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ON 114729927 A ) F
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HH b 22 0 R 2 i UL VMR AAC, | 77 R R 2 ) 2 D — AN AR AR

FITiR 74 -N- . -0- 8% -CH;
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HO
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3. *ETE?FX?FUEZKUS)T ) A AR AL 540 5 i B I A B A A 5 0 P T R AR 1
A P s kAT AR
A4 ARGEARUAZER 3B 10 240 o jl AR 2 00, SEL v it 240 . PA) 420 )it 368 4 0 ) Jot 4
o
5. MR HEAURZE SR 3 Ffr i (¥ 20 R AR AL 540 » v B SR 4 P 0 Do B 97 20 o s R A
A AN T
6. MR e BRI ZE SR A Ffr i (¥ 20 R AR AL 510 » i mb B R 4 0 28 45 2R R AN/ B
LA X6 240 PR Jo 8] e A B AT AR
T ARIEBOM ZER S P (¥ 40 AR 2 &0 b B ik 240 o3 0 o B9 32 ) 22 IR A A%
PRIR AL BRI S SRR e S A A ) A i A o, A SRR &, i
FERAL SV AR R
8 MRIEBUM ZR TR M 4 AR A &, Horh Frid iRt S 4 th BL e se a2k
NSRS -
[fes2]
R. Ro

H,N (CHo)m

TEpT IRt 2,

R IR, %% H BS7 e a3 U A AR VU IR R LC | bR C S
FEPREE (Cy T HEMNC, | eI A

HBPTIRC, | Jedk ITIRC, | Je kI ITIRC, | T HEBUATIRC, | b A EE RS, ik E
H g 3R 2 R U UL AR AIC, | J7 AR R A P ) 2 D — AU IR

Frifm0 2 51 B HL

9. —Fham B B SAL T7 V%, A HE G IS DGR ET L G A S R A0 i b B B TR O
FEAE R FOGREAT I &, Horb i RO IREHME B Y 0 B DL R A LSRR )V 1 - (R 2R H g
FEEF AL - BIEMIELZ [1- (ortho-benzophenylaminoalkyl) -phenylboric acid]zH AT
EX/F
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R Ry Ry R AR, & H AL 00 F S 3 B2 A 2 U Y e IR L C |
Be.C, BRI (Cy (T EERIC, | Hese HEL 4,

MPTRC, | Je R FTIRC, | BEHEBREE FTIRC, | 77 FEEATIRC, | e S B AR, f i 1
H el 3R PR AR B VR VIR NC, | 05 B R 2 R A D — AN IR AR

FITiR 74 -N- . -0- B¢ -CH;

FTidRnAE 028 51K BE 4

10 ARAE BRI EL R Pk 1 A0 B ) Jo AR 7 v, e vh i R BE 4 i 2 77 0

11 AR AR 2 SR O B 11 4411 B 4 Jofa s A g 4 » 3 A0 4 B ot U 58 Eh T 38 % S R L & 4
55 B ik ST B A 0 40 o3 2 TR PR IS T 77 A 1) 2 D' SRS A P I S 240 o 4 A o ) PR
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13 . R AU B3R 9 B i (1) 4 B 420 o A5 92 » AR i a0 200 i+ 11 47 55 41 i
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14 AR BRI EE R 12 Bt (1) 20 B 40 Joii A5 07 32, e b i O 4 B 2% 60 4 e ks A F /B B
J53 AR50 -2 P Joi D) s 4 R R AT A4
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“MAERR R A S R R E R BRI B k18 73 7%

F AR Tt

[0001] A HiHFE M —Fpfo &1 - (AR F L R JE R JE fe Jk) - R AR AER [1- (ortho-
benzophenylaminoalkyl) -phenylboric acid] BRILATAMINE N JCIRE LS W0 40 B Ak
B EWUL AT FZAL G P00 4B I B 07 V2

BEEEA
[0002] AR NC T K —FEitb &9, AL & YIaevs i 5 g FE s e B 1 I BT I 2R
AT Bodipy) B 25 MM P2 AR 5k R — €% (circular dichroism,CD) Fl%¢ .

1.5 -

294eV

[0003] FosEH E

50 550 650
(A, nm)

[0004]  TEAE A= fiy FE A ) 20 M0 P A7 10 38 0 2R 04 L A R IR TR R Ak 452 40 4 DA A i fig
Jii R IEIRAT AR VAN 1 S AR 00 1 o R EATTHE AR N () 7 B 1) SE I RO AR, B T AE L
H & DI RE FL B 5 TH A1, 76 FH IS99 A2 22 02 W Ry 7 T ik o Fh ok 5 EEEH . H
B, A T KRR 8 B 1 AT B, A8 P 7 0 22 (R R A R &5 & B GFP R B B 1 IR ES R AT
FIR ) I IEBENI A 25 6 B BRI 7 7%  FEAE D R B B LT, ¢ ik B RN S £
M DL 35 1) HL 7R ZEROAR K v T TR BAS vy, 10 B AN e o I 40, DR B 7R A
P5 & (squeezing) 40 5 ¥4 R AR BB A ANE 2 Ak o T XAN R, 2 HBL T X Re g iE e 5
AL AR ARG N 2 E A E Y K 1T X A YmT DL, H
ALz N AT B E S RE AT SR A B B R 2 B AR T

[0005] JREHRICAIK T 2AEER T IHERECHI AR, (HIX LR 7 25
P EAE, B E K EE T AN EA R e B R TS .

(J.Biophotonics (EME T %% E) 4,No.6,391-402 (2011)) -

[0006]  filr, —FhAIIESC SLHE (bioorthogonal conjugation) FiR IEFEK &, AL
FH AR a7 5 (1) A ALK A PR o A b 1) B 1 o Bl 8 AR 0 00 AR5 S PR b = AR 28 o R
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EWIERE i f - Carolyn R.Bertozziff B, 18 % 75 BN EIEP IR (Sletten,Ellen
M.,Bertozzi,Carolyn R.,”Bioorthogonal Chemistry:Fishing for Selectivity in a
Sea of Functionality (AE¥IEAZAL 2 fEDhRE W VE T FHREFENE) “Angewandte Chemie
International Edition (B FHALZEBRR) .2009,48 (38) ,6974-6998) oA NARK MR AW
IEAZ L5, o i i1k % (copper-free click chemistry) s& 2RI, KA H 0K & E 4D
(azide, -N &) SEBESURRE G R JGH NG &AM (cyclooctyne) HIFRET
N A8 5 A2 AR AR 1 e I - B B AR PR IR BE (strain-promoted alkyne-azide
cycloaddition reaction) (Carpenter,Richard D.,Hausner,Sven H.,Sutcliffe,Julie
L.,”Copper-Free Click for PET:Rapid 1,3-Dipolar Cycloadditions with a
Fluorine-18Cyclooctyne (FH-TPETH) Jo il sl « A AR - 18FAE HLr Pk 1, 3- A H A
J%) ”,ACS Medicinal Chemistry Letters (ACSEI#ILAPAR) .2011,2 (12) :885-889) . Uik
S, BT R T ILFMAED IERILHER AR (Kolb,Hartmuth C.,Finn,M.G.,Sharpless,
K.Barry,Angewandte Chemie,International Edition (MW H4LZFEFrR) (2001) ,40(11),
2004-2021;Ning,X.H.,Guo,J.,Wolfert ,M.A.f1Boons,G.-J.Angew.Chem.,Int.Ed. (™ H
2 E bR hi) 2008,47,2253;Song ,W. ,Wang,Y.,Qu,J.,Madden,M. M., fiLin,
Q.Angew.Chem. , Int.Ed. (B FIfE27 FEFRiR) 2008,47,2832)

LZBARNE

[0007] 57 A ji

[o008] A HITESEML A Bl - (SRR B R B e e ) - R EMM [1- (ortho-

benzophenylaminoalkyl) -phenylboric acid] 8 HAT4MI1E N7 CERE -S4 ) 20 B A%

GGV AL RS VD) 40 ) B A8 07 12 -

[0009] SR , A FH 35 EEAA TR (1) F52 AR ] AN PR T+ A i) B, AR @04 57 38 RN (7 g 08

TR I DL T R T R PR AR AR TR S AR 7]

