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AJIKIUTYBAHHSI TIPA30JIO[3,4-D]IITPUMIIUH-4,6-ITUOHIB

I'onosko H.I., Hemem1 H.B., Ceanasun O.B., Bajgor .M., Oaucbxo M.IO., Jlenaca B.I'.

JIBH3 «Yaceopodcokuil nayionanvhutl yrieepcumem», 88000, m. Yorceopoo, syn. O.@eounys 53/1

B ocraHHiil yac KOHACHCOBaHi CHCTEMHU
Ha OCHOBI mipasono[3,4-d]mipuMmignny
MPUBEPTAIOTh, YBary JOCHITHUKIB depe3 IX
BHCOKO CEJICKTHBHY [0 SIK aHTaroHicTiB hAg ta
A, aneHo3uH penentopis [1-4]. Panime [5-9] a
kadeapi opraHiyHoOi XiMii OyJI0 PO3pOOICHO
npenapaThBHI METOJMKH OACPIKAHHS TOXITHHX
4-imino(okco)nipazouno[3,4-d] mipuminun-6-
TiOHIB B32EMOJIIEI0 aMIiHOIIIPa30JIiB 3
130TioIliaHaTaMd 1 HACTYITHOIO  JTy’KHOIO
uKTi3amiero TiocedoBrH. OMHAK OJlepKaHHIO
4,6-nmroxcormipasono[3,4-d]mipumiauHiB
NPUIIICHO JTy’Ke Mo yBard.

Astopamu [10] npoBeneHo B3aemomio 1-
3aMIIIEHOTO Tipa30idy 3 METHIII30IiaHaATOM, JIe
OyJo TOKa3aHo, MO BiIOYBAETHCS TMPHUETHAHHS
IBOX MOJIEKyI i3orianaty (cxema 1). V Toit ke

yac mpu B3aemofii 1,3-1u3aMilieHuX Mipa3oJiiB
aropamu [11] Oymo BigMiYeHO TNPHETHAHHS
JIMIIIE OHOTO €KBIBAJIEHTY i301iaHaty (cxema 2).
Jns  3'sAcyBaHHS IUIAXY TMPOXOPKEHHS
KOHJICHCAIlil HaMH OYJIO MPOBEJCHO B3aEMOJII0
(ewnimizormianary 3 aminomipazonom 1 (cxema 3).
VY pesynbraTi 0JepKaHo MPOAYKT MPUETHAHHS Y
cmiBBiHOmEeHHI 2:1, mo Oymo JOBEACHO
eJIeMEHTHUM  aHamizoM. HasBHicTh  ABOX
(deHIbHUX (parMeHTIB BUIUIMBAE TaKOX 1 3
cnektry IIMP. Tomy, BpaxoByrouu OiIbIIY
€JICKTPOHHY TYCTHHY Ha aTOMi HITPOTeHY, IO
3B's3aHUA  OE3MOCepenHbO 13 Mipa30IbHUM
(parMeHTOM, HamH, OYyJ0 3aMPONOHOBAHO IS
OPOAYKTY TPHEAHAHHS 2 CTPYKTYypy eTHia 5-
[6ic(deninkapbamoin)amino]-1,3-numeTra-1H-
mipa3on-4-kapOoKkcuiarTy.
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Jnis omepikaHHS KOHICHCOBAaHOI CHCTEMH
mipazono[3,4-d|mipumianay Oyino TmpoBeIEHO
B3a€MOJIII0 CCYOBHUHHU 2 3 METHJIATOM HATpPilo B
MeTaHomi. Crif 3a3Ha4YUTH, IO BUKOPHUCTAHHS
ETHJIOBOTO CIIUPTY TPU3BOJIUTH JIO CHIBHOTO
3MEHIICHHS BUXOMy. [Ipo yTBOpEHHS MPOIYKTY
3 CBITUHTH HASBHICTH JOAATKOBUX CHUTHAIIB Y
00acTi MOrNMMHAHHA apOMAaTHYHUX HPOTOHIB Y
criektpi [IMP. O6poOka BOTHUM PO3UMHOM JIYTY
3 HAacTymHOW He#tpamizamiero g0 pH 5
PO3BEICHOIO OLTOBOIO KUCIIOTOIO MPUBOIUTH J0
OJIepKaHHs IIJILOBOrO Iipa30jIonipuMianH-4,6-
muony 4. Ilpomec MOXHAa CHOPOCTUTH HE
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BUJIUISIOYM JTUOH 3, JOJAIOYH JI0 PEAKIIIHHOTO
CepeIOBUINA CKBIBAJICHTHY KUIBKICTh PO3UHMHY
rigpokcumy Hatpiro y Boxi. Ckiag Ta OymoBa
OCTaHHBOTO  OynM  JOBeleHI  eJIeMEHTHUM
aHajizoM Ta crekrpanbHo. Tak B cnektpi [IMP
(puc. 1) HasiBHI CHTHAIIM ABOX METHJIBHHX TPYII
nipaszosnbHoro (pparmenty npu 2.31i 3.75m.u.,
MYJBTUIUIET (EHIIBHUX TMPOTOHIB B iHTEpBai
7.24-7.48w.4. 1 CUHTJICT OKCHAMIIHOIO IIPOTOHY
12.19 m.u., W0 MWiATBEPIKY€E 3aMPONOHOBAHY

