclopentanecarbo
xamide)

2.69 (m, 1H), 1.82-1.70 (m, 4H), 1.61-1.48 (m,
4H), 0.84-0.78 (m, 1H), 0.46-0.34 (m, 2H), 0.15-
0.03 (m, 2H); ; ESI MS (m/z): 409.9 [M+1].

N-((CFI 7R 2 R () 5 e ) (2- (W
I -5 - -2 H- 5] 1 -5 5L - ST
P F)-2,2- I REFRTA - 1P B
fi& (N-

1H-NMR (400 MHz, DMSO-d6) 8 9.57 (dd, ] =
6.9, 1.1 Hz, 3H), 9.32 (d, ] = 1.5 Hz, 1H), 8.53 (qd.
1=19,0.9 Hz, 1H), 8.01-7.96 (m, 1H), 7.71 (dt, J
=9.2, 1.7 Hz, 1H), 3.65 (d, J = 7.0 Hz, 2H), 1.67-

437 ((cyclopropylmethyl)(oxo)(2- 1,62 (m, 1H), 1.13 (d, ] =2.8 Hz, 3H), 1.08 (d, ] =
(pyrimidin-5-yl)-2H-indazol-5-yl)- 22.9 Hz, 3H), 0.86-0.81 (m, 2H), 0.72 (q, J =3.8
lé-sulfaneylidene)-Z,Z- Hz, 1H), 0.46-0.35 (m, 2H), 0.15-0.11 (m, 1H),
dimethylcyclopropane-1- 0.03 (g, ] = 4.7 Hz, 1H); ESI MS (m/z): 410
carboxamide) [M+1].

3-%%-]\]-((%]—"?%}5‘3%}(@”%{. 1H-NMR (400 MHz, DMSO—d6) 5 9.58-9.53 (m,

_ . . | 3H),9.32(d, ] =4.6 Hz, 1H), 8.60 (t, ] = 0.9 Hz,
HR)Q-(HEE-5-20)-DH-WIE-5-20)- | 0000 (4T~ 93 Hz, 1H), 776 (dd, J = 9.2, 1.8

BRI FIHER G-cyano-N- | 111 by arars o iy Ak 776 (0, 1= 0.2 1.

438 | V-REIEED y Hz, 1H), 3.75-3.65 (m, 2H), 2.69-2.60 (m, 4H),
Cryalapprplaeii (aeye- 0.90-0.83 (m, 1H), 0.47-0.36 (m, 2H), 0.16-0.04
(lgyrmudm-S-y])-2H-1ndazo|-5-yl}- (m, 2H)

A’ -sulfaneylidene)propanamide) ESI MS (m/z): 394.75 [M+1].
N-((FR I H L) (M) (2-(" | 1H-NMR (400 MHz, DMS0-d6) 8 9.60 (d,J = 1.0
Wi -5-H)-2H-05 -5 Y- AS- Bk | Hz, 1H), 9.57 (s, 2H), 9.32 (d, J = 4.4 Hz, 1H), 8.58
F Y- 2-( 5 A BE R L) 2 B (N- | (g, 1 =0.8 Hz, 1H), 8.01 (d, 1 =9.3 Hz, 1H), 7.77-
(pyrimidin-5-yl)-2H-indazol-5-y1)- | 2H), 3.06-3.00 (m, 1H), 1.25-1.14 (m, 6H), 0.89-
A’-sulfaneylidene)-2- 0.82 (m, 1H), 0.47-0.35 (m, 2H), 0.17-0.03 (m,
(isopropylthio)acetamide) 2H); ESIMS (m/z): 430.1 [M+1].

. o s o b a6 epe | Hz, 1H),9.57 (s, 2H), 9.32 (d, ] = 4.4 Hz, 1H), 8.58
I -5-4E)-2H- 5| -5 B8 Y- 5t d1=0 800 (d. =93 )

T H).2-(5 T S B0 2 B (N- (d,J=0.7 Hz, 1H), 8.00 (d, ] =9.3 Hz, 1H), 7.75

40 - i (dd, J=9.3, 1.7 Hz, 1H), 3.73-3.63 (m, 2H), 3.22
((cyclopropylmethyl)(oxo)(2- (dd, ] = 18.6, 13.9 Hz, 2H), 2.47 (d, ] = 6.8 Hz,
(pyrimidin-5-yl)-2H-indazol-5-yI)- | op1) 1 82-1.72 (m, 1H), 0.94-0.83 (m, 7H), 0.47-
A’-sulfaneylidene)-2- 0.35 (m, 2H), 0.10 (tq, J = 18.1, 4.8 Hz, 2H); ESI
(1sobutylth10)acetamlde) MS (II]..""Z}: 444.3 [M+l]

N-((FF 7 2 F A (0 5 4 (2- (i
() W%%}Em’ﬂ#)é ('_% 1H-NMR (400 MHz, DMSO-d6) 5 9.59 (d, J = 0.7
WE-5-4)-2H-B| M- SEACBAE | T _
e o . z, 1H), 9.56 (s, 2H), 9.32 (s, 1H), 8.52 (d, J = 1.0
WHE)-1-FASESR A - 13 | 1y, 1), 8.00 (d, 7 = 9.3 Hz, 1H), 7.70 (dd, J = 9.2,

441 | (N-((cyclopropylmethyl)(ox0)(2- | | § Hy, 1H), 3.67-3.58 (m, 2H), 1.25-1.20 (m, 3H),
(pyrimidin-5-yl)-2H-indazol-5-y)- | 1 16 (d, J = 2.9 Hz, 2H), 0.82-0.77 (m, 1H), 0.70-
A-sulfaneylidene)-1- 0.64 (m, 2H), 0.47-0.36 (m, 2H), 0.15-0.04 (m, 2H)
methylcyclopropane-1- ESIMS (m/z): 396.15 [M+1].
carboxamide)
1= -N-(CFR A 4 B 5 ) (4 1H-NMR (400 MHz, DMSO-d6) 3 9.63 (d, J = 1.0
FEy(2-(mE g -5-Fk)-2H- M| -5~ | Hez, 1H), 9.57 (s, 2H), 9.33 (s, 1H), 8.63 (1, 1= 0.9
AR L) IR T b 1B B R (1- | Hz, 1H), 8.05 (d, J = 9.3 Hz, 1H), 7.76 (dd, ] = 9.3,

442 2.0 Hz, 1H), 3.82 (d, ] = 7.1 Hz, 2H), 2.66-2.52 (m,

cyano-N-
((cyclopropylmethyl)(oxo)(2-
(pyrimidin-5-yl)-2H-indazol-5-yl)-
A%-sulfaneylidene)cyclobutane-1-