[0010] B ARG ZE

[001M]  AHIIEH) A —J7 e it — Mgl AR A&7, A& d LT A U R oR i 1-
AR gk ox L g e 3 ) - R IEMER [1- (ortho-benzophenylaminoalkyl) -phenylboric

acid] BHATAEMINE N R CREL G -

[0012]  [fb=51]

o
——R
HO\|3 L B

/
HO  (CH)n

[0013] ><
O HN

Re
R
HKU\CZ R:
~

[0014]  fEfridfbAa1,
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[0015] R, R, Ry R IR, & H A7 0% A o 300 20 E L Al 2 U L I ik R L
C, e dE C  JeFERREE (C, | JTEEMIC, | St AR B 4,

[0016]  PTIRC, | KiFe JITRC, | JeHEHEE IR C, | J7 B TRC, | bt LA AR
FH 3 P T 2R PR U U ISR AIC, | 5 SR I 2 11 B D — A EURBE AR
[0017]  PFIRZE-N-.-0-8¢-CH;

[0018]  Ffridn/Z0 %501 BE4L

[0019]  AHR U528 — 7 T BRI — Fham B o A% 5 v, oA dE @t 2 e REH b &5 5
B2 PR H 4 I 2 D) ) e R = A TR 2 S 1R AT Wl i, FL b BT IR e SR ET A B 0 o H DL R Ak
IRIRHT 1 - (BRZEH I 2R S G S e 38) - 2R 3L M0I2 [1 - (ortho-benzophenylaminoalkyl) -
phenylboric acid] B ELATAEY):

[0020]  [fk2fail]

i
Ho. /@_ ke
’;

HO  (CH)n

[0021] ><H4
O HN

R
HKU\CZ R:
o

[0022]  fERriAfb 1,

[0023] R, R, Ry R IR, & H A7 0% A o 300 20 L Al 2 U L I ik R L
C, 1 FEHEC | S AL (C, J7HANC, | e e HE2H I 4

[0024]  4PTIRC, | KEEE IRC, | JeHEHEE  IRC, | J7 FEEUTRC, | bt A AR
FH g P R0 PR U U ISR RIC, | T SR I 2 11 B D — A EURBE AR
[0025]  FFIARZs&-N-.-0-8¢-CH;

[0026]  FriRnE0Z 50 %L,

[0027] AR

[0028] AR #H& A< HRiE Y St 77 2, il 4 R AR 4 400 F Pl 3 248 a2 o 1 A8 07 v e e T
SRAFVE AP P A 5 () Qi 4 7% & 420 o s 4 L 2%) 10 2% e R AR

[0029] AR & AS HRiE I it 77 2, il 4 B R AR 20 - 4 R ol i 248 i A7 Jo A8 7 3 2 3 ek
TR 5 4 M N W o3 2 181 1) S 2= A2 R 5 1, AT A A 40 B b AT AR, ERT G e % T 56
ALRE LSRR DNA L B AR AR  FOIR R (reticulum) ARG & 5 g Cu2' ATP. LRk
ROS (i P4 480 25 1 4 9 40 90 % e A%

[0030] AR #& A< HRiE Y it 77 2, ik 4 B R AR 24 & 400 R Pl 3 248 a2 o 1 A8 07 v e e T
XA P oY o 4 B S 1 % S A

[0031] AR H&AS HRiE Y St 77 2, ik 4 B R A 20 - 40 R Pl i 248 7 Jo 18 A8 07 ¥ e o de et
XA L ) SR A RN/ B a1 BTEAT BB OR T TR 40 B A Joi X e 4 LA T S8 AR
DR i 6 FH T2 W F0/ B8 97 5 . OIG e 72 Jireg 9 9 B i)

8
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[0032] ARy A B 475 1) St 75 35 Pk 240 M RS A5 2 &5 W0 R ik 2 I 40 It S A5 75 2 e AR Bl
T U pH 2R A S A 850 a0 B 308 5% P SR 00 22 b B8 11 o 4970 a1 ol 200 L e A 265 00 A ik 4
Y I A5 D3 AR A5 R 1 5 P HAS ON LS 1 B D RO IR I # 1%, IR e W s 6 4k
HbAS I L FEHSATE P 1R 4 L«

Ffit (=135 BA

[0033] || 17 HE FEAS HR R 1) — St A5 b A2 A8 AL S0 LR RARENIN 0 T (@) tb B 1+ S 1
Z (ethanolamine) . (D) b &1+ A EE (alaninol) « (¢) &ML+ N 2 BE
(phenylalaninol) \ (d) fb & W 1+2 T B (aminobutanol) . (e) &) 1+40 2 BE
(valinol) \ (F) L &M 1+LZEE (leucinol) « (g) (L &M+ ZEE (tryptophanol) LA (h)
XTEE (b G+ N2 e B 2 T B RN =) (AT BR) 966 IE R 4.

[0034] K2R HAEAHE ) —SLhti il () R TAEIN S O BEfE 2 A1 E) [ BRI L : LG
YIRS NMRAT (b) A6 & 41089 H NMR.

[0035] |37~ HHAE A HIiE I —SLhiti il () R TALAE S O BERE 2 A1 B ) BT L : LN
PIIEE 0 NMRAT (b) AL 9180 7°C NUR.

[0036] |47~ HHAEAHE ) —SLhti il () R TAEI S OB A1 H) [ BT L : LG
IR B NMRAT (b) AL A 1K' B NMR

[0037]  ESAENAR IR EHIR H () KT HENEW S CRENEZ 1818 S B 12500
AV NMR. (b) L ERALAYI1EIH NVR. () 26 T LB AL & 2.5 2.l 2 18 1 R ST
1:SHE IR H NMREL K (d) E AL & 200 H NMR

[0038]  [&|67~ tHAEA HE ) — SEt ol Ok TG L S TN & EE (=2 R B 2 18] 1 )V
() (a) 2: LINE IR H NVR. (b) 1: 200 4TE B H NMR - () 1:5 &7 5 'H NMR
() T MR S =20 B NMREL & (e) 26 T4 &1 5 Hofh S L 2 [A] 1
SRS 2: TG R H NVR

[0039] P77 HYAE A FROIE I — SZ it 451 o 78 G ¥ SiHe La g i A 1OuMER & — 7] 29 ¥
i (a) OuM. (b) 10uM. (c¢) 100uMEA % (d) 10000M 2. % % j 368 et 4 5% e S8 s 1 2 381 1) 400 i /Y
GRLARI) R ICHUZ -

[0040]  [&I875 Y 7F K HA 475 Ft) — i 451 o A DMSO (- FFF 3 STV AR VA9 S5 He La 2 Jf A1 OuMH
Bt 43 3 0 (@) OuM. (b) 10wM. (c) 100uMEL K (d) 1000uM £ i % f e i 5% 5 S 1ol L 42 2
1) 200 Pt PN 2o AR 1) 2 S A

[0041] 97~ HYAE A HRAE I — S it 451 v A2 B He La gl i 43 1) 5 (a) 10uMREFLL A% (b) 10uMER
EF+40uM CCCP—[A] 3577 3073 fim 1 ack 3 5 £ bl W 52 2810 7 441 o 1A ok Ak 1 2 e A% o
[0042] & 1075 H 7 A i B — S it ) AE K5 He La 4l il . 10um Ak & % 1 M50nME)
MitoTracker Deep Red (ZRRiARVRLL 2 ARED) —FI3REFE300 B 5 Af L 58 £ A 3K
1311 (a) SRR IEE AL P 26 AR (BUK I < 405nm/ & ST : 490-590nm) « (b) Lk
fRiEMi toTracker Deep Red1%% Y6 AiA% (F& # K : 635nm/ & K : 655-755nm) « (c) £
PR E AL S W) 1 FIMi toTracker Deep RedfI4H & 286t « (d) L& W1 FIMitoTracker
Deep RedfJILE /AT CGHEIEL: LA IEIE2:MitoTracker deep red) LA & (e) ROT (J&
PR X 35 1) ¢ G A GRAK EL AL &9 15 B2 2k :Mi toTracker Deep Red; Eb 5] X : 20u

9
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m; 7 /R 2% (Pearson’s coefficient) :0.81£0.02) »

