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HOBBII METO/I ITIOJIYYEHUSA 6-HUTPO-2-(4-BOC-ITUITEPA-
3UH-1-UJ)-3H-XUHA30/JINH-4-OHA

[Mpemnoxer >QpPEeKTUBHBI METOA CHHTE3a, KaTaIU3HPYyeMOro IMajulajueM, 6-HUTpo-2-(4-
Boc-nunepasus-1-ui)-3 H-xuHa3onuH-4-oHa. ITOT cnocod MOXKET ObITh NPUMEHEH IS TU-
3aifHa MPOM3BOIHBIX 2-aMHHO-3 H-XUHA30I1H-4-0Ha.

KuioueBbie ciioBa: 2-aMuHO-3/H-XWHA30IUH-4-0HBI, HajutagueBblii karamu3, C-N kpocc-
COoUueTaHHe.

U3BectHO, uTO (parMeHT 2-aMUHO-3H-XWHA30JMH-4-OHa BXOAUT B CTPYKTYpY
MHOTMX OHMOJIOTHYECKH AKTHBHBIX MOJIEKYJ. B yacTHOCTH, NpPOM3BOIHBIE 2-aMHHO-
3H-xuHa30muH-4-0Ha 00JaJar0T MPOTHUBOOITYXOJIEBOH, IMPOTHBOTPUOKOBOM, MPOTHUBO-
BOCIIAJIUTENIFHON, AHTUTHIICPTCH3UBHOH, IMPOTUBOCYIOPOKHOM, aHTHOAKTEPHAIHHOM
AKTUBHOCTSIMH, a TaKKe cpelu 2-aMUHO-3H-XWHA30JUH-4-0HOB HaWJICHBI 0OpaTHbBIC
aroHucTel H, TMCTaMHUHOBBIX PELENTOPOB [1-6]. Panee mbl cooOmanu o au3aiiHe U
CUHTE3€ psJa MPOU3BOAHBIX 2-(TiMIiepa3uH-1-mi)-3H-XnHa30IUH-4-0HOB, KOTOPbHIE
MPOSIBUJIA CBOMCTBA aHTAaroHUCTOB (PMOPUHOTCHOBBIX perenTopoB [7, 8]. KiroueBbiM
“OUNaUHT-0JI0KOM™ JUIS TIOMYYCHUS BBIIICYTIOMSHYTOTO PSAAa COCTUHEHHH SIBIISICTCS
6-amuHO-2-(4-Boc-nunepasus-1-um)-3 H-XuHa30I1H-4-0H, KOTOPbIH OBUI CHHTE3HPO-
BaH rUIPUPOBAHUEM HUTPO-TIPOU3BOIAHOTO 5 B IPUCYTCTBUH NaJiaans Ha yrie. B cBoro
oyepeib, COENMHEHHE S moyydaan Ucxoasa U3 uzarosoro anruapuaa (1) B ueTeipe cra-
UK. DTOT METOJ MONyYeHHsl 2-aMUHO-3 H-X1HA30IMH-4-0HOB CTaJl y’Ke KJIaCCUUYEeCKUM
(craguu i, iii — vi) 1 IPUBOJUT K IPUEMIIEMOMY Pe3yJIbTaTy, OHAKO 3TO TPYAOEMKUN U
JUATENsHBIN riporiece (Cxema 1).

Xots peakuuu C-N Kpocc-coueTaHus, KaTalu3upyeMble NajjiajineM, B HacTosIIee
BpeMs SIBJSIFOTCS PYTHHHOM omepanved B cuHTeTHdeckod xumuu [9 — 11], ogHako
€CTh TOJBKO HECKOJIBKO COOOIICHUI 00 MCIIOIB30BAaHUU TOTO MpoIiecca IS CO3MaHus
XUHA30/MH-4-0HOB. ONMCaH METO/ MOJIyYeHHS XNHA30JIMH-2,4-TMOHOB HA OCHOBE TaH-
JIEMHOTO TaJUTaIUi-KaTaIN3UPYEMOT0 apUIIMPOBAHNS MOUYEBUH METUIOBBIMH d(rpaMu
2-0poMOEH30MHBIX KUCIOT C MOCIEAYIONIMM BHYTPHUMOJIECKYJISIPHBIM aMHIUPOBAaHHEM
[12].