4H), 2.15-1.96 (m, 2H), 0.87-0.82 (m, 1H), 0.50-
0.39 (m, 2H), 0.21 (td, J = 9.2, 4.9 Hz, 1H), 0.14-
0.08 (m, 1H); ESIMS (m/z): 421 [M+1].
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carboxamide)
{(OTH % (¥
Eﬁ(gﬂ,g'?ff hzéﬂ? fﬁ;{f ;Ffﬁ 1H-NMR (400 MHz, DMSO-d6) 5 9.59 (d, J = 1.0
e e TV He, 1H), 9.57 (s, 2H), 9.32 (d, T = 4.4 Hz, 1H), 8.54
MEAE)-3,3- HEEER T di- 1R R e P T T ~ I o
‘ (9, J = 0.9 Hz, 1H), 7.99 (d, J = 9.3 Hz, 1H), 7.70
ad3 i (N- (dd, J=9.2, 1.8 Hz, 1H), 3.66 (d, J = 7.1 Hz, 2H),
((cyclopropylmethyl)(oxo)(2- 3.11-3.02 (m, 1H), 1.98-1.85 (m, 4H), 1.13 (s, 3H),
(pyrimidin-5-yl)-2H-indazol-5-yl)- | 1,02 (¢, J = 12.2 Hz, 3H), 0.83-0.79 (m, 1H), 0.45-
A’-sulfancylidene)-3,3- 0.36 (m, 2H), 0.16-0.11 (m, 1H), 0.07-0.02 (m,
dimethylcyclobutane-1- 1H); ESI MS (m/z): 424.4 [M+1].
carboxamide)
N-((FF YRR 25 (M ) (2-(% | 1H-NMR (400 MHz, DMSO-d6) 6 9.60 (d, 1 = 0.7
WE-5-J)-2H-W| -5 3£ )-05-BR kT | Hz, 1H), 9.57 (s, 2H), 9.32 (d, J = 4.4 Hz, 1H), 8.54
5 )-1-FR L BR T - 1 - M R (q, J = 0.9 Hz, 1H), 8.00 (d, J = 9.3 Hz, 1H), 7.72
444 (N-((Cyc]Opropy[me[hyl)(()xo)(z- (dd., J=0973, 1.7 Hz, IH}, 3.73-3.62 (l'l"l, 2H), 2.44-
(pyrimidin-5-yl)-2H-indazol-5-yl)- | 2.36 (m, 2H), 1.93-1.84 (m, 1H), 1.76-1.69 (m,
A°-sulfaneylidene)-1- 3H), 1.36 (d, ] = 9.8 Hz, 3H), 0.83-0.78 (m, 1H),
[0681] methyleyclobutane-1- 0.46-0.36 (m, 2H), 0.15-0.05 (m, 2H); ESI MS
carboxamide) (m/z): 410.45 [M+1].
N_((z_(s_ﬁnttuﬁ_:;_ir__)_zﬂ_umH__gé_ 1H-NMR (400 MHz, DMSO-d6) 89.55 (d, I1=09
. b 26 g | Hz, 1H),9.27 (s, 1H), 8.76 (d, J = 2.8 Hz, 1H), 8.56
S-HEGH IR VKL | (47268723 1z, 1H), 8.41 (d, J = 0.9 Hz, 1H)
VI ER CUBE AR R L (N-((2-(5- ; T o o T ’ ;
445 S N 7.97 (d,J =9.2 Hz, 1H), 7.58 (dd, ] = 9.3, 1.7 Hz,
fluoropyridin-3-yl)-2H-indazol-5- | 11y 379372 (m, 1H), 2.22 (qd, J =7.2, 3.6 Hz,
yh(isopropyl)(oxo)- 2"- 1H), 1.89-1.82 (m, 2H), 1.68 (1, ] = 4.4 Hz, 2H),
sulfancyl1dcnc)cyc10hcxanccarb0x 1.59 (d.. J=11.6 Hz, ]H}a 1.37-1.12 (ITI, 1 IH); ESI
amide) MS (m/z): 429.3 [M+1].
N-((F P93 F 5E)(2-(S- L WE-3- | 1H-NMR (400 MHz, DMSO-d6) 5 9.58 (s, 1H),
FE)-2H-M| -5 () S F -0 | 9.28 (s, 1H), 8.76 (d, ] = 2.4 Hz, 1H), 8.58-8.54 (m,
W L) 1- L ER T k- 1 - | 1H), 8.49 (s, 1H), 7.98 (d, J = 9.0 Hz, 1H), 7.69
449 (N-((cyclopropylmethyl)(2-(5- (dd, ] =9.3, 1.7 Hz, 1H), 3.63-3.61 (m, 2H), 1.24
fluoropyridin-3-yl)-2H-indazol-5- | (d, J = 8.8 Hz, 3H), 1.16 (d, ] = 2.9 Hz, 2H), 0.79
yl)(ox0)-A"-sulfaneylidene)-1- (1, J =7.6 Hz, 1H), 0.65 (d, J = 3.2 Hz, 2H), 0.44-
mcthy[cyclopropane-l- 0.40 (m, 2H), 0.14-0.06 (m, 2H), ESIMS (]TI,"rZ]:
carboxamide) 413 [M+1].
[0682]  SZ45l12: (2- (5- SR - 3-HE) -2H- W5k - 5-25) (Fpgdk) (FFELAE L) -A°- i

((2- (5-fluoropyridin-3-y1) -2H-indazol-5-y1) (isopropyl) (methylimino) -A°-
sul fanone) 40718 & %

HO
B—CH
g HO ’ §4<
N:/(—— >, .
[0683] s I{I P IlﬂH Cu(OAc),, MitnE - - I{IQH
| 1,4-—3%4%,100°C, 16 h \“\/j’ /
N N? 407
(0684) (R FLEEHIPE) (2- (5-JRIENE -3-30) -2H-18)1-5-35) CIEIGEIE) (L) -2°-

Wikl ((2- (5-fluoropyridin-3-y1) -2H-indazol-5-y1) (imino) (isopropyl) -A°-
sulfanone) (300mg,0.942mmol) [J1,4- 3247 (16mL) I A, IIAFEEERER (copper (11)
acetate) (257mg,1.413mmol) HHEE (0.183mL,2.262mmol) A N FHIELAER (methylboronic
acid) (282mg,4.71mmol) ARSI T 1AL B (100°C) $5HE 167NN o SO SER I , T
He NEREL, 4- 508 ET, H SR G YILL TR C s (60mL) Rk ATHUZ LK (3X20 mL) A<HY
PAh K  (1X25 mL) 153 F LA O /KRR T M o 5 TR0 B e 1 45 2RE I A o KA
KR —22 DL £ s AR AT A sl o 45 20 R AR 221 2 (5- iR - 3- 55) - 2H- 5| -
5-38) (FAEL (FILEIL) -0 -Hikeld (2- (5-fluoropyridin-3-y1) -2H-indazol-5-y1)
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(isopropyl) (methylimino) -A°-sulfanone)407 (175mg,0.526mmol , F=2%56 %) .
12 ARANTFIIR A S AR S 2R [ S B R 1A 5 5 1R85

[0685]

[0686]

ey Emawn ST
wT
- e B H 4 b2 | 1TH-NMR (400 MHz, DMSO-d6) 8 9.50 (d, J = 0.7
gﬁf%’jﬁ%ﬁgﬁé Hz, 1H), 9.26 (s, 1H), 8.75 (d, ] = 2.4 Hz, 1H), 8.54
' - o e (dt, ] =9.8,2.3 Hz, 1H), 8.38 (s, 1H), 7.93 (d, ] = 9.0
405 | Mkl ((cyclopropylimino)2- | 1y, 11), 7.63 (dd, J = 9.0, 1.7 Hz, 1H), 3.44-3.38
(S-fluoropyridin-3-y)-2H- | 1y 1), 2.33-2.28 (m, 1H), 1.24 (d, ] = 6.6 Hz, 3H),
indazol-5-yl)(isopropyl)-1'- 1.07 (d, ] = 6.6 Hz, 3H), 0.41-0.34 (m, 2H), 0.32-
sulfanone) 0.21 (m, 2H); ESI MS (m/2): 358.55 [M+1].
1H-NMR (400 MHz, DMSO-d6) 5 9.46 (s, 1H), 9.33
(AT iG 2R ) (5T 3E)(2-(E | (d, ] =2.4 Hz, 1H), 8.70 (dd, ] = 4.6, 1.2 Hz, 1H),
W -3-3i )2 H-H5] -5 -FE)-1°- ikt | 8.50 (dq, J = 8.3, 1.4 Hz, 1H), 8.38 (s, 1H), 7.93 (d, J
A06 i =9.2 Hz, 1H), 7.68 (q, ] = 4.3 Hz, 1H), 7.62 (dd, ] =
((cyclopropylimino)(isopropyl)(2 | 9-2, 1.8 Hz, 1H), 3.43-3.37 (m, 1H), 2.32-2.28 (m,
-(pyridin-3-yl)-2H-indazol-5-yl)- | 1H), 1.24 (d, ] = 6.7 Hz, 3H), 1.07 (d, ] = 6.7 Hz,
A‘ﬁ-su[fanone) 3H). 0.41-0.34 (m, 2H), 0.32-0.22 (]'l'l, QH); ESI MS
(m/z): 341.35 [M+1].
(5 S I3y |k _s. | 1H-NMR (400 MHz, DMSO-d6) 5 9.50 (d, 7= 0.9
Eg %ﬁj gﬁ %%jk e Eﬁ'%; Hz, 1H), 9.26 (q, J =0.7 Hz, 1H), 8.75 (d, J = 3.1
)& (- = v | Hz, 1H), 8.55 (dt, ] = 9.8, 2.3 Hz, 1H), 8.31(q,J =
407 | FefA ((-(5-fluoropyridin-3-y1)- | o 8 1, 1H),7.93 (dd, J = 9.2, 0.9 Hz, 1H), 7.57 (dd,
. 2Hdndazol-5- | 792 15Hgz, 1H),343-3.36 (m, 1H), 2.53 (s, 3H),
yD(isopropyl)(methylimino)-A"- | | 25 (4, J = 6.7 Hz, 3H), 1.10 (d, J = 7.0 Hz, 3H)
sulfanone) ESIMS (m/z): 333.1 [M+1].
1H-NMR (400 MHz, DMSO-d6) 8 9.45 (d, J = 0.7
) H 15 1) B 1.3 Hz, 1H), 8.50 (dq, ] = 8.3, 1.4 Hz, 1H), 8.31 (g, J
408 =) v 1 ﬁ o WYLER | = 0.8 Hz, 1H), 7.94 (d, ] = 9.0 Hz, 1H), 7.68 (ddd, J
(isopropyl(methylimino)(2- | _g 3 46 0.7 Hz, 1H), 7.56 (dd, J = 9.0, 1.7 Hz,
(pyridin-3-yl)-2H-indazol-5-yI)- | 1y 3 433 35 (m, 1H), 2.53 (s, 3H), 1.26-1.22 (m,
A"-sulfanone) 3H), 1.11 (d, J = 6.8 Hz, 3H); ESI MS (m/z): 315.35
[M+1].
1H-NMR (400 MHz, DMSO-d6) 8 9.51 (d, J = 0.7
(TR 25 P e ) (A PR 22 R Hz, 1H), 9.27 (s, 1H), 8.74 (d, I = 2.7 Hz, 1H), 8.55
FEY(2-(5-FUMEIE-3-JE)-2H-5| - | (dt, J = 9.8, 2.3 Hz, 1H), 8.43 (q, ] = 0.8 Hz, 1H),
45 53)-AS- B i 7.92 (d, 1 =9.0 Hz, 1H), 7.69 (dd, ] = 9.3, 1.7 Hz,
((cyclopropylimino)(cyclopropyl | 1H), 3.26 (d, J = 7.1 Hz, 2H), 2.35-2.30 (m, 1H),
methyl)(2-(5-fluoropyridin-3-yl)- | 0.90-0.83 (m, 1H), 0.44-0.35 (m, 3H), 0.34-0.22 (m,
2H-indazol-5-yl)-A’-sulfanone) | 3H), 0.12 (td, I =9.7, 4.8 Hz, 1H), -0.06 (dt, I =
14.9, 4.6 Hz, 1H); ESI MS (m/z): 371 [M+1].
(P P 1 F ) (25 - FR ML - 3- 1H-NMR (400 MHz, DMSO-d6) § 9.50 (d, J = 1.0
arq | ZE)-2H-M| -5 (R WP I Hz, 1H), 9.27 (s, 1H), 8.75 (q, J = 2.8 Hz, 1H), 8.55
) A\ (dt, ] =9.9,2.3 Hz, 1H), 8.38 (q, ] = 0.8 Hz, 1H),
((cyclopropylmethyl)(2-(5- 7.92(d,J=9.3 Hz, 1H), 7.64 (dd, ] = 9.0, 1.7 Hz,
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fluoropyridin-3-yl)-2H-indazol- | 1H), 3.26-3.24 (m, 2H), 2.54 (s, 3H), 0.93-0.86 (m,