[0043] P& 117K HH 70 AR B AR 1) — S it 491 A 76 K He La 4 i 5 10uMAL & 49 1L AT LUMIFJER (P4 5
/) -Tracker Red (P BRI AT (05 YaFREL) — R KE 72305 B J5 4 FH L 3R £ AT 3R 151 ()
2R R I AL A LR 586 A8 (R K 405nm/ 5 5% K 1 490-590nm) « (b) 2k 4438 1
ER-Tracker Redff]%¢yEmif% (B K : 559nm/ & 41 K : 576-675nm) « (c) L ki kil it ib &
WI1HIER-Tracker RedW A& Y6RE  (d) L& W1 FIER-Tracker Redft) 3L e A7 7 #rEd Gl
E1:EW;HIE2:ER-Tracker Red) DL &z (e) ROT (B4R [X 45) 19 2% Y5k B 40 A (R IK B -
WA B2 26 ER-Tracker Red; LR : 20um; 7 /K38 5%4:0.85+0.01) o

[0044] 127 HE FEAS BRG] — St 9 b AE K He La 4 B A 1 Oum Ak & 9 1 A1 50nM Y
MitoTracker Deep RediFATHeft (FLyLfh) 30404 foidid R £ B IREN (@) FJ7 2k
R AR EIT A A YT RAS s B 7 2Rk AA @M toTracker Deep Redf%% 56 mf% (L ]
J:20nm) BA K (b) 8 F 35 R B0 2800 AR %6 Y6 3k FE 0 A (R K b 1 s R 2k
MitoTracker Deep Red) .

[0045] & 137 HH 7E AR B AR () — St 5 ook FH 22 PPk FE I AL A ) LG BE 24 /M) T He La 44 g
EEAMTTHI SRR R AN GRENE TS IREN 4 RE /1 (cell
viability) »

[0046] K] 14a7s HYAE A HH 35 (1) — SI2 it 5] P AEDMS O ¥k FP 4 22 R 2 B 1) 2 19 5 40 99) 5 3uM
B — [ 5 BIREFR0. 57N R L 57N J5 A ) 2 6 5 52 70 A (4% : 10nm X 20nm , UK
WK :410nm) »

[0047] [ 14b7 H A A B35 (1) — SI2 it 457 b ZEDMS O ¥ P 4 22 R 2 B 1) 2 19 5 40 9] 5 3uM
WGP — [F 55770 . 57NN I A5 1) B PP 1 BAE B R 26 AF T 10 58 658 5 70 A (5% - 10nm
X 20nm; ¥R K :410nm) .

[0048] K] 14 e HY A A HH 35 (1) — SI2 it 5] o ZEDMS O ¥k P 4 22 R 28 B 1) 2 19 5 40 99) 5 3uM
WGP — A 55 7R 1. 5/ I A B B R B B AE B R 26 F T 1 58 658 B 70 A (5% - 10nm
X 20nm; ¥R K :410nm) .

[0049] K] 14d7p H A A HH 35 (1) — SI2 it 457 b ZEDMS O ¥ FP 4 22 R 2 B 1) 2 19 5 40 9] 5 3uM
AL —[E) 5y AIRE R0 . 5/ AL B/NI JE AR I 2 e Rl (BRI K - 410nm)

[0050]  [&]15ar H 75 A4 A 1Y — STt 491 H KAk 5 0 L AHHS AR 1 23 S AEAS [R) pHIF 52 s ViR
H R 75 S A7) 5% i 5 0 A

[0051]  [&]15b7 H 75 A H 38 11— SE e 451 A H A6 A 90 L RIHS AZR 11 43 59 75 AN [R] pHIF) 28 i TR
R IR IS AR ) 2 6 g (DS BMESZE M, pH5 . 55 @ ST HSAFIMES 2 ¥, pH5 . 55 @7
HSAMIPBSZZ MV, pH5 . 55 @2 # PBSZZ 1K, pHT . 55 ® ZHSAKIPBSZZ 1K, pH7 .5 © 2%
TrisZz M, pH8. 5; D EHSAK) TrisZZ Ml , pH8. 5 ; UL & ®F HSAIPBSZZ M , pH8 . 5) o

= JENSL) S

[0052] R SCAF, 4 2 I PR Pl 3 200 8 TR A FR 37 1) S 9] 5 LS AR HR A o i A0 ) L 3
RN BB Ty St e A 1o SR 1T, A A R] LA A 22 A AN R A ZUSE B, F HLASBR A SCHl
RSB o 341, O T AERT B TR A R A B, s T SRR TR By, OF HAE R
AN I R AR B B R A 2R AR B 00

10
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[0053]  FEARHIEH BRI, JIRBIEANH 0 5 73— 0 S8, MU
“EEER BB T BIS B E R Z RIBE S S — G o T R R B O
[0054]  FEAHIIFHIREA UL o rf, MR BIIEN AL T 9 — M4 < B I XA HE 1%
FPES 55— R B 1 O, I LS A W 3 2[RI AFAE S — R (R 50

[0055]  FEAS B I REAN U BH P54 88 B JE AN B0 A “ELHE” SEANLH BB 40 I, e R 1T
DL 3k — 256 5 oAt 2H Bl 40 1T A & HERR AR A st 43 5 B AR 55 5 90 AH s () U B o e AR
AR (1) BN 0B b BTl R AR B <2407 L B AR 17 SR FEHR H S i B ST 1 i R
Bh s ZE I PSS T B AH R BUE B & SCE A, 3 HLE AERT IR B R A A A o T
5 BB AR AR PR 15 1T e R B BN K TR BT B A T PN o T A A 3R 1 A 1 B R B s R
RIE ERAE) PP B CMP IR A RWE “HT. . PR

[0056]  FEASHATE 1B VLB o, G 7E D FEAT TR N R IR 1 RAE “HA & (414
)7 TRk B AR AT R R AR D 200 2 AN R A3 2 ) 4H AR i B D — R R A
A, BN RN B RE % H R AT IR 28 R o 4 s i 4 b ) & b —

[0057]  {EASEHH AN VLB b, “AFN/BEB” ()10 4 2 38 “A BB BERARNIB” .

[0058]  FEAHITE [ BEA B i, R Wi Sk (FERT) ™ mT DL 2 Sl 46 B ol S 1) 1 A
ANIRIC, , he Kk CREAD) , I an B L £ 56 P T 0 T\ U0 B o 0 0 (280 -
B CI1E S Y . Sy et /B S 11 P E - S Sl T O S R 1B S et 618 Sy R A S S Y
B A R ECEAT I AT AR T B ) A, (HABR Tk

[0059]  FEAHIEREEN UL i, RIE a2t G R e 7R s X ke dt GE]) 24k
HAZ D2 JE T I e R AL A 3 /b — AN - B OB I BE A e 28 , ] DL BT B
BSCHEIC, M dE G AR Tt

[0060]  7EAHIIE RN UL b, RTE o dit G R TE N 5@ X ke dt GE]) 24k
HAZ D2 T I e CRED) AL & 2 /b — AN - B — S 0 SR e s, o nT DL ALTE B
BSCHEIC, ek G AR Tt

[0061]  FEAHIEREEAN UL b, RIE 95 3 GE[E) 2 feiEad LB 5 B 20— A3
EAE R SR TR TE ) BN B R, B A2 3 VBRI L IR 280 L BBOE St Lt St e
BT A vl Be () A 44 (B AR T oth . 05 2 B 05 BRI 2k, F B o] DAL HE B RR B 2 e 2k
2RI DL G 2 b — A5 IR, I 5 T DUALHE 55 IR IR 55 IR E B iR, (EASER F Uk
[0062]  FEAHITE RN UL B o OROE “BRpr gt G 7 2 BA M AR IR B B Re 1)
e, I BT LLAHRC, JFAbedk GEIET) 40, PR 2 IR T 0 IRk PR O 0 (BR Pt (B
FLEH A T B AR, (HABR Tkt

[0063]  FEAHITE BB o, R ek G ” B0 B Uk 58 5 7456
RS, IF BAT AR HEC, |, S s GRID) il P AR L 5L TR AU L T 4R U O
AR BRI AR L R R R e R T e DY e A
QAR SR N pVAV = S a1 S AN 1B Sy RN k1 S o ok =N ST I
) SR AR, ABASBR 5 1

