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Abstract

4-Aminosulfonylbenzenesulfonyl chloride is an important pharmaceutical and chemical interme-
diate. In this paper, the target compound was obtained by one step reaction using 4-aminoben-
zenesulfonamide as raw material. The synthesis method is simple, the post-processing operation
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is simple, the time is less, the product purity is high, and the product yield is 50.21%; this method
provides a synthetic route for the synthesis of 4-aminosulfonylbenzenesulfonyl chloride, and also
lays a foundation for further similar synthesis research.
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1. 87

TR BN R A, E— T, SRR TFAET S, B B 2S5 RPAR 24
YV, RBEEERSRA S Y — MR RG], 2 B ORMI & REBE I . BB AIOA, EATE AR R G
LRI 24 Tl g S 1]

IR FEAT A ER A BT IZ R o B RS AE (2] U T T 8 L fi (1) S B o ) 4k 2-(2,2-
T LA )-6- — 5 F R ORI U A BURT R e, T DAATIR =R R RO k), SRR AL Rk Ak
W EEAEEE. IR R SR EmME . SRENTEPRE B, AR ST R
SR G T TR, T AE R N A SUF; FRE, REB R3] AR T L R R I S
H RIS 2- 96— 5 S R IR S, SO LA 2-980-6- — 950 FH DR i g SRl B el Je iok 7 000 S M A o 2R3
SR G 5 AR IR S — A BRI BT IS B AR B E bR =), R A TR B4, OB AR A,
Ve, RATISSEM L, T AN, XS RS, 50y, g mT [ R 2. 2018 4F,
Yang S5 [4]i8 i fE UL IR e A I T N R S R A . AT 74 NIRRT AR A 0 HR B
BT T V- B FLFE B A R BRI AT A e Rl R R B AL 57 ) o TS P . 4k &%) AS.7 1 LDso
1H(28.0 ng G1)F1 B 5.7 (36.4 pg G1) B EE T B V (344.0 ug G1). MbAb, SR & & HE1TC) Bl
F W AS.7 F1 V-ATPase H WL [A1H RS G 1. XUERE, KR REST V-ATPase H I
SR A — ML T b, AFERBTRBEA, BRZ07 & BRSP4, Wit T 23
AN AT A, FE FLBUBIE AT T /E 100 pg/mL REETR, KR ZEL AV KRG R
P 2R DR TR AT 7K 11 A s T 2 L LR 0 e ) B AR B B TR, T A R 7R 00 T 1 2% TR B 11 0
AR B (ECB0) B A 1.3~22.5 pg/mL, B L&t /KR A9 B 1) ECs 4 1.1~32.7 pg/mL, ¥IHLTFXf
FE 2457 Ak 42 (84,1 AT 71.4 pg/mL) FHE B A (122.1 A1 84.0 pg/mL).

RREFR AT AEMER R BB EETZNA. RINEB]LL V-ATP B H W AN, 4R
. THEANU BT, A5 20N A R IR R KRR B A A 2-(4- - 2- Y BE-5-(N- (O] FE 2R )
AN IS ) R A IE) LRGN 2-(4-3-5-(N-(4- L5 L KRR U IE 2% ) -2 RSB e, R &9
VER TR 5 R OB T B, A= TR S SR I Joe o il B B I BE AR, R 4-R T U R T
fiie LA RUF A sk, 3 LCsofE N 1.32 mg/mbL. JHJE[710h 4-F2FL R REFR AN . 2-F Ay . 2-50Kmy . 2-
TRy 3-RIE-4-FR R ORIEIR . 2-FH IRy A 3-F LR = B Rk B A T 35 7 AR 141 NS IR
PASEMPREBERE RS &, FFIR T X Rk = 4 i R s, bR e 4 L. bk &

ik
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) B2.5 WG, F LCso fH N 0.23 mg/mL, A% HiE PRIz = T B R 3% V (21.58 mg/mL). U4 [81F H
AT T EG T 11 AN BN R A, FrE BALE Y | 3555 /IN2 Wi« KB e
AR — 8 BT o KB o D S O] LA BRI il b R B R PR e BB, TEMEREIR bS] NEURREE, &
THERCT 16 ASF BURERE IR AT A=, R4S AR A G 2 B b & 6 ik A B B — 2 PR syg 1,
HOGE S AR (S RO T0) LU B R A (R R 1 B BRI A8 R A (8 B e S A B P i 1