5-yl)(methylimino)- A°- 1H), 0.45-0.30 (m, 2H), 0.04 (dtd, J = 55.2, 9.6, 4.8
sulfanone) Hz, 2H); ESI MS (nv/z): 344.9 [M+1].
(PR 7 2 VI Je ) (PR P S 7 IH-NMR (400 MHz, DMSO-d6) 6 9.55 (s, 2H),

- 9.54-9.53 (m, 1H), 9.31 (s, 1H), 8.46 (s, 1H), 7.94
ﬁ)(zg(% "ﬁs -J)-2H-T5| -5 (d,J =92 Hz, 1H), 7.69 (dd, ] = 9.2, 1.5 Hz, 1H),
446 | MDA -GG 326 (d, J =73 Hz, 2H), 2.36-2.31 (m, 1H), 0.90-
((cyclopropylimino)(cyelopropyl | ¢ 84 (m, 1H), 0.44-0.21 (m, 6H), 0.11 (td, J =9.7,
(06871 ?;3;112321)(52-(??;?1‘11?-5-YU-ZH- 4.8 Hz, 1H),-0.07 (td, J = 9.7, 4.9 Hz, 1H); ESI MS
-5-yl)-A"-sulfanone) (m/z): 354 [M+1].

1H-NMR (400 MHz, DMSO-d6) 6 9.55 (d, J = 4.3
(R SRR HE)(2- | Hz, 2H),9.52 (d, J = 0.6 Hz, 1H), 9.31-9.29 (m, 1H),
(W WE-5-FE)-2H-15| e-5-3£)-A5- | 8.40 (d,J = 0.9 Hz, 1H), 7.93 (q, J = 4.7 Hz, 1H),

447 e 7.65 (dd, I =9.2, 1.5 Hz, 1H), 3.27-3.24 (m, 2H),
((cyclopropylmethyl)(methylimi | 2.53 (d, J = 3.7 Hz, 3H), 0.94-0.87 (m, 1H), 0.45-
no)(2-(pyrimidin-5-yl)-2H- 0.30 (m, 2H), 0.11 (td, J=9.5, 4.9 Hz, 1H), -0.03
indazol-5-yl)-A’-sulfanone) S\C}f J]]Z 9.6, 4.8 Hz, 1H); ESI MS (m/z): 328.1

+1].

[0688]  5ffl13: (BR | BEHIEE) (LILMNEEE) (2- (5-FILNE -3-3) -2H-15[mk -5-5) -0°-Fig
Bl ((cyclobutylmethyl) (ethylimino) (2- (5-fluoropyridin-3-yl) -2H-indazol-5-
y1) -A°-sulfanone) 47 1{H 5%

NaH, DMF

i
':l"" ﬁ /\l ||
[0689] F N Y NH - F\]\/\j/
|
“ 471

| 0°C - 25°C, 16 h
N N

[0690]  FE£A4EI) GR T R FHEL) (2- (5- NG - 3-35) - 2H- 5|k - 5- 15) (T ) -a°- T
120 ((cyclobutylmethyl) (2- (5-fluoropyridin-3-yl1) -2H-indazol-5-y1) (imino) -A%-
sulfanone) (250mg,0.726mmol) [N, N- — FHILFHEEZ (6mL) 5980, & T 5350 MAE0C
IINZ A (60 % 23 He -5 #iih, 58 . Img, 1. 452mmol) , HL TSR A2 T-25 CHi k155 4
ZJE AEEEOCHTAHRRRE M IIAL -t 4 (1-iodoethane) (0.117mL,1.452mmol) o
PRS2 T25 CHEFEL6 /NN o SN SE RS, SOV P U BN K, HOKISIRE VL
M2 LB (3X20 mL) A5 AALZAE 57 55, DAJC/KARIR AT « 1k 38 I s e 4 T 4 2K
[ (A o A E 2 DA 25 S 38R AT 2 A 2 45 B A AR (R T BRI (23
W L) (2- (5-FMEE - 3-3E) - 20 - 5|8 -5 - 35) -A°- B kel ((cyclobutylmethyl)
(ethylimino) (2- (5-fluoropyridin-3-y1) -2H-indazol-5-y1) -A%-sulfanone) 471
(167mg,0.448mmo1 , J~3%62%) .

(06911 ZR13: ARATTHIRRIEA SRR I BI L3 FT R S il RS U 5 0 il o
{k:ﬁ%% HEWZFR ﬁﬂﬁﬁtﬁ
5

‘ 1H-NMR (400 MHz, DMSO-d6) 5 9.33 (d, J = 2.4
(CHE I (A ) (2-(MEBE-3- | Hz, 1H), 9.16 (d, ] = 0.9 Hz, 1H), 8.69 (dd, J = 4.7,

-2 H -5 -4 -J5 ) -\ e 1.4 Hz, 1H), 8.51 (dq, J = 8.3, 1.4 Hz, 1H), 8.05 (d,
[0692] 382 | ((ethylimino)(isopropyl)(2- J =8.6 Hz, 1H), 7.66-7.60 (m, 2H), 7.54 (dd, J =

(pyridin-3-yl)-2H-indazol-4-yl)- | 8.6, 7.0 Hz, 1H), 3.56-3.49 (m, 1H), 2.99-2.92 (m,

lb_sulfanone} 1 H), 2‘89-2‘83 (m, 1]’1), 1 .32 (t, J= ?.0 HZ. 31‘[),

1.11-1.02 (m, 6H); ESI MS (m/z): 329.15 [M+1].

p— | TH-NMR (400 MHz, DMSO-6)  9.45 (d, J = 0.7
383 | (CREEEBCIRBCOUIES- | 1, 1), 033 (d,) = 24 Hz, 1H), 8.70 (dd, = 4.8,
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H)-2H-W| -5 - -2 -1 s
((ethylimino)(isopropyl)(2-
(pyridin-3-yl)-2H-indazol-5-yl)-
A°-sulfanone)

1.3 Hz, 1H), 8.50 (dq, J = 8.3, 1.4 Hz, 1H), 8.32 (s,
1H), 7.93 (d, J = 9.3 Hz, 1H), 7.68 (dd, ] = 8.3, 4.6
Hz, 1H), 7.58 (dd, ] = 9.2, 1.6 Hz, 1H), 3.41-3.34
(m, 1H), 2.94-2.86 (m, 1H), 2.84-2.75 (m, 1H),
1.26-1.22 (m, 3H), 1.10-1.05 (m, 6H); ESI MS
(m/z): 328.55 [M+1].