Jlydime BBIXOABI XWHA30JIMH-2,4-TMOHOB HAOMIOAAINCh MTPU UCTIOIB30BaHUM KaTa-
nutryeckor cucremsl (Cxema 2): Tpuc(aubensunuaeHaneToH)unamiaguii (0) xiaopo-
¢opm anayxr (Pd,(dba), CHCI,, npekypcop katanusaropa), 4,5-6uc(aupennnpocun)-
9,9-numermikcanTeH  (Xantphos, ¢docpuHOBBI JMraHm UIA  IpeKaTanu3a),
Cs,CO,(ocHoBanue) u 1,4-110KcaH (paCTBOPUTED).

Lenb manHOM paboTHI, YIIPOIICHUE MOTYUYeHHS 6-HUTPO-2-(4-Boc-numnepa3uH- 1 -mi)-
3 H-xuHa3051uH-4-0Ha.

DOI: http://dx.doi.org/10.18524/2304-0947.2017.4(64).115919 29
© A. 10O. Kopuuios, A. A. Kpsicsko, O. JI. Kpsicbko, C. D. Cambypckuii, C. A. Anaponaru, 2017



A. 10. Kopnunos, A. A. Kpuicoko, O. JI. Kpviceko, C. D. Cambypckuii, C. A. Anoponamu

0 N_ .Cl
‘f i i 'T" m v Y
ol o A
o 1 o o
¥
& i,
,-/"'-N
Br HN ST o Vil BOIEL W N N\,J 41\
e v O e
o.M -~
L o,N 5
o ., -, o
T:’xx

Br
/_\
@(OH N—Q
0

Pearentsl u ycnosus: i) (H,N),CO, numetnndopmamun, 150 °C, 3 4; i7) HNO,, H,SO,, -5 °C, 6 u; iii)
POC13, N,N-TiMeTHIaHWINH, KuTistaeHue, 6 4; iv) 1 M NaOH, H,0O, xomnaruas temreparypa, 2 4,

v) 1 M HCI; vi) 1-Boc-unepasun, NEt,, aneronntpuin, 50 °C, 2 g; vii) 5 mon-% Pd,(dba), CHCI,,
10 mo51- % Xantphos, Cs,CO,, }:[I/IOKcaH 100 °C, 24 u; viii) 1 mon- % XantPhos-Pd-G3, Cs,CO,,
t-BuOH, 80 °C, 24 u; ix) HNO ,H,80,,-5°C, 6 4; x) MeOH (H,S0,), xunsuenwue, 3 d; xi)

3 5-I[I/IM6TI/IJ'IHI/Ipa30J'I 1- Kap60KcaMI/I}:[I/IH, NEt,, aieToHUTpHII, KUTISTYEHHE, S Y.

Cxewma 1. Cunres coequuenus 5

B cx0ux ycnoBUsX ObUIN OTYYEHbI XUHA30INH-4-TUOHBI, C UCII0JIb30BAHUEM B 3TOI
peaKknuu aMHIMHOB B KaduecTBe Hykieoduiuos [13]. 1o ananoruu, mis momydeHus Le-
neBoro 6-HUTPO-2-(4-Boc-munepaszun-1-mui)-3 H-xuHazonuH-4-0Ha (5) MBI HCIIOIB30Ba-
M, TaK)Ke TaHJEMHBIH Ipomecc: apuimpoBanus 4-Boc-nmmnepasun- 1-xkapOokcaMuInHa
(6), mpou3BOIHOE TYaHUANHA, METHIOBBIM 3(UPOM 2-OpOM-5-HUTPOOCH30MHOW KUCIIO-
Tol (7) ¥ BHYTPUMOJIEKYISIPHOE aMUAUPOBAHHUE.

