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Abstract: The paper deals with the issue of obtaining a biologically active compound that will have the
properties of a drug with the subsequent study of its acute toxicity. Thus, we have obtained
compound 4.2a, which was subjected to the following pharmacological evaluation. The toxicological
study of compound 4.2a was carried out in the laboratory by intragastric and intraperitoneal
administration in the range of 5000-15000 mg/kg and 101-1000 mg/kg, respectively. No deaths of
laboratory animals were observed during the acute toxicity study and an increase in the dose is
considered appropriate. Thus, taking into account the results of the acute toxicity studies of compound
4.2a, it was established that it belongs to the fourth class of toxicity (low toxicity compounds). At the same
time, according to the classification of K.K. Sidorov, compound 4.2a can be classified as practically non-
toxic.
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BcTyn

BionoriyHo akTMBHa pevyoBMHaA 3 MNOTEHUIHMMK BIIACTMBOCTAMW MiKapCbKoro 3acoby NOBUHHA
BignoBigaTn, 3okpema, ABOM HaMBaXkNMBILLMM BMMOram, a caMe: BUCOKOH CreundivyHo akTUBHICTIO Ta
HM3bKOI TOKCUYHICTIO (Pi3ak, 2024; Pisak, LLem4yk, JleBawos, €sctokoBa, & Kpucbkis, 2011; CtedaHos,
2001; Pisak, JleBawos, YepHux, & Lemuyk, 2010; Rizak, 2023). Tak, nig Yac aumnoBaHHS HaTPIEBMX
conen 2-okcu-4-okco(imiHo)-3-beHin-5-R-6-R-TieHo[2,3-d]nipumignHis (3.2a-c,e,f) ranoreHaHrigpugamm
KapboHoBMX KuMCrnoT (auetunxnopug, OGeHsoinxnopug) O6ynu BuAaineHi 2-aunnokcu-4-okco(iMiHo)-3-
deHin-5-R-6-R’-TieHo[2,3-d]nipumignHu (4.2a-j) (cxema 1).
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42aR=R =Me;4.2bR+R = (CHz)s; 4.2c R+ R = (CHz)s; 4.2d R=R" = Me; 4.2e R + R* = (CH,)s;
42fR + R = (CHo)s; 42g R + R = (CHy)s; 4.2h R+ R = (CHo)s; 42i R + R = (CHa)s; 42j R + R =
(CHa)a.

Omxe, nia Yac NnpoBeaeHHst AocrniaXeHHs Oyno BCTAHOBIEHO, WO CNONykn 4.2a Mae BUCOKY BionoridHy
aKTUBHICTb. Tomy, cnonyku 4.2a notpebye noganbLuMx 4OCAiAXeHb, 30Kpema, Ha BU3HaYeHHS ii rocTpoi
TOKCcuMYHocCTi (gani—I'T).

Pe3ynbTaTn gocnigkeHHs

[nsa ouiHKN TOKCUKO-(hapMaKosoriYyHOi OLiHKM GionoriyHoi Aii hapmMakonoriYyHoT pe4oBUHN 3aCTOCOBYHOTb
MOKa3HWK cepeaHsi cmepTenbHa fo3a (aani — LDso). Nig yac npoBeaeHHA OCNILKEHHA HA BUSHAYEHHSA
LDso 3acTocoBytoTb TepaneBTU4HMIM iHaekc (aani — Tl1). Tl Bu3Hayae cniBBigHOLWEHHA hapMaKonorivyHoi
aKTUBHOCTI PEYOBUHN MiXX TOKCUYHOKO [03010.

3 m™meTol npoBefeHHs CKpuHiHry [T Ta Bu3HayeHHA LDsp crnonykm 4.2a ©yno BMKOPUCTaHO
3aranbHONPUIRHATUIA METOA [OOCHIMXKEHHHA, a came: eKcnpec-MeToAOM Bu3HaveHHs LDso XiMibHMX
peyvoBuMH, 3anponoHoBaHui MNMacTtyweHko T.B. 3i cniBaBTOopamu.

Tak, nig yac BctaHoBneHHst LDsp Hamu Byno Bu3HAYeHO iHTepBan TOKCUYHUX O03 Ha Binux niHinHUX
MULLAX, SKUM BBOAMNU CNOMyKy 4.2a BHYTPIWHLOLWWNYHKOBO (gani — BLUB). Pe3ynbtatv gocnigkeHHs
HaBefeHo y Tabnuui 1.

Tabnuua 1

Pesynbmamu docnidxeHHs1 I'T crionyku 4.2a Ha 6inux niHilHUX muwax

[lo3a BBEAEHHS, MI/Kr

KinbkicTb TBapuH

JleTtanbHi Bunagku / KinbkicTb TBapuH

5200

3

0/3
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5800 3 0/3

6820 3 0/3

I>xepeno: BnacHa po3pobka aBTopa

Ha nigcrasi ogepxaHux pesynbTtaTiB, Oyno BCTAHOBMEHO SKi HU3bKy TOKCUYHICTb Cnonyku 4.2a
npu gosax BeBegeHHs 5200 - 6820 mr/kr. Tomy, 6yno 36inbweHO A03y BBeAEHHA cnonyku 4.2a aons
BCTaHOBNeEHHs [T.