(FF TR e B ) (2 W fe ) (2- (it
I -3- 3 ) -2 H-15| -5 -8 ) -0 ST e
fii]

1H-NMR (400 MHz, DMSO-d6) § 9.46 (s, 1H),
9.34 (s, 1H), 8.70 (d, ] = 4.6 Hz, 1H), 8.50 (d, ] =
7.1 Hz, 1H), 8.38 (s, 1H), 7.91 (d, ] = 9.0 Hz, 1H),
7.70-7.64 (m, 2H), 3.24 (d, J = 7.1 Hz, 2H), 2.94-

388 o 2.79 (m, 2H), 1.07 (t, J = 7.2 Hz, 3H), 0.87 (d, J =
((cyclopropylmethyl)(ethylimino)( | 7 ¢y, 1H), 0.43-0.38 (m, 1H), 0.33 (dd, J = 13.8,
2-(pyridin-3-yl)-2H-indazol-5-yl)- | 4 5 H 1H), 0.14-0.09 (m, 1H), -0.02--0.07 (m,
Kﬁ-Sulf'a]'lOHE) 1 H)

ESI MS (m/z): 341.05 [M+1].
1H-NMR (400 MHz, DMSO-d6) 3 9.45 (d, ] = 0.9
Hz, 1H), 9.33 (d, ] = 2.4 Hz, 1H), 8.70 (dd, J = 4.7,
— N 1.4 Hz, 1H), 8.50 (dq, J = 8.3, 1.4 Hz, 1H), 8.36 (d,
;%g@%ﬂg%)gﬁggﬂd B | 120.9 Hz, 1H), 793 (d, J = 9.2 Hz, 1H), 7.70-7.66

390 llEe-5-22)-A W Kuke (m, 1H), 7.62 (dd, J = 9.2, 1.8 Hz, 1H), 3.27-3.21
(butyl(ethylimino)(2-(pyridin-3- |, 511y 5 93.2 85 (m, 1H), 2.81-2.72 (m, 1H)
yI)-2H-indazol-5-yl)-A"-sulfanone) | | 63 1 53 (m. 1H), 1.50-1.39 (m, 1H), 1.34-1.25

(m, 2H), 1.10-1.04 (m, 3H), 0.86-0.77 (m, 3H); ESI

MS (m/z): 343.1 [M+1].

TH-NMR (400 MHz, DMSO-d6) 5 9.46 (d, J = 1.0

Hz, 1H), 9.33 (d, J = 2.4 Hz, 1H), 8.70 (dd, J = 4.6,
LHE( L HENE ) (2-(MEWE-3-2E)- | 1.5 Hz, 1H), 8.44-8.56 (1H), 8.35 (t, ] = 0.9 Hz,

3o | ZH-BIMES ) S BikH 1H), 7.93 (d, J = 9.0 Hz, 1H), 7.61 (dd, J = 9.3, 1.7
(ethyl(ethylimino)(2-(pyridin-3- Hz, 2H), 3.26 (dd, J = 7.5, 5.7 Hz, 2H), 2.89 (s,
yl)-2H-indazol-5-yl)-A’-sulfanone) | 1H), 2.80 (d, J = 7.3 Hz, 1H), 1.07 (td,J = 7.2, 5.4

Hz, 6H)
ESI MS (m/z): 315.05 [M+1].
1H-NMR (400 MHz, DMSO-d6) 8 9.50 (s, 1H),
o (S 32y, | 926 (s, 1H), 8.75 (d, ] =2.4 Hz, 1H), 8.54 (dt, ] =
gﬁ%@”ﬁi’g?ﬁ WET;E%E%%) 9.7,2.3 Hz, 1H), 8.32 (s, 1H), 7.93 (d, J = 9.0 Hz,

- ) | 1H),7.59 (dd, J=9.3, 1.7 Hz, 1H), 3.39 (1, ] = 6.8
B ((cthylimino)(2-(5- Hz, 1H), 2.93-2.86 (m, 1H), 2.83-2.77 (m, 1H),
fluoropyridin-3-yl)-2H-indazol-5- | | 26 (d, J = 6.8 Hz, 3H), 1.07 (dd, J = 13.0, 6.8 Hz,
yl)(isopropyl)-A’-sulfanone) 6H)

ESI MS (m/z): 347 [M+1].
S AT ey a5t 3 4ty | H-NMR (400 MHz, DMSO-d6) 8 9.52 (s, 1H),
gﬁﬁﬁiﬂiﬁﬁ_bﬁiﬁﬁﬁi&? 9.29 (s, 1H), 8.90 (d, ] = 2.2 Hz, 1H), 8.79 (d, J =
it LA =) 2.2 Hz, 2H), 8.60 (dd, J = 9.8, 2.4 Hz, 1H), 3.50 (t,

400 | PRV -BkERH ((cthylimino)2- | y— 6 7 Hy, 1H), 2.96-2.89 (m, 1H), 2.87-2.80 (m,
(5-fluoropyridin-3-yl)-2H- 1H), 1.27 (d, ] = 6.6 Hz, 3H), 1.13 (d, ] = 6.8 Hz,
pyrazolo[3,4-b]pyridin-5- 3H), 1.08 (t, J = 7.2 Hz, 3H); ESI MS (m/z): 348
yl)(isopropyl)-A’-sulfanone) [M+1].

e v Fe i ovae. | TH-NMR (400 MHz, DMSO-d6) 3 9.50 (d, J = 0.9
%ﬁf? %gﬁ%ﬁﬁ%ﬂf Hz, 1H), 9.27 (s, 1H), 8.74 (d, J = 2.4 Hz, 1H), 8.54
411 | (dt, 1=9.9, 2.4 Hz, 1H), 8.38 (d, ] = 0.6 Hz, 1H),

T e il
((cyclopropylmethyl)(ethylimino)(

7.91(d, J=9.2 Hz, 1H), 7.66 (dd, J=9.2, 1.5 Hz,
1H), 3.24 (d, ] = 7.3 Hz, 2H), 2.96-2.88 (m, 1H),
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2-(5-fluoropyridin-3-yl)-2H-
indazol-5-yl)-A’-sulfanone)

2.86-2.77 (m, 1H), 1.07 (t, ] = 7.2 Hz, 3H), 0.91-
0.85 (m, 1H), 0.45-0.38 (m, 1H), 0.35-0.29 (m,
1H), 0.11 (td, J = 9.6, 4.9 Hz, 1H), -0.05 (td, ] =
9.9, 4.8 Hz, 1H); ESI MS (m/z): 358.95 [M+1].

(ARG (R L) (2-(BE g -5-
Hey-2H-5] -5 ) -0 - b A

1H-NMR (400 MHz, DMSO-d6) & 9.54 (s, 2H),
9.51(d,J=0.9 Hz, 1H), 9.31 (s, 1H), 8.34 (1, ] =
0.8 Hz, 1H), 7.94 (d, ] = 9.2 Hz, 1H), 7.60 (dd, ] =

419 | ((ethylimino)(isopropyl)(2- 9.2, 1.8 Hz, 1H), 3.42-3.36 (m, 1H), 2.94-2.86 (m,
(pyrimidin-5-yl)-2H-indazol-5-yI)- | 1yyy 5 83.2 75 (m, 1H), 1.26-1.21 (m, 3H), 1.10-
A’-sulfanone) 1.03 (m, 6H); ESI MS (m/z): 329.5 [M+1].

TH-NMR (400 MHz, DMSO-d6) 3 9.55 (s, 2H),
— - 9.52 (d, J = 0.9 Hz, 1H), 9.31 (s, 1H), 8.38 (d, ] =
;%(Iﬁ%]ff%)gggg’“%) 0.6 Hz, 1H), 7.95 (d, J = 9.2 Hz, 1H), 7.64 (dd, J =

457 ’ i 9.2, 1.5 Hz, 1H), 3.30-3.23 (m, 2H), 2.92-2.86 (m,
(cthyl(cthylimino)(2-(pyrimidin-3- | 11y 5 835 76 (m, 1H), 1.07 (dd, J = 13.3, 7.2 Ha,
yl)-2H-indazol-5-yl)-A"-sulfanone) 6H)

ESI MS (m/z): 316 [M+1].

1H-NMR (400 MHz, DMSO-d6) 3 9.50 (d, J = 0.7
LH( LI FEHE)(2-(5-FMEBE- | Hz, 1H), 9.26 (s, 1H), 8.74 (d, J = 2.4 Hz, 1H), 8.54
3HE)-2H- -5 A S-BER | (dt, T =9.9, 2.3 Hz, 1H), 8.35 (1, ] = 0.7 Hz, 1H),

461 (ethyl(ethylimino)(2-(5- 7.93 (d, J =9.3 Hz, 1H), 7.62 (dd, ] =9.0, 1.7 Hz,
fluoropyridin-3-yl)-2H-indazol-5- | 1H), 3.30-3.21 (m, 2H), 2.94-2.86 (m, 1H), 2.83-
y])-}L{’-Su]fangne) 2.74 (I’l’l, lH), 1.07 (q, J'=17.1 Hz, 6H); ESI MS

(m/z): 332.95 [M+1].

1H-NMR (400 MHz, DMSO-d6) 3 9.55 (s, 2H),
(R T ALY LR EREHE) (2" | 9.51 (s, 1H), 9.31 (s, 1H), 8.37 (s, 1H), 7.93 (d, J =
I -5-5E)-2H-M| -5 -JE)-AC-Ff bt | 9.2 Hz, 1H), 7.63 (dd, ] =9.2, 1.8 Hz, 1H), 3.42

166 | M (td, J = 14.0, 7.2 Hz, 2H), 2.90-2.83 (m, 1H), 2.80-
((cyclobutylmethyl)(ethylimino)(2 2.73 (m, 1H), 2.59 (d, ] = 7.3 Hz, 1H), 1.95-1.92
-(pyrimidin-5-yl)-2H-indazol-5- (m, 1H), 1.73-1.64 (m, 4H), 1.56-1.51 (m, 1H),
yl)-kﬁ-sulfan{)nc} 1.05 (t, J = 7.2 Hz, 3H); ESI MS (m/z): 356.05

[M+1].

