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Pyrazolo[3,4-d]pyrimidine 58 {k(CBI4 DM (& 10 ${V) 1-Phenyl-1H-
pyrazolo[3,4-d]pyrimidine 5-Oxide & Methanesulfonyl Chloride
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Studies on Pyrazolo[3,4—d]pyrimidine Derivatives. X.1? On the Reaction of
1-Phenyl-1H-pyrazolo[3,4-d pyrimidine 5-Oxide with Methanesulfonyl
Chloride and Potassium Cyanide
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Reaction of 1-phenyl-1H-pyrazolo[3,4-d]pyrimidine 5-oxide (I) with methanesulfonyl
chloride” and potassium cyanide in acetone-water afforded 1-(1-phenyl-1H-pyrazolo-
[3,4-d]pyrimidn-4-yl)-2-propanone (III) instead of the expected 4-(methylsulfonyl)-1-
phenyl-1H-pyrazolo[3,4-d]pyrimidine (II). II was not formed in the same reaction
carried out in dioxan-water and the product was 1-phenyl-1H-pyrazolo[3,4-d]pyrimidine-4-
carbonitrile (IV).
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XETbhbhbiul 7+ b v-K% Bl & LT quinoline 1-oxide (A) 1 methanesulfonyl chloride (MsCl) &
v7 VA V7 s (KON) %fEHS2% & N—O EoBROBMAE - T 2 fiic CHySO~ZEnFEA IR T
2-(methylsulfonyl)quinoline (B) VR L, FECHKERA S 4-(methylsulfonyl)quinoline (C) 4R T 5F%

HL, TORIGERELELE L (Chart 1).

z D% 1-phenyl-1H-pyrazolo[3,4-d]pyrimidine 5-oxide (I) {0\ TAT %X 4-(methylsulfonyl)-1-phenyl-
1H-pyrazolo[3,4-d]pyrimidine (II) 24T 5 TH 5 5 LR L CRIGERA . ToER, FHL & I 134
WERT, BRI LTHVWET 2 b vHARIGEES LT, N0 ZoBBEO BB H: - T 4 fi2ic CH-CO-CHy—
FpEA Xz 1-(1-phenyl-1H-pyrazolo[3,4-d]pyrimidin-4-yl)-2-propanone (III) HELR (39%). BEEE
LC7 % b v-KOdd DI ok T4 v-rKE BT Iic MsCl, KCN 2AEA S & &5 N—O EoBROR -
BEAAE S T 4 fific —CN 3pUEA X fu/z 1-phenyl-1H-pyrazolo[3,4-d]pyrimidine-4-carbonitrile (IV) 2 bh
Jo (50%) %, I1 (3HR S hisis oo 7038, BRZ » ) F & LT benzoyl chloride % AT I i& KCN #{Ef
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Chart 1
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Chart 2

TRBAKE IV BRI, 1 o pyrimidine BAZ4 L T 5-amino-4-(benzoyloxyiminomethyl)-
1-phenyl-1H-pyrazole (V) 2385 h 2 FLTCloIE L.
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1-Phenyl-1H-pyrazolo[3,4-d]pyrimidine 5-Oxide (I)» EHEgh RS (EtOH). mp 195-—196°.9

I & MsCl, KCN QR (1) 7% b v—kei——I 500 mg (ca. 0.0024 mol) % 7+ b v 30ml &L,
KCN 460 mg (ca. 0.007 mole), H,O 10 ml 0% %% %, = hic MsCl 0.8 ml (ca. 0.007 mol) #FETF L, HEET
Shrififh. 87w vEER, 10% K,CO, T7 2 v L LT CHCl, THil, Na,SO, T##f, CHCl, % &%=,
WM ALO, 7 7 A% L, CHCL, TREIWH LTHER, MeOH » b Hisfh. HEESHES. mp 200—200.5°.
4-chloro-(VI)® % % \i% 4-(p-tolylsulfonyl)-1-phenyl-1H-pyrazolo[3,4-d]pyrimidine (VII)Y & NaNH, 0%
ET7 & F vERIEER®THELKL 1-(1-phenyl-1H-pyrazolo[3,4-d]pyrimidin-4-yl)-2-propanone (III) » —3
T5. INE: 230 mg (39%). ' :

(2) oFF v v-Kke o7 vorbhicotr++ v 30ml % HERCKIE ABEENT 2. MeOH
POERER. BREOASIRER. mp 185—186° VII koA F A AL A+ Fi, BOEWIXSAFAKRAAT §F
T KCN %fEH 32 TH bk 5 1-phenyl-1H-pyrazolo[3,4-d]pyrimidine-4-carbonitrile (IV)Y & —3+ 5. L
B 260 mg (50%).
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