[0064]  FEAHIEMIEEN UL P, RIE ‘I H B BB T oK FIHR B 1ITREN X R o R
PLE ReRI e NE S E &9, I Bz 2o = Bl an vl LUOZF L CL Braf I, (H AR Ttk
[0065] 75T 3CHT , 4 2 JE B T 4 8 i A Hh 17 149 S i ORH S it 9] SR T 5 A H 3 1 BAAS

11
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PR 1 2 512 it X R S e 5 DL R B P o

(00661 < B 04 8577 LB AL AL 290, S0 e A L2531 e L -
LB Ik ox L g e 3) - R IEMER [1- (ortho-benzophenylaminoalkyl) -phenylboric

acid] BRHATAEMNE RO CIREHLE D -

[0067]  [fh2E1]

/ 1
Ho. /@_ Re
4

HO  (CHn

[0068] >< R,
O HN

Rs
Fh/% R:
i

[0069]  fERTIAfL A1,

[0070] R, \R,R, R, FAR % H M RE B d S o 305 L 2L il 2 L BURE 2 R
C, bk C, | JidEERIE C, | TTHEMC, | bem I B4,

[0071]  H{PTIRC, | FidE ITRC, | KeHEBRIE TR C, | F7 REEUITRC, | b A A AR
FH3E bR 3 0 PR U VU VIR AIC, | 75 A I 21 Hp 1) 22 b — A B B EUAR
[0072]  FFIRZsE&-N-.-0-8¢-CH;

[0073]  Frikn/20Z 5/ 4L,

[0074]  FEAHIIE M) — i 77 2, ik 2GR EH LS T L EFELL T ea Y h i 20—
Fifr:

[0075]  [tb&¥1]

HO‘B

HO
[0076] 0 HN

—

st

[0077]  [{b&H2]

12



CN 114729927 A W OB P 8/19 1T

HO
B

HO
[0078] 0 HN %I]

[0079]  [{b&43]

H
O\B

HO
[0080] 0 HN

H SN
o

[0081]  FEAHIIF A — STt 77 20 H , Bridk 240 B s A5 2H 6 00 755 Vit 4 B 7 4 B 9 420 ot kAT
BAZ  AHAPR T 1t

[0082]  FEACHIIE A — STt 77 2UH , BT iR 40 i A5 26 400 T @ 0 D = P O S PR EH Ak
)5 A N ) T3 2 TR O 7 A R 78 S SR )34 T A N 0 AT S, AEANFR Tk
[0083]  FEACHRIE —sL it /=, FriR 4n i Py 7 i L FE (AN BR T 40 a4 o sl 40 P 2%
[0084]  FEAHIIE () — S ita 77 T, i 48 oA 420 Joia B0, 5 AE AN PR - 2 Joid L B ki Ak L a1 o
AT

[0085]  FF AN HA & () — STt 77 S, I i 4 L A 47 o3 B 6 e Rz Ak W DNA | iy 2 Bk L AR o
(reticulum) IEREMR R (5 He® \Cu® ATP B SERZERROS GRS » (HAER Tt

[0086]  7F A HA i Y — =i it 7 2N H , B i 4 28 60 4 2R R 4R F0 /B8 8 B 5T, AR T 6 4
J P Joi DX s 4 R 2R AT AR (EASBR Tkt

[0087]  FEACHIIE A —SLhiti 77 2 H , B 40 B s A 2H G 1) A0 B ok 20 R A ot A5 7 V2 re 8 1d
Tk 0k 4 B P ) ek Ak R/ B SRR AT A SR TR A PN Joi DX e A R AT 9 O
%, I RE % T2 W A/ 86 97 26 5 (O e A2 I8 2 o3 B IE) o MR A8 A F 175 1) — STt 7
2, I 40 M s A 2H 6 P R e ik 20 B D o AR 777 15 R A AR A1 138 T pH AR A S5 A B i B e e
i 22 Fh B 5, HLAE BT 20 B R A% 2H S 400 A0 B s A8 B A 53 A T v R N FE T TG 5 e
R S0 AN/ Bl TR R Y R nl B I 2 1 o B AR, DRI IR ANRE 791 52 B 3 M I PR A1
[0088]  FEAHITE ) — it 77 T, Bl A 2 S LR Ak S 0 AE 6 i B 1 5 24 HS AR 2
FSAZ I A0 B 5, FF HOGTHS AR IR HS D0 B 22 't ot P FIze 36 42, DT B A8 e 36 41 1
SR A IS AR 41

[0089]  FEAHIIHH— Skt 77 s b, FH T FH B ik 40 i e A5 2H & P R HS AREAT e 43 44 278 ) ik
G 11 3E 2 pHYE ] AT DA 29pHT7 22 ZpH1 1, (HANBR -k o 451 4, pHYE [l A DA 29 pHT & 2pH1 L
ZIpH7 Z Z)pH10 . Z)pH7 & Z)pH9 . Z)pHT = Z)pH8 . 5. ZJpH7 . 5 E ZJpH11 . ZJpH7 . 5FE Z)pH10. %)
pH7 .5 & Z£JpH9 \ 8L ZIpHT . 52 Z)pH8 . 5, (H AR T~ itk o 7E A HRiE I — St 77 =0, T ik

13



CN 114729927 A W OB P 9/19 T

20t B AR 2 S R HS AEAT SR FAE 56 BAR Y 538 pHYE W] LA A ) pHT 5 ZJpH8 . 5.

(00901 FEAS 3 ) — St 7 3 H 6 FH T P A 40 420 Joit o 3 440 45 (4 9 Ol A% 5
e HEPTIR T - (SR B2 2 G A Joe J) - 9 B IR e L T A2 4 FR VP i B R R AR AT ¢
e FAR R B ) S TR A 38 I 5 B 2O 4 5 o A 1R Tl I T 2 I 1) B I 7 2 1) 2% '
EilP

[0091]  FEARHE ) — 2t 7 20, 2 iR 40 i AR A & M A B R I, e R L AR 2
RLARES B o 7 A e RS G A% DR AT BAF R 22 LR AT S MR A3 1R IR PR B

[0092]  FEASHRIE I — sty 3Crh , BT 40 9 P 0 4 B Pl R IR I IR Tl A R PR
i IR L S AL S A A P I AR o, O AR A B R IS & (BN IR
Tt

[0093]  FEASHRI I — St 7 U, BT w IR EHAL S 5 P i 4R A 420 Joi o B 5 R 36
A A5 1) R I B, I HLT i SR A S R & (KB (B) s P i o B3R
!Efﬂc/\%qj@/‘ﬁﬁ’f&(N)J?? 5 SR & S & (N) SR 5345, LUEAL (in-
sitw) A& S AN-B-NEEF A B 96 T 1y EL ] R FH 252 06 [ 23 93 s 5] IR 20 A 2 6 A
[ b (CD) AEAER T

[0094]  FEASHRI I — St 75 U AR, BT AL S LK) 5 1 1k T AR AR S R 7
Bl a] DL A R 735G G (AN BR Tt

[0095]  [Se)wiz{1]

HO.
O NH; “B’ HO’B

[0097]  EAHIIEI) — S ht b, Frid Al = 2k ;E@Hﬁﬁ%é\%Tu@%m qu{%ﬁ
2RI BERA S (EANR T 1 -
[0098]  [fE=A32]

R. Re

[0099] >< 2 OH

[0100]  7EFTIRfL 2,

[0101] R FAR & [ Mozt [ b0 o 30 0E  GUHE S U L PR VR . C | Je
C,_  WeHEFRHE (C, | J7HEANC, | Je L 4.