1H-NMR (400 MHz, CHLOROFORM-D) 3 9.05
L3 T DEL I 5. 3y, | (=24 Hz, 1H), 843 (4, 1= 0.6 Hz, 1H), 8.13
o - (dt, J=9.0, 2.4 Hz, 1H), 7.89 (dd, ] = 9.2, 0.9 Hz,

471 | BikuEA - 1H), 7.68 (dd, J = 9.2, 1.5 Hz, 1H), 3.45-3.34 (m,
((cyclobutylmethyl)(ethylimino)(2 | 2py) 3.10-3.01 (m, 1H), 2.94-2.86 (m, 1H), 2.81-
~(5-flucropyridin-3-yl)-2H- 2.73 (m, 1H), 2.14-2.06 (m, 1H), 1.92-1.71 (m,
indazol-5-yl)-A"-sulfanonc) 4H), 1.58-1.50 (m, 1H), 1.20 (t, ] = 7.3 Hz, 3H);

ESI MS (m/2): 373.2 [M+1].
Ly ?}N_hglz (;1]00 21\{1[1{26 CHLO&IOFOR]M-D]) F? 9.384
) oHEs- A FeEm | (&5 K08 (5 1L B71 (5 TS

- i > (s, 1H), 7.96 (d, J = 9.2 Hz, 1H), 7.77 (d, ] = 9.2
((ethylimino)(methyl)(2- Hz, 1H), 3.25 (s, 3H), 3.12-3.02 (m, 1H), 2.92 (dt, J
(pyrimidin-5-yl)-2H-indazol-5-yl)- | — 198 7.0 Hz, 1H), 1.22 (q, 1 = 6.7 Hz, 3H)
A-sulfanone) ESI MS (m/z): 302.15 [M+1].
(e R b, | MR M DO 350 11T
2H | -5 35 ) (7R 32 ) -0 - 17 Ao o _)’ e _ o Dl d = el ), 8.

489 (dt,J=9.8, 2.3 Hz, 1H), 8.36 (q, ] = 0.8 Hz, 1H),

((ethylimino)(2-(5-fluoropyridin-
3-yl)-2H-inclazol-S-yl)(propyl)-?tﬁ-

7.93 (d,J =9.0 Hz, 1H), 7.63 (dd, ] = 9.0, 1.7 Hz,
1H), 3.23 (t, ] = 7.9 Hz, 2H), 2.93-2.85 (m, 1H),
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sulfanone)

2.81-2.73 (m, 1H), 1.66-1.46 (m, 2H), 1.05 (t, J =
7.1 Hz, 3H), 0.87 (1, J = 7.5 Hz, 3H); ESI MS
(m/z): 346.95 [M+1].

PRTT R (R F ) (2-(5- UL me
-3-3)-2H-0| k5. - A S B A

1H-NMR (400 MHz, DMSO-d6) 8 9.49 (d, ] = 0.7
Hz, 1H), 9.26 (s, 1H), 8.75 (d, ] = 2.7 Hz, 1H), 8.54
(dt, 1=9.9,2.4 Hz, 1H), 8.32 (s, 1H), 7.92 (dd, ] =
9.0,0.7 Hz, 1H), 7.59 (dd, ] =9.3, 1.7 Hz, 1H),

APU Efsgrggg'lﬁhg"r'l’)‘"zol){(":ngml 5. | 3:203.12 (m, 1H), 294-2.86 (m, 1H), 2.84-2.76
) y (m, 1H), 1.40-1.27 (m, 1H), 1.24 (d,J = 6.8 Hz,
yl)-A"-sulfanone) 2H), 1.09-1.05 (m, SH), 0.89 (dt, J = 32.4, 7.5 Hz,
3H); ESI MS (m/z): 361 [M+1].
T < | IH-NMR (400 MHz, DMSO-d6) 3 9.51 (d,J = 1.0
gﬁﬁfﬁﬁgi?ﬁfﬁigﬁ Hz, 1H), 9.27 (s, 1H), 8.75 (d, ] = 2.2 Hz, 1H), 8.55
e (dt, 1=9.9, 2.3 Hz, 1H), 8.39 (d, J = 0.7 Hz, 1H),
491 | %iB ((cthylimino)(3-  7.94(d,J=9.0 Hz, 1H), 7.65 (dd, ] = 9.0, 1.7 Hz,
fluoropropyl)(2-(5-fluoropyridin- | 151y 4.47 (dt, 7=47.1, 6.0 Hz, 2H), 3.38-3.33 (m,
3-yl)-2H-indazol-5-yl)-1"- 2H), 2.95-2.76 (m, 2H), 2.04-1.84 (m, 2H), 1.07 (t,
sulfanonc) J=7.2 Hz, 3H); ESI MS (m/z): 364.9 [M+1].
1H-NMR (400 MHz, DMSO-d6) 3 9.49 (s, 1H),
9.26 (s, 1H), 8.75 (d, J = 2.4 Hz, 1H), 8.54 (dt, ] =
(LFEVERGHE)(2-(5-FMEWE-3-5)- | 9.9, 2.3 Hz, 1H), 8.33 (s, 1H), 7.92 (d, ] = 9.3 Hz,
2H-Mg| -5 (1-3-3E)-A - i ke | 1H), 7.60 (dd, J = 9.2, 1.6 Hz, 1H), 3.06-3.00 (m,
492 fifl ((ethylimino)(2-(5- 1H), 2.89 (dt, J = 19.4, 7.2 Hz, 1H), 2.77 (dt, ] =
ﬂuoropyridin-3-yl)-2H_i_ndazol-5_ 19.4, 7.2 HZ, IH), 1.98-1.90 (m, IH}, 1.79-1.68 (m,
yl)(pcnlan-3_yl)_kﬂ-Sulfanonc) ZH), 1.54-1.46 (m, ]H), 1.07 (d.d, J=14.1 : 6.7 HZ,
3H), 0.96 (1, ] = 7.5 Hz, 3H), 0.84 (1, ] = 7.6 Hz,
3H); ESI MS (m/2): 375 [M+1].
1H-NMR (400 MHz, DMSO-d6)  9.45 (dd, J =
H:T%(Z- %ﬂ]{ﬂ'ﬁ%)(}(ﬂtkﬂﬁ-} ?‘0, 0.9 HZ, ]H), 9.33 (Qs J=2.4 HZ, IH), 8.70 (dd,
1y 2H ) A° B J=4.7,14 Hz, 1H),8.52-8.48 (m, 1H), 8.33 (q, ] =
- el e Ky 0.8 Hz, 1H), 7.91 (d, ] = 8.9 Hz, 1H), 7.69-7.65 (m,
(cyclobutyl(ethylimino)( 1H), 7.57 (dd, ] = 9.2, 1.5 Hz, 1H), 4.13-4.05 (m,
(pyridin-3-yI)-2H-indazol-5-yI)- | 1yy) 2 94.2.85 (m, 1H), 2.84-2.74 (m, 1H), 2.23-
A’-sulfanone) 2.15 (m, 2H), 1.91-1.75 (m, 3H), 1.07-1.03 (m,
4H); ESI MS (m/2): 340.95 [M+1].
1H-NMR (400 MHz, DMSO-d6) & 9.44 (d, J = 0.6
3 H) D5y ks | 14 H 1H), 8.50 (dg, 1 = 8.3, 1.4 Hy, 1H), 837 (d,
- A J=0.9 Hz, 1H), 7.92 (d, ] = 9.2 Hz, 1H), 7.69-7.62
s63 | A o (m, 2H), 3.17 (dd, ] = 6.0, 1.7 Hz, 2H), 2.85 (dd, J
((cyclohexylmethyl)(ethylimino)2 | = 122 7.3 Hz, 1H), 2.72 (dd, J = 12.2, 7.0 Hz,
“(pyridin-3-yl)-2H-indazol-5-yl)- | 1p) 1.84 (d, J = 3.1 Hz, 2H), 1.56 (d, J = 43.4 Hz,
A’-sulfanonc) 4H), 1.09-1.02 (m, 8H)
ESI MS (m/2): 383.05 [M+1].
TH-NMR (400 MHz, DMSO-d6) 5 9.44 (d, J = 0.7
(IR (R3Sl | HE 1H), 932 (d, T =2.4 Hz, 1H), 8.70 (dd, T = 4.6,
A |5 T e | S 14 1D, 849 (dg,J =83, 1.3 Ha, 1H), 8.32 @,
585 | (feth i pentsr: SeoliD J=0.7 Hz, 1H), 7.92 (d, ] = 9.3 Hz, 1H), 7.68 (dd,

(pyridin-3-yl)-2H-indazol-5-yl)-
AS-sulfanone)

J=8.3,4.9 Hz, 1H), 7.59 (dd, ] = 9.2, 1.6 Hz, 1H),
3.05-2.99 (m, 1H), 2.93-2.85 (m, 1H), 2.81-2.73
(m, 1H), 1.94 (qd, J = 7.3, 4.6 Hz, 1H), 1.79-1.66
(m, 2H), 1.55-1.44 (m, 1H), 1.10-1.02 (m, 3H),
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0.96 (t, J = 7.5 Hz, 3H), 0.84 (1, J = 7.6 Hz, 3H);
ESIMS (m/z): 357.05 [M+1].