G — G

Ph Ph Ph
Ph ; }(‘0)
Xantphos Pd

Pd,(dba),

Cxema 2. Axtupanus Pd,(dba), CHCI,

Ucxonubrit  4-Boc-nunepasun-1-kapobokcamuauH (6) ObLT IMOJNydeH W3 MOHO-
Boc-nunepasuHa npu  UCHONB30BAaHUM peareHTa Juidl T[yaHWAMJIUPOBAHUS —
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3,5-mumetninupas3odn- 1 -kapookcamuaHa. MeTWIoBblid 3GUp 7 CHHTE3UPOBAIX B JIBE
CTaJlM: HUTPOBAaHUE 0-OpOMOCH30MHOW KHCIOTHI M JTEpU(PHUKALIUS Ha BTOPOH CTa-
quu. B uccnenyeMoil peakiMy Mbl UCIOJIB30BAIM 2 THINA KAaTAIUTHYECKHX CHCTEM:
Pd,(dba), CHCI, B coucranuu c yurangaom Xantphos v mnpenkaranu3arop TPETHETO
nokosieHus: —  [(4,5-6uc(mupenmndochuno)-9,9-mumernnkcanten)-2-(2"-amunao-1,1'-
oudennn) Jnamwtagusa(Ill) merancynsponar (XantPhos-Pd-G3, Cxema 3). B meprom
ciyvae peakuuio nposoaunu npu 100 °C B pactsope nuokcana, Pd,(dba), CHCI, no-
0aBysIIM B KonmudecTBe 2.5 MOMbHBIX %, a Xantphos — 5 MonbHBIX %, IIPH 3TOM BBI-
X0l xuHazosnuHa 5 coctaBui 60 %. Bo Bropom ciydae ucnonb3oBaau 1 MonbHBIA %
XantPhos-Pd-G3, pactBopuTeneM CIIy>KWJI TPEeT-OyTaHOJ, PEaKIMOHHYK) CMECh BbI-
nepxkuBaiu npu 80 °C, BBIXOJ LIEJEBOTO COSMHEHUs 5 coctaBmi 85 %.
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XantPhos-Pd-G3

Cxema 3. AxtuBanus XantPhos-Pd-G3

Takum oOpaszoM, mpeanokeH >(dexkTHBHBI MeTox cuHTe3a 6-HuUTpo-2-(4-Boc-
nuriepasuH- 1 -ni)-3 H-xunazonnHa-4-oHa Ha OCHOBE TocJieoBarenbHoro npomecca, C-N
KpPOCC-COYETaHUs M BHYTPHUMOJIEKYIIPHOIO aMUIUpOBaHusA. Vcronp3oBaHue IpeaKa-
Tajuzaropa Tperbero noxojenus XantPhos-Pd-G3 npuBoaut k mogyyeHHIo 1eI€BOTo
MPOAYKTa ¢ OONBIIMM BBIXOZOM, B CPAaBHEHHH C TPUMEHEHHEM KaTaIUTHIECKOU CHUCTe-
mel Pd,(dba), CHCL-Xantphos. D10t c1oco6 MMeeT NOTEHIMATBLHOE 3HAYEHHE IS
KOHCTPYUPOBAHUA Pa3INUHBIX 2-aMUHO-3 H-X1HA30JI1MH-4-0HOB.

MATEPHUAJBI U METOIABI UCCJIEJOBAHUA

Crextpsr 'H-SIMP 3anwmcansr Ha npubope Bruker Avance DRX 500 (BRUKER),
¢ paboueid wyacroroir 299.95 MI'l, BHYTpEeHHHI CTaHIAPT — TETPAMETHIICWIIAH, TPH
temneparype 25 °C. Macc-cniektpsl FAB 3anucansr Ha npubope VG 7070 (VG) ¢ uc-
MIOJTH30BaHUEM TIIHIICPUHOBON MaTPHIIBI, HOHU3AIHS OCYIIECTBIIACH ITyIKOM aTOMOB
Xe ¢ sneprueii 8 kB. TCX ocymectimsuti Ha ruiactuakax ALUGRAM® Xtra SIL G/

V,., (MACHEREY-NAGEL), Bemectsa nposiBisiin HA XpOMAarorpaMmax ¢ Momo-
LIbI0 HUHTUIPUHOBOTO, XJIOP-TOJYHIMHOBOTO peakTUBOB WM Y®P-cBeroM. YucroTy
coequHeHus 5 onpeaensm MetogoM BIXKX, ncnomns3ys xpomarorpapuueckyro cucre-
My SHIMADZU (xouTponep cuctembl CBM-20A; BakyymHbIii gerazatop DGU-20 AS5;
Hacoc BbIcokoro gasieHus LC-20AD UFLC, ocnamieHHbIN 4-KaHaNbHBIM TPAAUEHT-
HBIM OJIOKOM Ha HU3KOM JIaBJICHUH; TepMocTatr KoToHOK CTO-20A; mnogHOo-MaTpUYHbIH
netekrop SPD-M20A), ocHameHHyto konoHkod Hypersil GOLD aQ 3 pm (4.6 mm x
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150mm). [omsmwxkHas ¢aza: anerorntpuia (60 %) u 0.1 %-HbIi pacTBOp TPUPTOPYK-
CYCHOH KHCIIOTHI B JIeHOHHM3HPOBaHHOH Boze (40 %). CKOpOCTh MOTOKA ITOIBIKHOU
¢daspr: 1.2 m/muH. Temneparypa B Tepmocrare: 25 °C. Jluanazon ckanuposanus UV
criekrpa: 190-400 am. 1-Boc-ntunepasus [14], 3,5-numernnmnupason- 1 -kapdokcamMuina
[15], Pd,(dba),CHCI, [16] n XantPhos-Pd-G3 [17] nonay4anu no panee OnucaHHbM
METO/IaM.