[0102]  YFFIRC, | KEhe FTIRC, | Skt  FTRC, | J7 EEBUATIRC, | ot A AR AT
FH 3% 1 P RO RO U TR VISR RIC, | O SR I v 1 & D — AN BURBE AR
[0103]  Prikm A0 &5 HE%L

[0104]  FEAHIER —Lit 5 b, TR iR & mr LA R DL N &9 ) & —#h,

14



CN 114729927 A W OB P 10/19 1

AR Tk -

o o o

[0105] ))\/ /(EQ
HoN I/ OH HoN OH HoN OH

[0106]  FEAHITE I — St 7 s, A EkIE (C=0) JliREE (-B (OH) ) FHEFEM frid L
NI EDA S A BA ZOCH, SR An LT B 2P, BEWEIE I 5 Firid A 35 2L 7 1Y
HEFRAC B VDI R HEBE , J B AN -B-NERE ) 2838 U A2 505 5 o il n, B itk (C=0)
AR % (-B (OH) ) A LB AR 4 Frid AL 22 s S LA B A B A D6, Rk JeiE 4
PIGAE T SR LA e M2 P , BE W B frid b &)1 5 R BE R R &2
1A ) IV fi B PG N - B-NBRE ) 230 A A e 55 (D) -

[0107]  [Jewiz2]

HO. 0
HO-B R L\B |
+ /]\/OH — » R N

O HN

[0108] FN
ToRIE BRI
ScCD 58CD

[0109] BT, Frid b &1 RE s an prid I B 32 TR 5 R L B T W i B, FF FLId Rt 34 BN
FINRIE 2 B N-B-NEE ) 24301 % G DA P2 A2 R A5 5 o DL P 7 20 S R 77 A 9%
FEHTN 5 A B AEAT AR SOk A S R B AR AT A 2 s L 1 - (B0 R o o 4 i e
5) - IR IEMNER S ATAE Y B VRN RE OB I 5 & Pl 5 S B I i 1) B R T R 3k 2 (C
=0) , JF et &H TR il % (-B (OH) ,) .

[0110]  FEARHIEM — 20 5 X, Frid b =104 & 2t (C=0) R & (-B
(OH) ) FH% I A B n i i S B 32 i 7 K1 EL A SN -B-NEE (V) Z BR 45 M 1 & i IX — =R
SEA] BAMAE W BTl A6 & W0 1 AR 38 B i A 2 SR LA & W 5 B i 2 18] 1) e 2 HR BT 7 1Y)
HRMSEHEFI''B NMR.'H NMR.°C NMREE 04 4 3 (B2 B K4) .

(o111 S—J5H, £ 5 Frid S Y UEBMEA A W [boric acid (-B(OH) ) I B RERIH
WM G A 20BN T, BARARE C=0) ,HEEFEIEEAMGT
Toik 5 RAREREAT WY U B (K5) 5 BB BEAS = AR 5 6 A5 5 A = AECDIE 5 . AT IR EL 3R
WA YI2HI IR (ureyl) HAG & WITIER 4 8% &) BB 00 M 57, (B e 70 5 R 2L I 7, FH L RE 8
BT IR A A 0 L) R 1 I JiE T 13 FHIN - B- N PR ol R R R A

15



CN 114729927 A W OB P 11/19 1

TNy

<tbBUEN1> <LLBALEH2> ;
[0113] b4, FE4N F EE B V3B LS, BAR A ZR R RO R A8 % 5% T
Q0T 5 INFR AR ZE R I E T 0% 2K (quenching) FRARZES , I HLED S 78 BT iR S L B (O AR 4E R
WA P2 AATAT B A5 9 S CDAR AL o B TT O, BT i A& W) LAE S R BE A AE T A 58
BRCDR X — = 92 5N-B-NZL R (1) TR L B A O

[0112]

HO_

B
Ho/
HN

[0114] ‘

<HURHANI> |
[0116) e s i) — Sy Aok BT AL 2 AR 5 4 A 5 AR T B A
i - OHt N5 T P B B B R R 500 e 2 R LI R IR
55 L, B 2 LRI 45 7351 5L 1420 -OHER - NITSE B R A0 15 A U R FLAT i
ey EI IS A (R BER)
o116 [zfii3]

16
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HO

O HN = r_‘z
o
[0117] HzNj\@

[0118] A FH i ) — St 75 3, o AR B T ik B A8 B I R S SR AL S P 2R A i 22
LGB BT ANTF] L IX R B 244 I iR AL S LR IR B S I, 8 mT DA 73 SR 2

B (e Bix4) o
(01191 [ pix4]

HO\
B HN/\/OH/I eq (
(W 11 et

O HN N
100%1&$
ﬁl’ﬁﬁ?)
[0120]
b N?
NH  HO l/\ L N/

1:1 &Y
2:1 &4 RERERN ==

17



CN 114729927 A W OB P 13/19 1

[0121]  FEARHIER) — i 77 20, frid 22 L & A S A BA TR HiEd 54,
it 2 T ) R B W ORI o G A o 25 R AR SR G W) TR A7 AE R B350 70 )
HUAFEAE TR 3 I, o FEARAE IR ORI 22 7 o AL, SR 1) 45 SR AR A il Ak 22 21
AL G E TR IR AE A H

[0122]  FEARHIER — St 7 N, ME AR I8 IS 5 1- (B8 H B R SR R B e Bk - R L)
PR B AT A R AR I BT 77 AR S OAE 5 R, BFE B i A 2 X2 R I & ke, ARk
H 2SR LR IS LR IS 2 L R T e S FL2H 6 2 ) 4 R i A= 4 Joi

[0123]  AHIEREE 07 tdR At — M af fa 4 o A8 07 %, AdE s 2 bR EHb & S
SRR ) o TR S L= AR ) A DG B AT &, oAb ik e SR EH L & 8 B LR kA X
LRI V1 - (BB2R B R S i be ) - R FE R [1- (ortho-benzophenylaminoalkyl) -
phenylboric acid] B HEATAEY):

[0124]  [fb=51]

/ 1
Ho. /@_ Re
£

HO  (CHn

[0125] ><H4
O HN

R
H/U\@’- R:
o

[0126]  fERriAfL 1,

[0127] R \R,\R, R, FAR % H M7k B S o 305 L B i 2 L URE 2 R
C, b C, JedEBRIE (C, | JTHREAMIC, | b F AR A ;

[0128]  ZHPTIRC, | FidE ITRC, | KeHEBRIE ITIRC, | F7 REEUITRC, | b A A AR
FHOE bR 3 s PR UV BUE VIR AIC, | 75 A A 21 Hp ) 22 b — A B B EUAR
[0129]  FFIRZsE&-N-.-0-8¢-CH;

[0130]  Frikn/20Z 5/ %L,

[0131]  JRAEF ARG 1 X 55 A FR O 1 5 — 5 T B 52 () 358 0 IR VR AR , (E2 00 T A FR i 1 56
— D7 IR 1) N FEAEA B I A8 07 T R ARG RIE A 1 0 L ik

[0132]  FEACHRIEM) — ST b, ik $E4H i 2 3% 40 A, (HANBR Tkt

[0133]  FEAHIUE 1) — 3t /7 xUH , B 20 i 42 Jo A% v 04 .45 st U = el i 38 % 6 R
G5 P Ih SE A B A o 2 TR] ) e B 77 AR TR 5 ' SR SR AT i i B 44 e ) 4 o ) I
B HEAR T I,

[0134]  FEARFIERT— st 7 2UHh , B A S8 40 i A 1 490 Jo2 B HE (E AN FR T 41 it 479 o o5 4 e
o

[0135]  FEAHIIE R — Lt /7 U, BT $E 40 i A (1) 4 PR AL FE (E AN PR 1 40 B o 2R b Ak L 2
H e 1

[0136]  FEAHI i) — s it /7 =, BT IR $E 1 Hh i 4 o B (E AN PR T 2R R4 \DNA | 51 /R

18
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FAA | AR T VAR LB 5 WHg® L Cu® L ATP E JE FR ERROS (E T4 -

[0137]  FEA I A — St 77 2N, B i 4 P 28 60 4 2R R0 4R F1 /B8 a8 B 5T, AR -6 4
J P Joi DX s 4 R 2R AT AR (AN Tkt

[0138]  FEACHIIE A —SLhiti 77 2 H , B 40 B s A5 2H -G 1) A B ok 20 R A ot A5 7 V2 e 8 1
Tk 0k 4 B PN ) ek Ak R/ B SRR AT G SR TR A PN Joi DX e A R AT 9 O
%, I RE % T2 W A/ 86 97 2 5 (O e A2 I8 2 o3 B ) o MR 98 AR J 175 1) — STt 7
2, i 4 Js A 2H 6 P R e ik 20 B ) o AR 777 15 R AR A1 138 T pH Ak A S5 A B i B e e
Hi M 22 Fh B 5, HLAE BT 240 B R A% 2H S 400 A0 B s A B A 53 A T v R N FE T TG 5 R 8
R S g0 A/ B TR R Al B I 2 1 B B A, DRI ANRE 0l 52 2 1 S M R BR 161
[0139]  FEAHIIE M) — St 77 2, Bl A 27 S LI A S 0 AE 6 i B 1 5 24 HS AR 2
JSAG I AL R R AR S 9 HOGTHSAZR Bt 0B PR 2 s ik FEE FHde 3 14 , DA T e 0% 126 42 12k
SR & A IS AR 41