CTPYKTYDPY.
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Puc. 1. Crnextp [IMP 1,3:numernn-5-denin-1,7-nurinpo-nipaszono[3,4-dlnipumianu-4,6-nuony.

Ha wnacrymaoMy eram poGoTtm Oyio
MIPOBEICHO ANKUTYBaHHSA AUOHY 4 alijopoMinoM
(cxema 5). Bzaemoiito mpoBOIHIN B CEPEIOBHUIIN
alleTOHITPWITYy Ta HAsIBHOCTI E€KBIMOJSPHOL
KUIBKOCTI TpHETHJIaMiHy. Y pe3yabTaTi Oyio
orpumaHo cymim N- Tta  O-anxinoBaHHX

npoAykTtiB 5 Tar 6 y cmiBBigHOmIeHHI 2:1
(BupaxyBano 3a crektpom IIMP cymimn guB.
puc.2.). Cymim BAajgocst pO3AUIHTH APOOHOIO
KPHCTAJI3aIli€l0 3 €THIIOBOTO CIHPTY.
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IIpo mpoxomKeHHs aKUTyBaHHS CBiITIaTh METIHOBOTO MPOTOHY, IiBa TyOmeTn
CUTHAIIM alinbHOro (hparmenty y crektpi [IMP METHJICHOBHX NPUTOHIB pu 5,36Ta 5,21mu., Ta
cionnyku 5 (puc 3): mynprumier npu 6,02 mu. cunriet npotoHiB N-CH, rpynu npu 4,83mu.
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TakuMm YMHOM, BKa3aHO, IO AJKLTyBaHHS
mipazouno[3,4-dmipumiann-4,6-1H0HIB
IPOXOANTH HECTEPEOCEIEKTHBHO 3 YTBOPCHHSIM
N- ta O-anKeHiIbHUX 130MepiB.

EKcnepuMeHTaana JacTuHaA

Emun  5-[6ic(peninkapdamoin)amino]-
1,3-mumerni-1H-nipa3on-4-kapéokcuiaar 2.
Ho 0,01monp mipazony 1 po3uunenoro B 10 mn
O0e3BomHOTO TONyeHy nonmatote 0,02 wmomb
(deHiTi30MIaHATy. YTBOPEHY CyMilll KHIT ATATh 4
roxa. Ilicns oxonmomkeHHS ocan, IO BHIAJAE,
GIABTPYIOTH 1 MEPEKPHUCTANIZOBYIOTh 3 €TaHOINY.
Buxin 61%. Ty, 168-170C. Crexrp SIMP 'H,
0, m.u., J (T'm): 8,78 (H, c., 2NH), 7,75 — 6,93
(10H, m., 2C¢Hs) 4,25 (H, x, J = 7,1 OCHy,),
3,74 (3, c., NCHy), 2,30 (3, c., CHj), ), 1.33
(3H, T J = 7.1CH,CHjs). 3naiineno: % N 16.82.
C22H23N504. BI/IanYBaHO: % N 16.62.