IR IR H T 3 ) (2- (g -3-
Hy-2H -5 -5 ) - O e

1H-NMR (400 MHz, DMSO-d6) 6 9.44 (s, 1H),
9.33 (d, ] = 2.1 Hz, 1H), 8.70 (d, J = 4.0 Hz, 1H),
8.50 (d, ] = 8.6 Hz, 1H), 8.34 (s, 1H), 7.92 (d, ] =
9.2 Hz, 1H), 7.68 (dd, J = 8.3, 4.9 Hz, 1H), 7.61 (d,
1=9.2Hz, 1H), 3.77 (t, ] = 7.5 Hz, 1H), 2.91-2.84

386 | (cyclopentyl(ethylimino)(2- (m, 1H), 2.76 (dt, ] = 19.4, 7.1 Hz, 1H), 2.11 (dd, J
(pyridin-3-yl)-2H-indazol-5-yl)- | _ 13476 Hz, 1H), 1.94 (d, ] = 5.5 Hz, 1H), 1.73
A’-sulfanone) (dd, J = 12.2, 7.0 Hz, 1H), 1.54 (dd, J = 15.3, 6.7

Hz, 4H), 1.48 (t, ] = 6.6 Hz, 1H), 1.04 (t, J = 7.2

Hz, 3H); ESI MS (m/z): 354.95 [M+1].

1H-NMR (400 MHz, DMSO-d6) & 9.44 (d, ] = 0.6

Hz, 1H), 9.32 (d, J = 2.4 Hz, 1H), 8.70 (dd, J = 4.7,
RS2 B e ) (2-(MEE-3- | 1.4 Hz, 1H), 8.49 (dq, J = 8.3, 1.4 Hz, 1H), 8.31 (d,
)2 H-] -5 )20 T=0.6 Hz, 1H), 7.91 (d, ] = 9.2 Hz, 1H), 7.70-7.66

587 (cycloheptyl(ethylimino)(2- (m, 1H), 7.58 (dd, J = 9.0, 1.7 Hz, 1H), 3.28-3.23
(pyridin-3-yl)-2H-indazol-5-yl)- (m, 1H), 2.94-2.85 (m, 1H), 2.82-2.74 (m, 1H),
3% syifarone) 2.30-2.23 (m, 1H), 1.97-1.91 (m, 1H), 1.68-1.59

(m, 3H), 1.54-1.31 (m, 7H), 1.05 (g, J = 7.2 Hz,
3H); ESI MS (m/z): 382.95 [M+1].

1H-NMR (400 MHz, DMSO-d6) 8 9.45 (d, J = 0.9
(He0E-3-3) 208|530 | 14 Fl 1D, 830 (dg, 1 = 8.3 1.3 Ha, 1H), 8.35 (d,
Ve J1=0.6 Hz, 1H), 7.92 (d, ] = 9.2 Hz, 1H), 7.68 (dd,
sgg | B ((2- - J=83,49 Hz, 1H), 7.62 (dd, ] = 9.2, 1.8 Hz, 1H),
cyclohexylethyl)(ethylimino)(2- | 3 58 323 (m, 2H), 2.91-2.84 (m, 1H), 2.81-2.74
(pyridin-3-yl)-2H-indazol-5-yl)- | (m  1H), 1.59-1.47 (m, 6H), 1.36-1.30 (m, 1H),
A’-sulfanonc) 1.24-1.20 (m, 1H), 1.11-1.01 (m, 6H), 0.77 (t, J =

10.5 Hz, 2H); ESI MS (m/z): 397 [M+1].
1H-NMR (400 MHz, DMSO-d6) & 9.45 (s, 1H),
9.33 (d, J = 2.1 Hz, 1H), 8.70 (d, J = 3.7 Hz, 1H),
(2B Jie ) (5 T 3E)2-(HLwE-3- | 8.51-8.49 (m, 1H), 8.37 (s, 1H), 7.93 (d, J = 9.2 Hz,
)2 -V 18- 5 - A 1H), 7.68 (dd, J = 8.3, 4.9 Hz, 1H), 7.63 (dd, J =

589 ((e[hy]lm1110)(1Sobutyl)(z_(pyrldln_ 9.2, 1.5 Hz, 1H), 3.23-3.12 (m, 2H), 2.89-2.82 (m,
3-yl)-2H-indazol-5-yl)-A°- 1H), 2.78-2.71 (m, 1H), 2.11-2.05 (m, 1H), 1.04 (1,
Su]fanone) J=17.2 Hz, 3H), 0.98 (d, J =6.7 Hz, 3H), 0.87 (d, J

= 6.7 Hz, 3H)
ESI MS (m/z): 343 [M+1].
1H-NMR (400 MHz, DMSO-d6) & 9.48 (s, 1H),
TR OS2 I I -3 | 933 gd, lJ y 2‘?_14923 1H), 8.71 éc}& J =l4.6, 1.95 HS,
) 2H SNSRI | | ke H T 760 1 8y S T
: 3 B -l J=8.6 Hz, 1H), 7.69 (dd, ] = 8.2, 4.8 Hz, 1H), 7.61

395 | (cyclohexyl(ethylimino)(2- (dd, J = 9.3, 1.2 Hz, 1H), 3.62-3.58 (m, 1H), 2.00
(pyridin-3-yl)-2H-indazol-5-yl)- | (4 J= 6.6 Hz, 3H), 1.35-1.11 (m, 6H), 0.83 (dt, J =
A -Sulfa.none) 36.41 72 HZ, 3H)

ESI MS (m/z): 369 [M+1].
1 vt Fam. | TH-NMR (400 MHz, DMSO-d6) & 9.45 (dd, J =
gﬁg?ﬁﬁ%g%;ﬁ;g 6.1, 0.9 Hz, 1H), 9.33 (d, J = 2.8 Hz, 1H), 8.71-
597 : : : 8.69 (m, 1H), 8.52-8.48 (m, 1H), 8.38-8.35 (m,

)\ T EEER ((ethylimino)(2-
(pyridin-3-yl)-2H-indazol-5-

1H), 7.90 (q, J = 4.6 Hz, 1H), 7.69-7.62 (m, 2H),
4.14 (td, J = 6.2, 2.5 Hz, 1H), 3.54-3.40 (m, 5H),
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yD)((tetrahydrofuran-2-yl)methyl)-
AS-sulfanone)

2.93-2.73 (m, 2H), 1.77-1.68 (m, 2H), 1.63-1.48
(m, 1H), 1.09-1.03 (m, 3H)
ESI MS (m/z): 370.95 [M+1].

603

4-(N-Z, HE-2-(E g -3- 3k ) -2 H-15)
-5k I FS) T (4-(N-
ethyl-2-(pyridin-3-yl)-2H-
indazole-5-
sulfonimidoyl)butanenitrile)

1H-NMR (400 MHz, McOD) 6 9.32 (d, J = 2.2 Hz,
1H), 9.25 (d, ] = 1.0 Hz, 1H), 8.69 (dd, J = 4.8, 1.3
Hz, 1H), 8.55-8.52 (m, 2H), 7.97-7.95 (m, 1H),
7.72-7.68 (m, 2H), 3.46-3.42 (m, 2H), 3.08-3.00
(m, 1H), 2.97-2.89 (m, 1H), 2.62 (1, J = 7.2 Hz,
2H), 2.13-1.95 (m, 2H), 1.19 (t, ] = 7.2 Hz, 3H)
ESI MS (m/z): 353.9 [M+1].

604

(L HE N fi He ) (G IR ) (2- (L P -3 -
)2 H-05] 185 - 50 °- 1 A
((ethylimino)(isopentyl }(2-
(pyridin-3-yl)-2H-indazol-5-yl)-
AS-sulfanone)

1H-NMR (400 MHz, CHLOROFORM-D) & 9.22
(d,J = 2.4 Hz, 1H), 8.74-8.73 (m, 1H), 8.69 (d, J =
0.7 Hz, 1H), 8.50 (s, 1H), 8.30 (dq, ] = 8.3, 1.4 Hz,
1H), 7.95-7.90 (m, 1H), 7.71 (dd, J = 9.3, 1.7 Hz,
1H), 7.56-7.52 (m, 1H), 3.49-3.27 (m, 2H), 3.13-
3.05 (m, 1H), 2.99-2.90 (m, 1H), 1.78-1.68 (m,
1H), 1.67-1.57 (m, 1H), 1.50-1.41 (m, 1H), 1.25-
1.21 (m, 3H), 0.86 (dd, J = 8.7, 6.5 Hz, 6H); ESI
MS (m/z): 357.05 [M+1].