[0140]  FEAHIEI— St 77 b, T FH B ik 40 i A5 20 & P R HS AREAT e 43 4 278 ) ik
&1 3E 2 pHYE ] AT DA 29pHT7 22 ZpH1 1, (EANBR T b o 451 4, pHYE [l AT DA 29 pHT & 2pH1 L
ZIpH7 Z Z)pH10. ZJpH7 & Z)pH9 . Z)pHT = Z)pH8 . 5. ZJpH7 . 5E ZJpH11 . Z)pH7 . 5FE Z)pH10. %)
pH7 .5 % £JpH9 \ 8L ZIpHT . 52 £)pH8. 5, (H AR T~ itk o 7E A FR iE I — St 7 U, T g
A RS A S PIRTHSATEAT 16 358 14 58 56 R 1 - 38 pHE Bl AT LA ZpHT .5 2 Z)pH8 . 5.

[0141]  FEAHRIE B — St 77 2N, 76 FH T P i 40 B 47 Joa P 3R 4 i 2 1) 2 't A8 7 1%
HH FHEN P 1 - (1028 R I oR R 2 e %) - R JR ARG B L AVT 2R 4 70 V6T BT iR R ki A 1R AT 0%
AR AL 5 R AE T8 e 5 B 2 6 4 5 vh A7 8 1) 1l IR T < T I 119 e 87 7 A 1R 58 '
Eij8

[0142]  FEAHER) —SLhti 77 X, 24 Bk 40 B BG4 & P A B A M N, e 3R I HH AR 28
RS B H 7 AR R e R G, R R DL R AR 1 o B R AR T A5 AN B R AR 12 B PR
[0143]  FEAHIER— 5Lt /7 =0, BTk $E 4 A (1 4 PR FE 1k B B &R R X R T 2E &
FEIR T 2 R e N S L2 G A R 2 B AR o, s R = R G R &4 . (H
AR T

[0144]  FEARHIE I — St 77 2, Pk 2 R E -G 4 5 i 40 i P P o vh B0, 2 ) R 2
BV AL S T O, 3 BT IR SO IREHE &Y h A5 B (B) H4 ol ik 8 4R
HEMHaEmE N) B S EEEAEH a5 R (N) JEFE8, LA (in-
sitw) R & S AN-B-NEER 24 IR 1) 2 6 AT, 1 EL AT R A2 26 6 43 50l 55 ] B 23 B 28 ' A
7 — % (CD) , (HANBR T 1tk

[0145]  7E R SCHR 38 ik AR B I 1R S i £57) B 9 240 M R AR B 5 (H DL T SE Tt 45 T 35
BB AR A WA , A HRE I N AN T BA T St f]

[0146]  HT-5jitiA & BH Y 77 K

(01471 [SKjitif]

[0148]  <SLJitafgl 1l : Ak &1 & s>
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CN 114729927 A W OB P 15/19 7

HO.
HO-B
0149] 0 NH: Fidage U0 0 HN
. B KiCOs, CHION_
B, 8h, 76%
fem

[0150]  ¥f2-Z 3k K H [ (2-Aminobenzophenone) (2.00g,10.1mmol) 2 - ¥& F 3 75 LA
g (2-bromomethylphenyl boronic acid) (2.59g,12.1mmol) HRER 4} (potassium
carbonate) (1.39g,10. Immol) ¥ INE £ M5 57 (15mL) H Bl T 87N o A% A 26 K 2%
(evaporator) ¥ J NE R T-15 J5 , S BPAd FHEA/ & 45 (1/4) 1E N E 7] (developer) 1@ i fiE
ekt 3RS T &1 (2.5g,7.6mmol) .

[0151] i :76% . 'H NMR (300MHz,CD,CN) :87.64-7.61 (m,1H) \7.60-7.59 (m, 1H) \7.58-
7.55 (m,2H) \7.53-7.52 (m,1H) \7.51-7.47 (m, 1H) \7.43-7.39 (m,2H) .7.38-7.33 (m, 2H) .
7.30-7.25 (m,1H) .6.88(d,1H,9Hz) .\6.59-6.54 (m, 1H) . 4.65 (s,2H) .'°C NMR (125MHz,
CDC1,) :199.58.151.38.143.75.140.62.135.42,135.20,134.56.131.24.129.91.129.11,
128.39.128.01.126.77.114.63.112.68.46.99.HRMS (ET) : %+C, H N,0,B, [M+H] ¥ 154K -
332.1850; SEZill{E : 332. 2168

[0152]  <SEjifaffl2 : A RIS FE RETR A 0 ) 5 e e i D &>

[0153]  ffi 4 &% : Scinco FS-2

[0154] L EWIIKE 1. 5mM

[0185]  ZEHL. |41,

[0156]  ZHRE 1R 2661 , ol DLBIA AL & P LVE ARET I I 28 O i 224k« () L &4
1+l (b) th BN ERE S ) WA+ AR NERE () AR ETEE. () LEM1
HEEE () (b &P+ &l () &P+ REAEELL K (h) L (AN e
AT RN ARE) (FTAE) .

[0157]  <S2jitifg] 3 « Ab G 41 5 A i 22 8] P s SRR S e 1 P il >

[0158] i HHIRAXES IR IZE A ZH0 5 £ B i AP 2z B 1R 1R 0 A I

(01591 453K 1.

[0160]  <SJitifsil4 - tb &1 5 & FE T 2 18] ) s o P BL 5>

[0161]  FEXFTR AW (30mg) ¥ ARTEIMLIFICDCL, 1 J , KK N0 . 524 5 1 2 5 . 22
B 5B 10 B 1 S LW, FE IR RE30 4 5 3545 T 'H NMRiE (1 2a) o 5256 rh i fa
MR SR F
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HEN/\/OH HENJ\/OH HEN/E/OH

o A S

[0163]  VENELEMH, 757 IS A Frid L A &0 1 2R N3 /N B8 0 1 10 24 &1
BN A K AEATAT 0 T Bk b &1 2R3 g — fh S 2 2 N EE 0 R &
YIS CDRN A  ABAIIR BB K AEATAT A4

[0164] S K2, T LLHIN () X TS5 2 B2 [ 1 R B L : LIn& Y% s i 'H
NMRA! (b) tb&41H9'H NVR.

[0165]  ZFRIE3, AT LAHAIN (a) K TALE Y5 2 WERE 2 A R S L LInE i s e
NMR A1 (b) fb & 41H9'°C NVR.

[0166]  ZFRIE4, ATLAHIN (2) K TALE Y5 2 WERE 2 [A 1 R ML UInE e B
NMRA (b) P& #1641 'B NMR.

[0167]  ZFEK6, iTLLIA R T A SN EEE (=2 NED Z B RN (@) 2: NG
YT TH NMR . (b) 1: LIS TR H NMR. () 1:500& IR T H NMR . (d) 2= T4 &4
VAP S 24 B A A0 1B NMRA (e) K T &1 5 57— P 2L s 2 18 1 R S22 LN
PIT R TH NMR VRN 1 124 B & B 5 Z Bz 0 RS ANRD, THONMR S R 3 5 21 %
7+

I o

[0168]  Ffrid Ak &0 AR 5 5 G kB 42 (1 ik 14 3 W) 1k SR B e A 22 7 o £ LB B P 1
OUR S TR A, B 5 i SR PUE L Un&4) (K22 E4) (B A =B
oL, 2 AL BE A A A S IR - 1 (&1 R ) INEY), A1 TInaEy,
IR R PR LR L 20nE 1 (B16) .