2-(4-Boc-nunepa3un-1-mn)-6-untpo-3H-xuna3onnu-4-o (5).

Meron, vii.

B nByropioit konbe, CHaOKEHHOH TPEXXOAOBBIM KPAaHOM, MEMOPAHOH U MarHUTHOM
Mermanko#, cmemuBaian 0.05 r (0.000192 momnp) 7, 0.052 1 (0.00023 monw) 6, 0.005 ¢
(0.00000475 moms) Pd,(dba), CHCI,, 0.0055 r (0.0000095 monb) Xantphos u 0.125 r
(0.000385 monn) Cs,CO,. Peaktop mocienoBarenbHO BaKyyMUPOBAJIM W HACHIAIHA
CYXHM aproHOM. DTy OIIEpaIlHio MOBTOPSIIM 3 pa3a, 3aTeM IINPHIEM depe3 MeMOpaHy
BHOCWJIA 3 MJI CyXOTO W OYMIIEHHOTO OT IEpeKHCel THOoKcaHa. PeakmoHHy0 cMmech
HarpeBanu o 100 °C, TepMocTaTupoBany U nepeMeruBaid B TedeHue 24 4. 3arem
CMeCh OXJIKAAIH, YIapHBaIH PAacTBOPUTEIHh IOCyXa M JNO0aBILIH K ocaiky 20 mi
10% consgHolt kucaoThl. IlonmydyeHHbIH 0casoK OT(HUIBTPOBBIBAIN, MPOMBIBAIN S50 Ml
Bozibl 1 10 mut oxnaxaéunoro j10 S5 °C aneronutpuia. Beixoa: 60 % (0.0427 r). Uucrora
BOXX-UV: 97 %, t,=3.79 muu (A 196, 226, 358 um).

Meron viii.

B nByropioit konbe, CHaOXKEHHOH TPEXXOAOBBIM KPaHOM, MEMOPaHOH U MarHUTHOM
Mermanko#, cmemuBain 0.05 r (0.000192 monp) 7, 0.052 1 (0.00023 monw) 6, 0.005 r
(0.00000475 moms), 0.0018 r (0.0000019 momnp) XantPhos-Pd-G3 u 0.125 r (0.000385
moib) Cs,CO, B 4 Mt cyxoro mpem-Oyranona. Peakiuro npoBoguin B atMocdepe Cy-
xoro aprona B TedyeHue 24 gacos mpu 80 °C. IIpoaykT peakiiuu 5 BeIIEsUIA aHATIOTHY-
Ho. Berxon: 85 % (0.0606 r). Yucrora BOXX-UV: 98 %, t = 3.78mun (A, 196, 226,
358 am).

R, = 0.5 (6enzon-aueron-ykcycnas kucnora: 100-50-1). T.ut. 214-216°C. 'H NMR &
(500 MI'u, AMCO-d,, J, T'): 1.42 (¢, 9 H), 3.43 (yur.c, 4 H), 3.72 (yuu. ¢, 4 H), 7.30 (x,
J=28.5,1H), 827 (n,J=7.4,1H), 859 (c, | H), 11.52 (yur ¢, 1 H). *C NMR & (125
MTI'u, IMCO-d, J, ') 28.49, 44.83, 116.42, 123.09, 126.10, 126.22, 128.93, 141.42,
152.75, 154.27, 155.87, 162.64. MS (FAB) m/z 376 [M+H]".

4-Boc-nunepa3un-1-kapookcamuaus (6).