I FEAE AR AT IR o O X Tk B R T 15 S (ASC) S i1l 251 Jiie A 2549 LA R i P el 11 o 22
HEA, gk R K ZE[10] VA ZBER N R R, 76 DS 2@ 75 Filit SOCI, it ik SR IR &AL & Bkt 2.1
QBRI (ASC), HE T AR SFAXT L= . S 255 [11] 4-RH R R E o an 5ok, 2 EUR.
HEEA . EJEFEEAY 4 20 RBA B EARCE), RS T2 RN 513 RBRARRA . 5
F b I AR s, & Tk AEF=. @ 3-H5E-5- F A2 3 AR I S e YR AL TS TV, 2%
R BAE TR A T I BB LR, RUIREE[12]0L 3, 5- M PEONRRA R R, 2B, Ek. RRBE
FEEIRAL G LAY, BB 545, BRAIEREIE 54 IS . © iy i
N o SEZEBahE(Evo) A& — Fl s AR R A M, Wei 25 [13]38 14 3-NH-EVO [H&FEF 30 IR AL &I
FLMREIEAL A T 30 N A SRR (1) EVO fiTA4(9-38). MTT 45 KR, KZ AL A% H460,
PC9. PC9/GR. H1299 A1 SW620 J& 4 LL A 1E % LO2 4 B B UF A Ridte, A E/E NUEH.
@ 5-P-2-FH R e — A T PR I A R s Tk AE[14] BA B-IR-2-F AR IR, (& % T 5-1-2-
ORI A, UCRIAE] 86.5%. FKFFEE[15]LA 3, 5- AHFIEIKHE NG R, HIRE R T 3-FIE-5-HH
BRI S, fAifl 7EREDER, JEACEREI R, REREGE, R —KES DI AT G K. © RO
it 25 8 FIBkR,  Zhou Z5[16] 4 ISR Ik MEMR T fie (BSTIs) AT A5 AR PN 245 1, Horp 2-Migme % BSTI 14d %
P RUFIIPUERE Y, A MIC {E28 1 pg/mL, BT RERL e R S0 & . G R &49 14 d MY
R HPECR R, T ERARS 72K AT, A R TN 2GR R, RIS N ZL 48
N IE S GIR F Rz 240 B A AR 1 25 i bR At R I I F . Wang S5 [17]3800h . & ORIl 17— &
A1) FRA P IN- 5 i T o fe T e AR 6 5 R R SRAL R AR AR BT 5% 83905 55 B3 (CVB3)iE 1. © 1E 254k 24
B, EE T MEVF 2 AYAIR R R o, IR (-NHCSNH-) R % (-SO,NH-) 4% A h 2
B o v A ARTEYE (RO BE  UE NPT 305 1) 1 B BB P, Pingaew SF[18]X) & i) 38 Fh & ik,
BT T YURTT T, RSN SR, 1 BYE AR IR(10. 13 A 14)F0 1 AL E] AR W RRAR 22) S
BHEYRA LR PITR G FEY . OGBS G T 20 MR &Y, Wik
NS LIE TR T 2 2R A KRR B R S A B AR B, IR A B2 AL B ) B R R AT
TIPS, RIA B 20 A B &3 A MHIC R B R WMER, Hd, 8 MEATI(In s 17
liov lios lias ligs Dos) IFIER R KT 80%, AL FHEXTHE 25 Vonoprazan (IR %A 73.4%). BRAR 58:45[20]
T HIV-1ERE T, SitA R T 26 AN B IEATAE Y (3a~32); i@ AR A4 e ot HIV-1 413
WEPE. RIMEW) 3a. 3g. 3t Al 3w~3y RILHELFIIHT HIV-1 3EHE, REl2 N-ZRAHIGE L -3- 279t Hhg| b
-3- FH TR G f (3a) A IN-(3- i k) - S i 9 S5 -3~ 2 Tk 33t -6- FF ik s Wi -2- I vy R G i (3t) R L h 5 3% 1 e
HIV-1 i, X6 ECso 1820 A 0.77 A1 0.74 pg/ml, TI 4 551 4>259.74 £1>270.27.

0\\S,NH2
O\\S,NH2 y
0
P + NaNO SOCl, + CuCl ———» \
e} 2 + 2 u O=\§
H2N o]

Figure 1. The synthetic route of 4-aminosulfonylbenzenesulfonyl chloride
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BIE, R ST LR A I R AT . A8 T — 2 HARML W & g2, LL
A-F IO O E R, 5 RO AR AN S AL TSR AL S N A5 2 H AR &) A- R R 2 O
WES . ARSI A 1 R,

2. LW
2.1, SERRYER S

{X#%: DF-101S & # Ul i il o 3 #E8 G TSR A IR FTE A F]): SHB-ITIA 753 /K%
B FE ORI R TS EBR A ]); OSB-2200 JHi 4 (2 B A PR A7) FA22204B 7R (-
MR FERPAEEEBRAF]); Bruker 400MHz BUAZ 14 L 4RAX (Bt Bruker 22 w]); N1300 Jief 25 KA (R i B
stk N ett) .

SEHG BT AR N T B S A B Al AR B SR T Al AL B

22. SEWAE

@ 1£ 500 ml = AN 50 ml 7K, 7E 0°C A &8I SOCI, (9.04 m, 4.29 eq), Wi f5¢ /5 0°C~3°C
TR 18 h (VKB ®), 1818 T = =I5 A CuCl (0.03 g, 0.01 eq), MM5E/G 0°C~5CHRAEA .

@ 7E 250 ml = A 25 ml 2R, B f5 0°C TN 4-FF2K M EEZ , 0°C~5C 12187 in NaNO, (2
g, 1.08 eq) /K&, 7E O'CLAR i 0.5h,

@ KL B E RS N L BOME, 05 hhnset, 0°CLLFH+HE 75 min, TLC AHUEM
(PE:EA = 1:1).

@ JEAbEE: fhiuk, FEVTFKGLS, B AT A B4, SO%H E 45 ER . 'H NMR (400 MHz,
Chloroform-d) & 8.25~8.18 (m, 4H), 5.02 (s, 2H).

2.3. SLRREER

FZIT RS R A-R SR R R A, A s, A, BREMT S, JEAERMIE, SRk
F R 40.21%.

3. &g

AV T — il 2% 4-F R ORI B A A B 2R, DL A-EURORIE R O R R, 5 SRR
A R A0 A A (e Ak S N AF ) H AR &9, H AT SR WSCERROE . B ATTEER 25Tk, Ak,
BT E I DAL IR SR TR IER, FTeliZa L RO EA B . %
R BA RN S 15 NI A OB PR, SR B B LR AT, PRl BT, PR
R 40.21%, &E& LIbAER~.

4. g
HbRAL S 2 BT 5 WSCHR RS, A S0 T — 2% B BRI BB 2 % T 2 4 EAT 7 1AL,
FEBI A REHIE T BARE I . ERH A IS A TR R A AR R, T BB I R T,

DT JE AT A e, ERAL R, W EERA R A, BRI E BE, Wil T R,
IR
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