[0169]  #R¥E G IR S NE 1 B RAL S VI SR, B S IR e A B AN Rl » CD Y %
FRA LM B S8 S I AR K 22 53, (1S BE WS 1R L X 70 IR B 24 ik Ak & W01 VRS
I, E R X 7 A SRR (B ikt S 32 7K4)

[0170]  <ELA ML : LA SN G >

[0162]

[0171] O NH: O HN
3 Br/\© KZCOS! CHSCN
@Ulb, 8h, 76%
ELBE &4

[0172]  ¥2-&3E K HE{ (0.10g,0.51mmol) . &M (benzylbromide) (0.24g,
1.4mmol) JERFRHH (0.17g,1.2mmol) A INE| £ MG (1.5mL) H 3B T 87Nt o 4 FHEA/ 24 (1/
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50) 1B . i@ I AR AL AR 1 &2 (0.083g,0. 29mmol)
[0173] W= :57% . 'H NMR (300MHz,CDC1,) :89.11 (t,J=3Hz, 1H) \87.72-6.59 (m, 14H) .5
4.58(d,J="6Hz,2H) .
(01741 fENELEL], Z WIS, ATLA A (a) % T LLBAL B 015 L M 2 1AV B SRR 1 2 5
IR NMR (b) ELEAL AL T NWR, (o) 6T b B & 25 2 B G 2 1AV ) J
FIL:5INE I A K (d) B etb A2 TH NMR oot T S & 0 LB A& B L
B AL BRI (AN 2 B HOAR A b Al 5 W2 15 SR R I 2 1A FR) S A o T DA A AE 35
HIIITEOL N A2 BRI R A RN AT AR ZEFT IR IR R B 0L T, Ak e B 5l
HECLER) % 55 ST R 2k 57, (EL AN S % Y T2 Bt ik
[0175]  <LL#I2: LB A P21 A >

@NH

o)

L

[0176] O%\

0 NH NH 0 HN
. B K:COs, CHiCN
E7 , 8, 76%

trift &2
(01771 ¥ 1-RHEL-2- K IEPRIE AR (1-bromomethyl-2-phenylurylbenzene) (0.92g,
3.0mmol) LA YA ERET (0.41g,3.0mmol) FEACN (3mL) ¥V 8 I F2 - & 3k — 2% H i
(0.50g,2.5mmol) H', HAESS C T ik T 8/INbf o 7E [ .45 W J5 W52 1 TLCAx I, F-1F FHEA/
fe (1:9) 15 s i AT 2 M 3k 45 1T He Bk 542 (0.60mg , 1. 4mmol) .
[0178] L& :56% 'H NMR (300MHZ,CDC13) :68.91 (br,1H) .67.62-6.57 (m,20H) .64.34 (s,
2H)
01791  <EbL3cAHI3: Lb AL & W31 & s>

HO.
NH2 HO\B/OH HO’B
K2CO3, CH,CN

¥ HN
[0130] “ A B, 8h, 76% ‘

tai &3
[0181] ¥4 2- (JH L) ZEEEMIER [2- (bromomethyl) phenyl boronic acid] (0.150g,
0.70mmol) FIERERE (0.19g,1.37mmol) ZEACN (1.5mL) VAW R INEN1-ZE ik (1-
Naphthylamine) (0.10mg,0.70mmol) &, F-7EEIE FHEHE 78/ fF FHEA/ Ok (1:9) /E N
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B FRE I R R A RS T A3 (0.04g,0. 14mmol) .

[0182] i3 :20% .'H NMR (300MHz,CD,CN) :67.98-6.79 (m, 11H) .64.53 (s,2H) .

[0183]  <SLitfgl5 4o AL A 0 111 B A4 2 e s A >

[0184]  KsHeLaZB Ml 5 100MIRE: — Rl 3577 1 307041, SR J5 21 T AR BERIIRET . 2 )5, 0% (a) 0
uM. (b) 10uM, (c) LOORMAT (d) 10001M¥] Z,BE i s in 1 3043 %4, 48 J5 FHDPBSYE % , FFim it 5%
FERETR TR AR T 5B AR (ORI 1K - 405nm/ K S %K : 490nm &2 590nm) .
[0185]  ZH P 7, nf LLEAA T HE 2 - 70K HeLa 2l i 5 1 OuMAR &1 — [F) 76 £ 57 W 85 5%
T 304> 8 LR T HREIRER SR 5K () OuM. (b) 10uM. (c) 100uMEL K (d) 1000uMFr) Z, B RN
N304 8k f5 FHDPBSH: 4% » S8 Je e ok 1 50 2 I Al s 0K 462 3810 P 400 P b 2okt R 19 2 e A%
[0186] &[S, W] AR s H B 2 - ZE K HeLa 2 A 5 1 OuMAZ £ — 7] ZEDMSOIE W 1% 77
T 304> 8 LR T HRERIRER SR 5K () OuM. (b) 10uM. (c) 100uMEL K (d) 1000uMFr) Z, B RN
IN3043 8k f5 FHDPBSH: 4% » S8 Je i ok 1 50 2 I Al s 0K 462 3810 P 400 P v 2okt R 19 2R e A%
[0187]  <SLZJit {516 « 4 AL A5 A0 111 AL AA 7 e S A I - FH A AR B 771 Ak 2>

[0188]  7E¥fHeLadlffl 7 75 (a) 1OuMEREN A (b) 10uMERE+40uM CCCP— [l £5 #7307 81 5
FADPBS ik » 28 i il sk 3 5 A BB 7 1 4B P 2R AR 1) 2 e AR (R I K < 405nm/
B K :490-590nm) .

[0189]  ZHE K9, s I A2 : fE ¥ HeLaZli i 73 7 5 (a) 10uMARER AT (b) 10uMEREF+40uM
CCCPH; 773073 J5 FIDPBSP 5% , 4R J 18 ink 5 A5 I 5 WU 6 381 110 4 i 1) B R A 1) 2 1 ke
B ATLAIN , BT HE IR A2 < A48 F ccop B MR AR IR 1) A A B ol i 240 L P 8 K742 i 45 FH P ik
WEWIE R AT 4E M B ) S 30 25

[0190] <=Ly 7 . 3 AL &1 FMitoTracker Deep Redf) £k bk 77 e mlif% Ll #5% >

[0191] S 10, fEFHeLadi i 43 51 5 10uM) 4L & 90 1 FI50nMAMi toTracker Deep Red
— [ FR30 Bl 5, LR AR BAR IRAS T AN R RAR R Ot R TS YL R
MitoTracker Deep Red3ffS 14k fA e % 2B 2181 % 1 — 3 (Pearsontf o 2%
0.81+0.02) .

[0192]  <SLJitiff18 : F= T &ML 5ER (W Jii M) -Tracker Red 2L A% AT b 556>
[0193]  Z K11, fE¥HeLadl i 73 5] 5 10uMI 4k &) L T UMK ER - Tracker Red—[a] 4% 9%
30738, I IR IR AR BT AT 1 4N BRI AA ) SO R  HET AL B Y LRIER - Tracker
RedFRAF 1) LR AR N il 15 I L85 % 1) — (M (Pearsontfiok £#2%47:0.85+0.01) »

[0194]  <SEifh|9: K2 T4 &)1 5MitoTracker Deep Redf¥) 4Rk k) e Fa i M bL 8¢
SEESD

[0195]  ZE 12,5 T HWRE TG L HIMi toTracker Deep Redf) 4 RiAZ¢ 1] A
EM L B H10umfl &1 F150nMAIMi toTracker Deep Red¥sHeLadH fifn gett (FLgLfh) 30
SrePE I HER90K Q0P /4 1T T FOLEME RO L FE , 4 FH0lympus Fluoview
Ver.4.0b3K A4 #r 1 %'k T o 38 Ik 2 T A R EICRHIST [ (1) 52 56 A AN A i BE R A 14k
E LSRR E I AR I 13b, BRI B ) LI 98 658 5 5Mi toTracker Deep RedAHL
XN

[0196] <Lt f31 10 - A4 A4 1 (1) 41 Hf B 14 S 56>

[0197] 22|13, 7£ FH 2 Pk FE AL & P LI He La gl B AR BE 24 /NN FF 78 S A MT T 85 77 2
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W FRANES 5 S BN T T AR I A R TS B 0« 2R AL & LR BE 0 R
IR G BEAE 9100 %6 v AT MBI, A 21 FH 30uMAL &40 AL B ) 4R M A7 15 2980 % o