Cwmech 1 1 (0.0057 monb) Tuapoxiopuaa 3,5-IMMeTHINHAPa30- 1 -kapOokcaMuInHa,
0.8 M (0.0057 momb) NEt, u 0.8 r (0.0043 monp) 1-Boc-munepasuna B 15 min
ANCTOHUTPWIIA KHUITATWIA C OOpaTHBIM XOJIOMWJIBHUKOM, KOHTPOJIUPYS TPOXOKICHHUE
peakiuu ¢ omonpio TCX (MeTaHONI-XTOPUCTHIA MeTHIIEH: 1-9). 3areM peakIMOHHYIO
CMECh OXJIaXKIAIN 0 KOMHATHOH TeMITepaTypsl, OT(OIIBTPOBEIBAIH, (DUIBETpAT yHapH-
BaJIM JlocyXa B BakyyMme. [loydeHHbIH Macioo0pa3Hblii 0OCTaTOK PacTBOPsUIH B 15 M
AI[CTOHUTPHUIIA U OCTABIIUIN Ha HOUb mipu 5 °C. BrImaBmmii KpUCTATHUSCKUI 0CaIoK
OT(GUIBTPOBBIBAIN, IPOMBIBAIH Ha (rutbrpe 10 M1, oxnaxkaéaHoro mo 5 °C, aneToHu-
Tpuna u cymunu. Bexox: 60 % (0.334 1). R,=0.18. T.u1. 230 °C. '"H NMR § (500 MI'n,
AMCO-d,J, T): 1.41 (c, 9 H), 3.33-3.40 (m, 4 H), 3.42-3.50 (m, 4 H), 7.75 (yur. ¢, 4 H).
MS (FAB) m/z 229 [M+H]".

Metnnosblii 3¢up 2-6poM-S-HUTPOOEH30HHOMH KHCI0THI (7).

K pactBopy 5 r (0.025 monp) 2-6pomMOCH30iHOI KUCTOTHI B 27.5 MII KOHLIEHTPHPO-
BanHoi H,SO, npu 0 °C ¥ MHTECHCUBHOM NEpEMENIMBAHUY B TedeHne 20 MUH mOpIH-
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oHHO Jo0aBistn 2.67 T (0.0325 monb) HETpara HaTpHs. 3aTeM CMECh MepeMEITHBAIIN
mpu 0 °C B Teuenue 1.5 4. [locne peaknmoHHYI0 CMECh BBITUBAIHM HA W3MEITBIEHHBINA
nén (20 r), BRINABIIMKA OCAJ0K OT(HHIBTPOBBIBAIM M IPOMBIBAIA BOJIOW Ha (QHIBTpE.
Ocaox pacTBOPSUTH B KUIISIIIIEH BOJIE, pacTBOP oxuaxaanu 10 40 °C, BeITaBmnii 0caiok
2-0poM-5-HUTPOOCH30MHOM KUCIOTH OT(QHIBTPOBBIBAIH, MPOMBIBAIH HEOOIBIIHM KO-
JIMYECTBOM BOJIBI M Cymmin. Beixon: 68 % (4.19 1). R, = 0.46 (Genson-aneToH-yKkcycHas
kuciora: 100-50-1). T.mn. 180-182°C.

K pactBopy 2.5 1 (0.01 Monb) 2-6poM-5-HUTPOOSH30HHOM KUCIOTHI B 30 MJI METaHO-
na no6asnsu 0.3 M koHueHTpupoBanHoi H SO, n cMech KuIATUIM ¢ 0OpaTHBIM XOII0-
IMIIFHAKOM B Te€UeHHE 24 9acoB. 3aTeM pacTBOP OXJIAXKIAIN 10 KOMHATHOM TeMITepaTy-
PHI ¥ yIapuBain H30BITOK MeTanomna. K momyuernoMy pactBopy mobasisui 20 M1 BOZBI
1 HKCTParupoBaIH MPOIYKT B dTHiIAIieTaT. Opranndeckyio a3y MpOMBIBAIIH TIOCIEI0-
BaTEJIBHO BOJIOH, pacTBOPOM OMKapOOHATa HATPHs, HACHIIICHHBIM PAaCTBOPOM XJIOpHIA
HaTpHsl, 3aTeM CYIIMIN HaJl O3BOMHBIM Cyib(paroMm HaTpus. PacTBopurens ynapusanu
nocyxa B Bakyyme. Beixon: 95 % (2.52 1). R, = 0.88 (GeH301-ale TOH-yKCYCHAs KMCIIOTa:
100-50-1). T.nn. 78-80°C. 'H NMR & (500 MI'u, AMCO-d,, J, T'n): 3.92 (¢, 3 H) 8.07
(n, J=8.8,1H) 827 (nn, J=8.1,2.3,1 H) 8.53 (1, /= 1.9, 1 H). MS (FAB) m/z 260,
262 [M+H]".
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HOBUIA METOJI OTPUMAHHSI 6-HITPO-2-(4-BOC-IIIITEPA3UH-
1-1U1)-3H-XIHA3OJIIH-4-OHY

