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CHUHTE3 NOXIJHUX BEH30[de] I30XIHOJIHOLTOBOI KUCJIOTH

Kpusos’'s3 A.O., bajgor .M., Jlenaea B.I'.

Vorccopoocoruti nayionanvruil ynieepcumem, 88000, m. Vowczopoo, eyn O. @eounys 53/1

Hane JOCIiPKEHHS SIBIISIETHCS
MPOIOBXKEHHSAM  cepii  poOIT  MPUCBIICHUX
CHUHTE3y HOBHX TETEPONUKIIYHUX CHCTEM, II0
MICTSTh B CBOEMY CKJaai (pparMeHTH BiJOMHUX
0i0JIOTIYHO aKTHBHHUX CIIONyK. Pamime, Hamu
OyJI0 TpOBEIEHO AOCTIIKEHHS TIO0 OJCP’KaHHIO
HOBHX (YHKLUIOHATBHUX  TOXITHHUX 2-
Mepkanrtoben3oriazony [1]. OTpumaHni crioayku
MOXYTh CTAHOBUTH IHTEpeC sl TOTIOBHEHHS
0a3u BIJOMHUX PpEYOBHMH s  Oi0JOTIYHUX
nociipkens. Ockinmpku 3 Jjitepatypu [2, 3]
BIJIOMO, IO SKII0O B OPTaHIYHINA MOJIEKyHIi €
amigHi Ta cyiabdamigHi (QparMeHTH, TO JaHa
criofilyka B Oimpmiii a0 B MEHIIIA CTENeHi
MPOSIBIISIE  O10JIOTIYHY AKTHBHICTH JO IIIJIOTO
psAny MikpoopraHizmiB. ToMmy TpoOIOBKCHHS

-
-CH,-C{

W °
@]

1

Bzaemogiero xmopanriapuny 1 3 amiHamu
3-6 B cepemoBHIII MIpUAMHY 3 BHCOKHMH

@)

+ HOH

BUXOJaMHu BuiteHo crmoiayku 7-10 (cxema 2).

[BOTO HATPAMKY JOCII/DKCHHS HAM BHIAETHCS
aktyanpHUM. KpiM Toro, B skocti 6a3oBoi
TEeTEPONUKIIIYHOI CHCTEMH MU BHOpaJTH TIOXiTHE,
110 MICTHUTH 1,3-tiokco-2,3urinpoodeH3o
[de]izoxinomiHOBHIA (parmenr, SIKMH
IIEHTUIHUHA BiIOMOMY JIIKQpCHKOMY TIperapaTy
NpYU JTIKyBaHHI LYKPOBOTO JAiabeTy — i304uO0yTi.
Kpim Toro, € nani mpo Te, 1o ojepxKaHi NOXiaHi
CXOKOI  CTPYKTypH €  iHTiOiTOpamMH B
Oiosoriunux npouecax [4-9].

3 mier0o MeTor, HaMu OyB OAEp)KaHHUH

xnopaurigpun 1. Ilpm  #oro  rimpomisi
CHHTe30BaHa Kuciora 2 (cxema 1).
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OJIepXKYBaTH Pi3HOMAaHITHI OpraHiyHi CHOIYKH 3
OJTHAKOBUMHU aMilHUMHU (parMeHTamMH, MO0 1
OyJ10 MPOIEMOHCTPOBAHO B ITiKA POOOTI.

JlaHa MeToauka CHHTE3y HE € HOBOIO, MPOTE B Cxema 2
HallmoMy BHUIIAJIKY BOHaA I_IiKaBa THM, IO JO3BOJISE
o 0
N—CH~C? + HN-R —> N—CH—C”
7N - HCl \
cl NH—R
3-6 o 7-10
R =—CH2-O 3, 7), Oc\ (4, 8), OS_NHZ(s 9), —(SI (6, 10).
N O‘C2H5 COOCZHS
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Kinnesi npoayktu 2, 7-100ynu Hamu
IHIUBIAyanhbHO  BHJIJICHI, OYHINEHI Ta
0XapaKTepU30BaHO JAHHUMHU EJIIEMEHTHOTO
ananisy (sa N) a SMP 'H criexrpamu.

YV AIMP 'H cmextpi cmomykm 2
CIIOCTEPITAETRCS  XapaKTepHUN  PO3MHUTHU
curdan (-OH) rpymu mpu 13.08 mu. s
nponykTiB 7-10y mpoTOHHHMX CHEKTpax HasBHI
CUTHAIIM apOMATUYHOTO KUTBIS Y BUTIISII JIBOX
MYJBTHIUIETIB B o0Ojactax 7.36-8.52 m.u.
Cursan amigHOTO TNPOTOHY cnoiayk 8,9 mae
poswerieHHs B Mexax 8.78-12.98 m.u. y
BUIJIAI YITKOI'O CHHIJIETY, a y croiykax 7, 10
el CHTHAJI Ma€ BUTIISAA PO3MHUTOTO CHHTJICTY B
Mexax 8.78-12.98v.4. Take 3mimeHHs B ciade
noje  aMmiJIHOr0  CUTHANy  TOSICHIOETHCS
ICHYIOYOTO B3aEMOJTIEI0 MIPOTOHY 3
HAOMMKYNMH  OTOUYIOUUMH  (YHKIIOHAJIBHU
MU TpyIaMHu.