[0198]  <SELjitafl11: 3 FAb B9 LI 8 1 B 6 A5 10 %) Bl SR>

[0199]  ZEDMSOH 5 3uMit &1 — (R 73 il 1 77 2 A 2R B B B 1 520 . 57N AL . 578N = Bl
TR EE AR R G o A ARG U

[0200] ZFE K| 14aZ & 14d, A] DAARIAL G P LU0 T-HSAR I B A S PR 28 6 AR P e AR e ¢
P

[0201]  <SELjitifel12: 78 2 FhpHak A T 3 T G 1 HIHSAE B B 286 g b 0

[0202]  7F 2 FlpHA& A 1K 22 P ViR 55 7R 40 & 0 LFHSARR (1 )5, LR 17 28 F pHI ¢ 65k 5
I3 A ARG

[0203] & K& 15af115b, fEpHT . 4. pHT7 . 5HIpHS. 51 , (& W) L ATHSARE (1 26 B0 HA 4 S vk e
TR PR -

[0204]  ARHIER) FIRHIAR B AR, 4% B I8 ) 8 RN nT LB AR, 7R A K
AR A I B AR SR B BRFAE A0 R, W DA S B AR B0y HoAt BAR T A o PRk, 24
HRAFE, 13 St 51 75 B A 7 T A A2 7 B PR T 5 T AN 2 BIR A 1T o 400 2 R S B — 2R A B
ANZH 8GR 3 AT DA S it 80 A X 5 (B RE R D 2 A X 4H s 43t mT DS it 2 & R TR A
[0205] AR (1) 50 Bl AN A2 B Bk VEGH ) U B SRR R, T2 1 BT B AR sk B o, AL
72 MASCR 2 3K A5 1) B SORAYE ] R FG A5 R MR8 77 AR RS el sl AR 28, 357 7 3L DRy 0, 2 A A
THEITEEA .

24



1/19 7

1z I

.I

CN 114729927 A

{(wu) 30

K1

25



CN 114729927 A W OB BB 2/19 70

85 80 75 70 65 60 55 50 45 40 35 3.0 25
ppm

& 2a

80 75 70 65 60 55 50 45 40 35 30 25
ppm

K2b

26



CN 114729927 A W OB BB 3/19 7

180 170 160 150 140 130 120 110 100 90 80 70 60 50 40
ppm

& 3a

L H l

210 200 190 180 170 160 150 140 130 120 110 100 90 80 70 60 50 40
ppm

K43b

27



CN 114729927 A W OB BB 4/19 T

60 50 40 30 2 10 0 -10 -20 -30
ppm

Kl4a

60 50 40 30 20 10 0 -10 -20 -30
ppm

<4b

28



CN 114729927 A W OB BB 5/19 171

. md Ik . LA

9.0 85 80 7.5 7.0 6.5 6.0 55 50 45 40 3.5 3.0 2.5 2.0
ppm

K]5a

A J : \

90 85 80 75 7.0 65 60 55 50 45 40 3.5 30 25 2.0
ppm

45b

29



CN 114729927 A W OB BB 6/19 171

L L

00 85 80 7.5 7.0 65 6.0 55 50 45 40 35 3.0 25 20
ppM

Kl5¢c

------------------------------

90 85 80 75 70 65 6.0 55 50 45 40 35 30 25 20
ppm

% 5d

30



CN 114729927 A W OB BB 7/19 T

85 80 75 70 65 60 55 50 45 4.0
ppm

K| 6a

85 80 75 70 65 60 55 50 45 4.0
ppm

46b

Py - o,

8.5 8.0 7.5 7.0 6.5 6.0 5.5 5.0 4.5 4.0
pem

Kl6c

31



CN 114729927 A W OB BB 8/19 1T

e

wam.REEE =21

18

90 80 70 60 50 40 30 20 10 0 -10 -20 -30
ppm

Kl6d

32



CN 114729927 A W OB B M

9/19 T

25,0
oy

Y

9.0 8.5 8.0 7.5 7.0 6.5 6.0 5.5 5.0 4.5 4.0 3.5 3.0 2.5 2.0 1.5 1.0 0.5

959085807570656.055504540353025201.51.005
ppm

ydeds
35,

A

9.5 9.0 85 80 7.5 7.0 6.5 6.0 55 50 4.5 4.0 3.5 3.0 2.5 2.0

N

0 &o

95 90 85 80 7.5 7.0 65 6.0 55 50 45 4.0 3.5 3.0
ppm

Kl 6e

33



N 114729927 A W BB B M

10/19 1

34



N 114729927 A W BB B M

11/19 1

35



12/19 1

&

S

i

240
(W) &g 000  00§'E  000°C 0057 0007 00+ 000'L O 0

00g

B P

Ny

}

CN 114729927 A

0
36

K1



N 114729927 A W BB B M

13/19 1

KE (um)

1,500 2000 2,500 3,000 3500 4,000
ch2

1,000

0

K11

37



CN 114729927 A W OB BB 14/19 1

Kl12a
1200 -
1000 A
, 800 1
% 600 -

" 400 S
200 -
0 T T T T 1
0 20 40 60 80 100
R
K12b

38



CN 114729927 A W OB BB 15/19 7

120

100
80 -
60 -
40 A
20 A
0 ; ’ T T
0 3.75 7.5 15 30

WaMASRE (UM)

HIRFEREN %

K13

B 0.5 /)it
. [11.5 /e

60000

50000

FEIRRE

:. 30000

R

3, e ey N 3 QMo Nk Bk d D :
TSRS O RR SN SR I Ted O Rs A A
% ¢ s G S @'\"\-0&\;\?‘/%.%_0@\%@/

™ s
, @

A

39



16/19 7T

CN 114729927 A i
7.4_ref
—-—7.4_BSA
———7.4_HSA
. — 2]
————T.4_sk
. 7.4_MENA
7.4_Acc-1
7.4_PSMA fif%
\ 7.4_sv)8.IgG
\ ———7.4_miTE
“ —mm B.5_ref
\ —-—-—8.5_BSA
N - 8.5_HSA
‘ ————8.5_FmE
\\ BIS_ﬂﬂﬁ
\\ S‘S_MENA
. —-—8.5_Acc-1
b ———8.5_PSMA itk
\ 8.5_#u/h& IgG
—--—B.5_MmiTs

40



17/19 T

7.4_ref
———7.4.BSA
——— 7.4 HSA
.'! __-‘\ _____ 74_5“:*[]%
; ‘ ————T4 e
I{ s 7 4_MENA
; 7.4_Acc-1
: 7.4_PSMA#iix
| 'II 7.4_sue& oG
| ———7.4_MmiT
| \ ——-—8.5_ref
I: —.—-—8.5_BSA
!
{
{

CN 114729927 A

A
\ 8.5_Ee%
\ 8.5_MENA
\ —-—8.5_Acc-1
\\ ———8.5_PSMA #iix
X | 8.5_iI\&IgG
—-———8.5_mia=E

RICRE

41



18/19

1z I

.I

CN 114729927 A

1

baz ‘bag s'g Hd
baz ‘bag 2 Hd
V4

E O Z04E "YSH 'vsda
s'g Hd

Z5¥

#

PEN7 G671
BHEN7 G0
E4 'VSH 'vSg LD
gl IR

£ 14d

42



CN 114729927 A .I'H HH :I:; Bﬁ 19/19 7T

—— 5.5_ref
—-—5.5_MES
: —_— ———5.5_PBS

K| 15a

213 @6 ® 0o ®

K 15b

43



	BIB
	BIB00001

	CLA
	CLA00002
	CLA00003
	CLA00004
	CLA00005

	DES
	DES00006
	DES00007
	DES00008
	DES00009
	DES00010
	DES00011
	DES00012
	DES00013
	DES00014
	DES00015
	DES00016
	DES00017
	DES00018
	DES00019
	DES00020
	DES00021
	DES00022
	DES00023
	DES00024

	DRA
	DRA00025
	DRA00026
	DRA00027
	DRA00028
	DRA00029
	DRA00030
	DRA00031
	DRA00032
	DRA00033
	DRA00034
	DRA00035
	DRA00036
	DRA00037
	DRA00038
	DRA00039
	DRA00040
	DRA00041
	DRA00042
	DRA00043