612

(2.3 % 3 ) (2- (M g -3 - ) -2 H -
w|e-5-3)(3,3,3- = FL A 3)-A°- Tt
L5tl ((ethylimino)(2-(pyridin-3-
yl)-2H-indazol-5-y1)(3,3,3-
trifluoropropyl)-A°-sulfanone)

1H-NMR (400 MHz, METHANOL-D4) & 9.31 (d,
J=2.4 Hz, 1H), 9.24 (s, 1H), 8.68 (dd, J = 4.6, 1.2
Hz, 1H), 8.54-8.51 (m, 2H), 7.96 (d, ] = 9.2 Hz,
1H), 7.73-7.67 (m, 2H), 3.59-3.48 (m, 2H), 3.07-
2.92 (m, 2H), 2.76-2.48 (m, 2H), 1.19 (t, ] = 7.3
Hz, 3H); ESI MS (m/z): 382.9 [M+1].

[0697]

615

(L HE P Jie ) (123 ) (2-(HEE -
3-5L)-2H-15| e -5 35 )-A -1 o
((ethylimino)(pentan-2-yl)(2-
(pyridin-3-yl)-2H-indazol-5-yl)-
28-sulfanone)

1H-NMR (400 MHz, CHLOROFORM-D) & 9.22
(d,J=2.4 Hz, 1H), 8.73 (dd, ] = 4.7, 1.4 Hz, 1H),
8.65 (1, ] = 1.2 Hz, 1H), 8.39 (s, 1H), 8.32-8.29 (m,
1H), 7.90 (dd, J = 9.2, 1.2 Hz, 1H), 7.66 (dt, J =
9.2, 1.4 Hz, 1H), 7.54 (dd, J = 8.3, 49 Hz, 1H),
3.19-3.05 (m, 2H), 3.00-2.91 (m, 1H), 2.24-1.83
(m, 1H), 1.43-136 (m, 3H), 1.28-1.18 (m, 6H),
0.95-0.83 (m, 3H)

ESI MS (m/z): 357.15 [M+1].

617

(LN JGHE (P 25 (2- (M V- 3-
)2 H-e| -5 -5 )0~ o i
((ethylimino)(propyl)(Z-(épyridin-
3-yl)-2H-indazol-5-yl)-A"-
sulfanone)

1H-NMR (400 MHz, DMSO-d6) 3 9.46 (d, J = 1.0
Hz, 1H), 9.33 (d, ] = 2.4 Hz, 1H), 8.70 (dd, ] = 4.6,
1.5 Hz, 1H), 8.50 (dq, J = 8.3, 1.4 Hz, 1H), 8.35 (q,
J = 0.8 Hz, 1H), 7.94-7.91 (m, 1H), 7.68 (ddd, J =
8.4,4.7,0.7 Hz, 1H), 7.62 (dd, ] = 9.3, 1.7 Hz, 1H),
3.27-3.18 (m, 2H), 2.93-2.84 (m, 1H), 2.81-2.73
(m, 1H), 1.66-1.45 (m, 2H), 1.06 (t, J = 7.1 Hz,
3H), 0.87 (1, ] = 7.5 Hz, 3H)

ESI MS (m/z): 329.05 [M+1].

618

(L LN Gk )Gl 12 ) (2-(MtL g - 3-
J)-2 H -5 145 - 5 ) -~ A
((ethylimino)(neopentyl)(2-
(pyridin-3-yl)-2H-indazol-5-yl)-
A8-sulfanone)

IH-NMR (400 MHz, DMSO-d6) 6 9.59 (s, 1H),
9.36 (d, J = 2.2 Hz, 1H), 8.79 (s, 1H), 8.74 (dd, I =
4.8, 1.3 Hz, 1H), 8.53 (dq, J = 8.3, 1.4 Hz, 1H),
8.14 (d, ] = 9.3 Hz, 1H), 7.82 (dd, J = 9.3, 2.0 Hz,
1H), 7.71 (dd, J = 8.1, 44 Hz, 1H), 4.13 (d, J =
30.6 Hz, 2H), 3.10-2.94 (m, 2H), 1.11 (t, J = 7.2
Hz, 3H), 1.03 (d, J = 14.9 Hz, 9H); ESI MS (m/z):
357.05 [M+1].

[0698]

SR N- GRS (AEED) (2 (I -3-3) - 2H- M5l - 5-5) -A°- Bk Il 56) s e

Ji (N- (isopropyl (oxo0) (2- (pyridin-3-y1) -2H-indazol-5-y1) -A°-sulfaneylidene)
cyanamide) 392/ 5 A%
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Q @
N= S NaH, CNBr N= S
[0699] NI NH g NN N-en
392

| 0°C - 25°C,16 h |

= =

N N

[0700]  {ELRH PRI ML (RN (2- (HEIE -3-5E) - 2H- 15[ - 5-58) -A°- Bk (imino
(isopropyl) (2- (pyridin-3-yl) -2H-indazol-5-y1) -A%-sulfanone) (300 mg,0.999
mmo1) [N, N- ZHIFLFHEEZ (5 mL) kb, T 2050 FAE25 CIIAZ LN (59.9 g,
1.498 mmol) , HF4kSAHES- 100780 2 Ja , NI S W HIZE O CHF T IR E N HFpdi bt
A EUE T (cyanogen bromide) (159mg, 1.498 mmol) o IINBIESERS , RN I & P
JI 5225 °C O T M FE R 127N o SO SE B, IROSE TR S W BN vk 7K HK YA TR
PLOTR TR (3X25 mL) Z<H . AHLER 77 85 LAEh /KyAIR (2X25 mb) 1575, VAJC/KIRER 84 T
M L BT DR e 4 TS BRI IR Y KA AR U AT IR TR 2l AR 2 T AR 2N - (R
AL (ISEIE) (2- (e -3-3%) - 2H- M5 - 5-35) -A°-Fke Ml %) Jis et (N- (isopropyl (oxo)
(2- (pyridin-3-vy1) -2H-indazol-5-y1) -A%-sul faneylidene) cyanamide) 392 (130 mg,
0.400 mmol,;”%40.0%) »

[0701] K14 AR LNITIRENE S PRIE S AFTA I S E R 16 5 7 R85

ey WA AR TSR

WS
392 | N-(C A SE(U4E 3E)(2-(tk s | TH-NMR (400 MHz, DMSO-d6) 3 9.59 (d, J = 0.7 Hz,
3 ) 2H-W -5 )AS | 1H), 9.35 (d, ] = 2.4 Hz, 1H), 8.74 (dd, J = 4.6, 1.5 Hz,
EW%)H%MHE (N- ]H). 8.66 (d, J=1.2 HZ, IH), 8.53 (dq, J= 8.3, 1.4 HZ,
(isopropyl(ox0)(2-(pyridin- 1H), 8.10 (d, ] = 9.3 Hz, 1H), 7.75-7.69 (m, 2H), 1.37 (d,
3-yl)-2H-indazol-5-yl)-2%- | J = 68 Hz, 3H), 1.23 (d, J = 6.6 Hz, 4H); ESIMS (m/z):

sulfaneylidene)cyanamide) 325.5 [M+1].
(0703 :15: (2,2 —JHZ.30) WD) (RPTED) (- (Mi-3-5E) - ZH- I —4-3) 26~
kel (((2,2-difluoroethyl) imino) (isopropyl) (2- (pyridin-3-yl) -2H-indazol-4-
y1) -A%-sul fanone) 424115 ik

[0702]

F N=
N= Na, | O™ NIQ /K
\/ J\ i | D 0/’3“
[0704] N N ¥ N/ N
| _ W 0°C - 25°C,16 h 87
N 424 F

F
[0705]  {ELRHE PR L RN EL) (2- (HEIE-3-5E) - 20- 15[ - 4- 58) -A°- Bk (imino
(isopropyl) (2- (pyridin-3-yl) -2H-indazol-4-y1) -A%-sulfanone) (300 mg,0.999
mmo1) [N, N- ZHIFLFHEEZ (5 mL) Bk, T 2050 FAE25 CIIAZ LN (59.9 g,
1.498 mmol) , H4kSAHES- 105780 2 Jm , NI S Y I 0 CHF T I E N HFpdii bt
THIAN2,2- O = G HEERAS (2,2-difluoroethyl trifluoromethanesulfonate)
(662u1,4.99 mmol) o SINZITETERE , SN TR AW et %2 25 'C I 1 eitd FE A 1 16 /N o
SN SR, N TR SR BNV Kb B KIS IRZ DA R B (3X25 mL) A<HN A ATL=H

165



N 119546584 A W OB P 159/161 T

O3S AR KIS R (2X25 mL) T, PATC/KAER BN 458 1o SR8l He e 44 T 43 2AEL bR o L
MRIATREEAE E ST RS A 21T AR ((2,2- 2530 WD) Crpad) (2- (g -
3-3L) -2H- M -4-3L) -A°-Fikel (((2,2-difluoroethyl) imino) (isopropyl) (2-
(pyridin-3-y1) -2H-indazol-4-y1) -A%-sul fanone) 424 (70mg, 0.192mmo] , ;=219 23 %) ,
[0706] 15 AR EN S PRI S L PR () S E R 161 5 75 TR 25

ey e AT
WS
424 | (22-—W.ZJE)FJE)(+A | ITH-NMR (400 MHz, DMSO-d6) 5 9.36 (d, J = 2.4
HEY2-(H I -3-35)-2H-|ea- | Hz, 1H),9.23 (d, J = 0.5 Hz, 1H), 8.70 (dd, J = 4.6,
[0707] VAR (2.2- 1.2 Hz, 1H), 8.55 (dq, J = 8.3, 1.3 Hz, 1H), 8.13-8.08
difluoroethylyimino)(isopropyly( | (M 1H), 7.69-7.63 (m, 2H), 7.58 (dd, J =8.6, 7.1
2-(pyridin-3-yl)-2Hoindazol-4- | Hz: IH), 6.01 (tt,J=56.3, 4.2 Hz, 1H), 3.73-3.66
(m, 1H), 3.25-3.00 (m, 2H), 1.36-1.28 (m, 3H), 1.07
(d, ] = 6.6 Hz, 3H); ESI MS (m/z): 364.95 [M+1].