Takum 9MHOM, HAMU OJIepKaHi HOBI aMiJIHi
noxigui  2-(1,3siokco-2,3-turiapo-1H-6eH30
[de]izoxiHOMiH-2-11) OUTOBOI KHCJIOTH, IO
MICTATh ¥ CBOEMY CKJIaJl JIKApChKi cyOcTaHIIii
(amectesuH, crpenronua). YiTko BCTaHOBJICHA
ix OyIOBYy Ta 3ampONOHOBAHO IMpEMapaTUBHi
METOJIUKH OJICpKaHHS TAaKUX CIIONYK.

EKCl'lepl/IMeHTa.leHa YacTHHA

Crexrpu SIMP *H 3usiti Ha npragi “Varian
VXR-300" (300MI'y) 8 AMCO-ds (TMC).
2-(1,3JTiokco-2,3-quriapo-1H-6enzo
[de]izoxinomin-2-in1) ouroBa kmciaora (2). Jlo
(0.05 moms) xmopanriapumy 1 momarots 20 M
Boau. OTpUMaHy CYCIICH3II0 IEepPEeMIITyIOuH
HarpiBaroTh Ha BOJsHiH 6ani 30 XBUWINH.

[Ticns OXOJIOIKCHHSI peakiiiitHoi
CyMIIITi, YTBOPECHHI XJIONMMKOBUIHWN OLMHMIA ocan
BiZ(IIBTPOBYIOTE, MIPOMUBAIOTh JBOMa
nopuisiMa Boau mo 10 mut 1 cymare Ha MOBITpi
pOTAroM 6 rozuH.

Buxiz 76 %.Ton,. 172-175C (eranon).
Cnexrp SIMP 'H 8 IMCO-Ds (3, M.u.)
4.74c (2H, CHy); 7.89T (2H, 2CH); 8.5Q0u (4H,
4CH); 13.0% (1H, OH).

Po3zpaxorano, %:N 5.49. GHNO,

3naiineno, % N 5.41.

3arajbHa MeTOIMKA
npoaykris (7-10).

HarpiBatots (0.50mois) aminy 3-6 3 5 M
MIpUANHY JO TIOBHOTO PO3YMHEHHS, a IIOTIM
BHOCATh mopuismu  (0.50 monp) cnomyku 1.

OJICpKaHHA

[lepemimyroun, HarpiBaHHs NpoAOBXKYIOTH 30
XBUJIMH, a MOTIM mnpuwiuBaiots 30 M BOAH.
Yr1Bopenuit Oimmit  ocam  BimdUTETPOBYIOTH,
NPOMHBAIOTh BOJOI Ta CTHJIOBUM CIHUPTOM i
CyIIaTh Ha TOBITPI. [IpomykT
MEPEKPHUCTAIIZ0BYIOTh 3 €TAHOITY.
N1-(3-1lipuanamerna)-2-(1,3miokco-
2,3-1urinpo-1H-6en3o[ deizoxinomin-2-ix)
ameramin (7). Buxig 88 %.T o 186-189C.
Crnexrp SIMP 'H 8 IMCO-Ds (3, M.u.)
4.34n (2H, CH,); 4.72¢ (2H, CH,); 7.36Mm
(1H, CH); 7.65x (1H, CH); 7.891 (2H, 2CH);
8.50mM (6H, 6CH); 8.78 (1H, NH).
PoszpaxoBano, %:N 12.16. GoH15N30;
3uaiineno, % N 12.08.
4-Etua (1,3aiokco-2,3auriapo-1H-
oen3o [de]izoxiHomin-2-inMeTHIIKAPHOKC
amino) 6enzoar (8).
Buxia 61 %.Tyon. 164-166C.
Crnexrp SIMP 'H 8 IMCO-Ds (3, M.u.)
1311 (3H, CHy); 4.30T (2H, OCH,); 4.94 ¢
(2H, CH,); 7.72n (2H, 2CH); 7.92m (4H, 4CH);
8.52m (4H, 4CH); 10.73 (1H, NH).
Po3zpaxoBano, %:N 6.96. GH1gNOs
3uaiineno, % N 6.73.
N1-(4-Cyaspaminodenina)-2-(1,3miokco-
2,3-1urinpo-1H-6en3o0[ deizoxinomin-2-ix)amer
amin (9). Buxin 75 %.T,o,,. 189-191C.
Crexrp SIMP *H 8 IMCO—-Ds (5, v.4.)
4.93c¢ (2H, CH); 7.28¢ (2H, NHy); 7.76m (4H,
4ACH); 7.911 (2H, 2CH); 8.52 v (4H, 4CH);
10.72¢ (1H, NH).
Poszpaxorano, %:N 10.26. GoH1sN3OsS
3uaiineno, % N 10.18.
2-Etnn(1,3-xioxo-2,3-muriapo-1H-6en3o
[delizoxinoain-2-inMeTHIKaApOOKCaAMiT0)-4-
MeTmiI-1,3-riazom0-5-kapookcuiaar (10).
Buxin 78 %.T,on. 173-176C.
Crexrp SIMP *H 8 IMCO—-Ds (5, v.4.)
1.2571 (3H, CHy); 4.21m (2H, CH,); 5.01c¢ (2H,
CHp); 7.92 1 (2H, 2CH); 8.51 m (4H, 4CH);
12.98c¢ (1H, NH).
Poszpaxorano, %:N 9.92. GH;/N30sS
3uaiineno, % N 9.66.
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SYNTHESIS DERIVATIVES OF BENZO[ d€JISOQUINOLIN ACETIC ACID
Kryvovyaz A.A., Balog I.M., Lendel V.G.

Its shown the possibility of formation new functarbenzoflelisoquinoline derivatives. The
preparative procedures of synthesis of new funatiaierivatives on base of bende]isoquinoline
acetic acid had been evoluted.