Omxe, BpaxoByl4M nonepeaHto iHpopmauitlo woao HebeaneyHocTi cnonyku 4.2a, Hamu obpaHi
po3un ans BLUB Ta BHYTpillHbOOYepeBoro BBeAeHHs (fani — BUB) Taki: 9630 mr/kr (1 rpyna), 11210 mr/kr
(2 rpyna) - BLUB; 9639 wmr/kr (3 rpyna) i 11210 mr/kr (4 rpyna) - BUB. Ak i y nonepeaHb0 AOCRiaXeHi,
BM3HayeHHA [T npoBoaunu Ha 6inux niHivHMX muwax (Barotwo 18-25 r) ogHoctateBux. OTpumaHi
pe3ynbTaTh OOCiIIKEHHSI HAaBeAeHO B Tabnuui 2.

Tabnuuga 2

Pesynbmamu docnidxeHHs I'T crionyku 4.2a (BLLIB ma B4YB)

R l:ﬂ?zfr"eHHﬂ’ KinbkicTb TBapuH JletanbHi Bnagku/ KinbkicTb TBapuH
9360 3 0/3
11210 3 0/3
9360 3 0/3
11210 3 0/3

Ixepeno: BnacHa po3pobka aBTopa

Takox, 6yno npoBeaeHO AOCMiAKEHHA HA BUBYEHHA T Ha 6inunx NiHiHMX Muwax obox ctaten (Baroto
180-200 r) no 3 ocobuHu y KoxHin rpyni. Cnonyky 4.2a seogunu BYB B gosax: 5620 mr/kr, 6300 mr/kr,
6680 mr/kr. OTpumaHi pe3ynbTaTi OCNiIKEHHA HaBeaeHo B Tabnuui 3.

Tabnuua 3

Pesynbmamu I'T crionyku 4.2a npu BYB

SR ;?/if‘eHHﬂ KinbkicTb TBapuH JletanbHi Bunagku/ KinbkicTe TBapuH
5620 3 0/3
6300 3 0/3
6680 3 0/3

I>xepeno: BnacHa po3pobka aBTopa

BpaxoBytoun pesynbTatv AOCHIMKEHHS, AKi HaBedeHo Yy Tabn. 3 cnonyka 4.2a Bonogie HU3bKO
TOKCUMYHOIO aKTUBHICTIO Ta He Npu3BoAMna Ao 3arnbeni nabopaTtopHUX TBapUH, AKUM il BBOAWUMAMU Y Pi3HUX
fosax.
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BucHoBku

Omxe, BpaxoByto4M pesynbtatn gocnigxkeHb [T cnonyku 4.2a BCTAHOBMEHO, LLO BOHA BiQHOCUTBLCA A0
4YeTBEPTOro Knacy TOKCUYHOCTI (ManOTOKCUYHI CMOJSYKN) 3 BpaxyBaHHAM LUNSAXY ii BBEAEHHS, a came :
BLUB - 5000-15000 mr/kr; BYB - 101-1000 mr/kr. Takum ynHom, BLUB crnonyku 4.2a fosa BBeAeHHSA
cknagae 5000 mr/kr Ha macy Tina. MNpu ubomy Nig Yac npoBeAeHHs BU3HaYeHHst [T He cnocTepiranocb
3arnbenb nabopaTopHUx TBapuH Ta 30iNblLUEHHS 403M BBEAEHHSA BBaXaeTbCA AouUinbHMM. Tomy, 3a
knacudpikauieto Cngoposa K.K, cnonyka 4.2a moxe 6yTu BigHeceHa 4O NPAKTUYHO HETOKCUYHUX.

Mopsika

ABTOpKa BUCOBNOE 0cobnmBy nogsky akagemiky HAH Ykpainu, 4. dapm. H., 4. XiMm. H., npod. B.T1.
UepHux, g. xim. H., npod. JT.A. lem4yky, 4. xiMm. H., npoc. C.M. Xpunaky, 3a HagaHHA MOXIMBOCTI
NpoBeAeHHA HayKOBWX JOCHiAXEeHb Ha CydacHOMY piBHi, 3@ KepyBaHHA LM HanpsMKoM AOCHigKeHb Ta
06roBopeHHs ix pesynbTarTis, 4. 6ion. H., npod. J1.M. ManowTaH Ta k. mea. H. B.B. Kaamipuyky 3a
cniBnpaut Ta NnpoBeaeHHs BioNOoriYHNX AOCTioKEHD.
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