[0708] (b &4 Chemdraw Professional 19.1774

[07091  3RA-1.A-28kA- 3L SRR UL I A5 rh iR ) — i A 6 - 1445 Bl o JUHM, HrpA,
A, S A A RCHY A - LI S PARIEPCT £ H A )15 W0 2016144351313}5)??5 PP ER Al, Hor
A AN —F RN A - LS PAR I TR PR

[0710] [ W imife :

07111 5:4l-16:

yl)-A°-sulfanone)

_~NH; —
N
NaN
\Ii : \I\,L A~
Br 1,4- %4 120°C ~ |

[0712]
r, 16 h 48 h N A1
67% 56%
g1 g2
[0713]  3-3K%(-6-INEE2- [ (3-azido-6-bromopicolinaldehyde) :
F | e NaN; DMF oNs N
0
NS NS
[0714] “gr rt,16 h NZ  Br

[0715] ff% LJ#EI’)ES R -3- U mE2- FHEE (6-bromo-3-fluoropicolinaldehyde) E-1 (8¢,
39.2mmol) [N, N- ~ HHEL FHEE I (80m1) 7R , IINGE U8 (3.06g,47 . Immol) , HFTTSIE
EY T 25 CTHEFE16/NN o SN 5E i , VTR S UKFRE , HOKIEIRE L SR C TR
(3X100m1) 2. A HLEPAER KA (1X100mL) 15 « BAUZE AIC/KERIREN T4 i B8
FE 4 43 53 - 5 %06 - IR E2 - FAfEE (3-azido-6-bromopicolinaldehyde) C-1 (6g,
26.4mmol , 76T . 4%) o 22N T 5 B SN (authentic spot) BB

[0716]  5-78-2- (WEIE-3-FL) -2H-MEMEFH-[4, 3-b]MEIE (5-bromo-2- (pyridin-3-y1) -2H-
pyrazolo[4,3-b]lpyridine) :
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N
Na SN B4 2 %
[0717]1 Oy l I
N~ Br14-—E4:,120°C SN

c4 48 h A-1
-2

[0718]  FELPiHEI3- 1k %(-6- IRt rE2- I (3-azido-6-bromopicolinaldehyde) C-1
(6g,26.4mmol) (91, 4- &A% (60m1) iAW A, JIAMERE -3- 1 (pyridin-3-amine) B-1
(2.74g¢,29. 1mmol) , H TR AW 120 CHEREAS/ NI o [ N 58 i , NIRRT TIRUE T
AR T I KA BPHLIE A , FFpl I8 e te Lt —20 DAY st A alifb iS5 2 pir AR 2
MI5-PR -2~ (EIE -3-38) - 2H-ME e3[4, 3-b1MEAE (5-bromo-2- (pyridin-3-y1) -2H-
pyrazolo[4,3-blpyridine)A-1(4.1g,14.90mmol , "%56.4%) »

[07191  JuASCRTAR , 5 (D A S0 s R B S PR IS M Bk LR E 22 Fil
Fe HURTEVE I A B S TE R An A T Age Fh ATk v

[0720]  H:Wpsicfhl

(07211  SZfhJA I A | (Bemisia tabaci)

[0722] i Fi M- ab AT, FHp AR T T S L &1, IR IS AR A e A v A T T
T AT L T-2000r pmf i HH A Tl MR &, 65, JH0.01%  Triton-XyATRCKEH
MR AT RS IR B K31 (brinjal) FHR NG PIATRH 107D, FH 1205381, SR 5
9Tl (abaxial) MIEA_FHBCE 7 53 B2 Am LR LR L % P8 - PESEA TR I A FLA
AR b W A R O RS IS B NS IR AL R B (whi tef1y) ploH , FRRHORECE]
— P ILER D Z AR R B S BRI FE N 25 °C M AT
70 % FIREP KR o FE B BT 2/ N I, 0 SR AL T S BB MAF TS I RS HL o I 551
ST A oy thst il 2550 T M ISR B AR TR A 4y LU AR, TR S R AN o
Z— A TER o LR PrE sk A &1, $-300ppmi BA R T 555 770 % IS T3 1.9, 11
18.25.28.29.30.31.32.33.34.38.43.48.65.66.68.71.72.73.74.77.78.79.86.87.93.
101.104.108.109.110.116,119.122.123.124.126.135,184.186.193.213.214.215.216.
218.219.220.221.222.223.224.226.227.228.231.236.237.238.239.240.241.248.249,
250.254.255.278.287.288.289.290.291.292.293.294.296.306.307.308.309.310.311.
312.313.314.337.354.355.358.368.369.383.385.386.387.389.391.397.406.408.410.
418.419.421.446.447.450.455.457.458.461.462.463.465.466.467.470.474.475.478.
479.480.482.554.557.5611A 580,

[0723] S4B BkiF (Myzus persicae)

[0724] (i FiR M-7EE AT, FHp AR I T S A &1, IR IS A e A v A T T
T AT L T-2000r pmf i HH A Tl MR &, 65, JH0.01%  Triton-XyATCK:H
MR 22 B T IR B o R (capsicum) FHR AN G IR TRFP 10D, FAT-2043 8, SR 5
A 7 A _E S A 53 30 2R A Am L AR FR 1 9% 8 - RS TAR I AR e 2B Wik
FERSFR AR L RIESCR A ) 28 =082 L, R FORE IR R B A PR e HY
1ZR T A AL o178 2 DASE R0 g A= o B9 I 28547 AR I Dl 25 °C S AR 1
70 % MR A K PR o A4 HUREBT 2/ NI e 10 SR AR T TE AL S AT I B BT SR 4k

Z-z
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TR AR 85550 KA SUR AT ST R o0 buifi i, HR L SRR H b 2
— A TEE R DU ARSI &9, T-300ppmihf FA A T T 70 % 50T 38 1.2.3.25,
28.29.32.41.64.70.71.73.88.89.90.92.99.102.110,112.119,123.124.136.137.138.
146.147.148.156.168.180.193.216.217.218.224.236.237.238.239.240.248.249.250.
254.255.256.287.288.290.291.306.312.314.337.354.383.386.387.388.389.390.397.
406.419.455.456.457.458.460.461.478.479.480.482.483.,484.,485.,486.,487.488.490.
491.492.557.558.560.564.567-5691) },581

[0725]  SABIC. #afEE| (Nilaparvata lugens)

[0726]  fii IR i1k (seedling dip method) YEA TN, HA BRI TR O &9, KL
VA ARAT A A S AR T Bt B T-2000rpm 1 i i FH DAEA T 18 IR &, B, T
0.01% Tri ton- XIFIRCH H AR AT a5 O M B - B /K A (paddy) 40 ER N SP0TARLT
L0FD, FHF-2003 B, AR 4 i e T B il vh R AR S PR R AE /K B 15 A R AR B 28 =
W4 ORI A MR v, R A7 IR Sl 25 °C AT R 75 9% A ALK
PR A BT 2/ NI i, 10 SR AR T T SE M AT 0 B BT L R AR TR 1 4y bl gt
LEEFET MIESE RO HIISE TR E o Lo, H R E S AR B H 2 — TR AR
FC SR AOE 59, T-300ppmisf AT R T2k T-70 % (I8P 3 : 1.2.3.4.5.7.8.9.11.12, 13,
14.16.19.20.21.23.26.27.28.29.30.32.33.38.41.42.51.64.71.72.73.78.86.87.92.
93.104.105.111.112.113.114,115.125.126.127.137.146.147.148.152.153.155. 181,
193.194.202.206+236238.240.331.337.343.347.354.355.356357358.359.360.367
385.386.387+388.389.391.392.394.396.397.402.406.417.419.446.447.450.454 457 .
461.462.464.470.471.474PL K AT5.,

[0727] 45 KB R A 9000y sUR R AR B, MB35 1&, oMb St s T AR 40
ERA AR R 5 0.
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