3anponoHoBaHo e()EKTUBHHII METOJ] CHHTESY, 1[0 KaTalli3y€eThes ManaaieM, 6-HiTpo-2-(4-Boc-
ninepasu- 1-im)-3 H-xiHa3omiH-4-oHy. BukopucTanHs npeikaranizaropa TpeTboro ITOKOTiHHS
XantPhos-Pd-G3 npu3BoauTh 10 OTpUMAaHHS LIIBOBOTO MPOJYKTY 3 OLIBIINM BHXOJIOM, B
NOPIBHSAHHI 3 3aCTOCYBaHHAM KaraniThinoi cucremu Pd,(dba), CHCI,-Xantphos. Lleii cocio
Ma€ MOTeHIIIfHe 3HaYCeHHS [Tl KOHCTPYIOBAHHS Pi3HUX 2-aMiHO-3 H-XiHa301iH-4-0HiB.

KurouoBi ciioBa: 2-amino-3 H-xiHa30miH-4-0Hu, anaaieBuii karainis, C-N KpoCc-CTHKYBaHHSI.

A. Yu. Kornylov, A. A. Krysko, O. L. Krysko, S. E. Sambursky, S. A. Andronati
A.V. Bogatsky Physico-chemical Institute of National Academy of Science of Ukraine
65080, Odessa, 86 Lustdorfskaya doroga

ANEW METHOD FOR PREPARING 6-NITRO-2-(4-BOC-
PIPERAZIN-1-YL)-3H-QUINAZOLIN-4-ONE

The 2-amino-3H-quinazolin-4-one scaffold is found in a large number of molecules with
physiological significance and pharmaceutical utility. Previously we synthesized a series of
potent antagonists of fibrinogen receptor, derivatives of 2-(piperazin-1-yl)-3H-quinazolin-
4-one. The key building block for preparing the above series of compounds is 6-amino-2-
(4-Boc-piperazin-1-yl)-3H-quinazolin-4-one, which was synthesized by hydrogenation of
6-nitro-2-(4-Boc-piperazin-1-yl)-3H-quinazolin-4-one. In turn, the nitro derivative was
obtained starting from isatoic anhydride in four stages, by a method that can be considered



Hoeguviii memoo nonyuenus 6-numpo-2-(4-Boc-nunepasun-1-un)-3H-xunazonun-4-ona

classical, but difficult. The purpose of this work is to simplify the preparation of 6-nitro-2-(4-
Boc-piperazin-1-yl)-3H-quinazolin-4-one. We proposed an effective method for the synthesis
of 6-nitro-2-(4-Boc-piperazin-1-yl)-3 H-quinazolin-4-one based on a sequential process, C-N
cross-coupling and intramolecular amidation. As the arylhalogenide, 2-bromo-5-nitrobenzoic
acid methyl ester was used, as the N-nucleophile, 4-Boc-piperazine-1-carboxamidine, a
guanidine derivative, was used. In the study, we used two types of catalytic systems, which
both gave good results. The application of the third generation of Palladacycleprecatalyst —
[(4,5-Bis(diphenylphosphino)-9,9-dimethylxanthene)-2-(2'-amino-1,1"-biphenyl)]
palladium(IT) methanesulfonate, leads to the production of the target product in a high yield,
in comparison with the use of the catalytic system: precatalyst — Tris(dibenzylideneacetone)
dipalladium(0) chloroform adduct and Buchwald Ligands — 4,5-Bis(diphenylphosphino)-9,9-
dimethylxanthene. The structure of the title compound was confirmed by spectroscopy 'H and
BC NMR, and FAB mass spectrometry methods, purity was controlled by HPLC. This method
has potential implications for the design of various 2-amino-3H-quinazolin-4-ones.

Key words: 2-amino-3H-quinazoline-4-ones, palladium-catalysis, C-N cross-coupling.
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