1,3-numeTtn-4,6-niokco-N,5-mudenil -
1,4,5,6-Terpariapo-7H-nipa3oJo[ 3,4-d] mipu-
MiguH-7-kapookcamin 3. o  po3umHy
METWJIATy HATpil0, OJEPKaHOTO PO3YMHEHHSIM
0,003momp metaniynoro Nay 10 mi meraHony,
nonarote 0,003 moab cedoBuHU 2. YTBOpEHY
CyMIIIl KHUIT ATATH HpoTsAroM 2-x rox. Ilicis
OXOJIOJDKEHHSI Ocall, U0 BHUMAnae, (GpuIbTPYIOTh.
Buxin 60%. Ty, 213-215€. Crexrp SIMP 'H,
o, m.u., J (I'm): 8,65 (H, ¢, NH), 7,42 — 6,96
(10H, m., 2CeHs), 3,72 (3, c., NCH3), 2,28 (3,
c., C_Hg) Bnatineno:. % N 18.82.C20H17N503.
Bupaxysano: % N 18.66.

1,3-mumetnii-5-enia-1, 7-qurigpo-

nipa3ono[3,4-dlnipuminun-4,6-quon 4. Jlo
0,003 mone mipazonomipuMiguay 3 Ta 10 mn
MeTaHoiy aonarTs po3unH 0,003mn NaOHy 2
min  Bogu. Cymim kwr'state 1 rom.
OXO0NOKYIOTh, BUJIHMBAIOTH Y  TPUKPATHUI
00’eM Bomm 1 mWigKWUCHIOTH g0 pH=b5.
YTBOpeHuit Olmui ocaj (IIBTPYIOTH.
Ouniryroth nepeocapkeHasaM. Buxin 69%. Ton,
297-298C. Cnextp SMP 'H, 8, m.u., J (I'n):
12,19 (H, ¢, HN), 7, 47 - 7,24 (H, m, CgHs),
3,74 (H, c, NCHjz), 2,30 (31, c, CHj)
3HalIeHo: % N 21.64. C13H12N402.
Bupaxysano: % N 21.86.

Cymim  7-amin-1,3-mumern-5-deni-
1H-nmipa3ouo[3,4-d|nipuminun-4,6-quony 5 ta
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1,3-mumetni-5-enin-6-aminoxcn-1,5-
auriapo-4H-nipasoJio[ 3,4-dl mipumiguH-4-ony
6. Jlo 0,0026 moar muony 4 nomaiots 0,0034
MoJb aninopominy Ta 10 M aneroHiTpuiy.
CyMimn  KUIl ATATH IO TIOBHOTO PO3YUHCHHS,
miciss  4oro  JIOAalTh 0.0026  moub
TpUeTHJIaMiHy. YTBOpEHHH oca (iIbTPYIOTh
MEPEKPUCTANII30BYIOTh 3 €TaHONy. 3arajibHui
BUXiT 68%. Tronn (5)192-193C, Toons (6)152-
154°C. Crektp SIMP 'H, &, m.u., J (Tn): 7,46 —
7,11 (1, M, CeHs i3omepu 5+6), 6,04 (H, M,
=CH i3omep 5), 5,86 (H, m, =CH i3omep 6),
5,36 (H, n, J = 10,4uuc =CH, i3omep 5), 5,20
(1H, x., J = 17.1tpanc =CH, i3omep 5), 5,17 —
5,05 (H, m.,, =CH, izomep 6), 4,88 (H, c.,
OCHj; i3omep 6), 4,83 (2, c., NCH; i3omep 6),
4,03 (H, c., NCH; izomep 5), 3,90 (3, c.,
NCH; i3omep 6), 2.56 (3, c., CH; i3omep 6),
2.46 (3, c., CH; i3omep 5). 3naiizeno: % N
18.75.C16H16N402. BI/IanYBaHO: % N 18.91.
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ALKYLATION OF PYRAZOLO[3,4-D]PYRIMIDINE-4,6-DIONES

Golovko N.I., Nemesh N.V., Svaljavyn O.V., Balog |.M ., Onysko M.Yu., Lendel V.G.

The specificity of synthesis of 6-hydroxy-1,3-ditm@t5-phenyl-1,5-dihydro-A-pyrazolo[3,4-
d]pyrimidin-4-one was studied and alkylation of ithvallyloromide was carried out.



