XUMUA

Uszsectus TCXA, Boinyck 3, 1989 ron

YIIK 547.835.5:541.122.2:543.51
CUHTE3, ®U3UKO-XMMHUYECKUE M BUOJNTOTMUYECKME CBOMNCTBA
3AMELLEHHbBIX AKPUONN-9-TUOKAPBOHOBbLIX KUCIOT

A. A. MAPTBIHOBCKWW, H. A. KJIIFOEB, M. b. KYPATOB, WU. B. MEJIbHUK,
A. N. MAHACEHKO

(MexdakynuTerckas nabopaTopus perynsTopoB pocTa M pPa3sBUTUS C.-X. PAcTEHMM)

Pa3spaGoTaunl cnocoGH NOJyUYeHUs! 3aMelleHHblX B SIApe aKPHAHA-9-THOYKCYCHBIX
Kuca0T. M3yueHsl uX (DM3HKO-XHMHYECKHe CBOHCTBA: 3JeKTPOHHBle CIIEKTDPbLl HOrJIolle-
HHSl, KHCJIOTHOCTb — OCHOBHOCTb, IIpOLeECCH AHCCOLHATHBHOH HOHH3amWH. PaccMoT-
peHa OHOJOTHYecKass aKTHBHOCTb CHHTE3UDOBAHHBHIX COEAMHEHHH BO B3aHMOCBS3H
«CTPyKTypa — JAelicTBue». I]oKa3aro, 4To BBeJeHHe 3aMeCcTHTE/sl B aKPHAHHOBOE SAPO

BHI3bIBAaeT H3MeHEHHe CHJibl H Xapakrtepa OHOJMOrHYeCKOfl aKTHBHOCTH aKpHAHI-9-THO-
VKCYCHBIX KHCJOT.

PaHee HaMH u3y4aJuCh KHCJOTHO-OCHOBHBIE CBOHCTBA H TayTOMEDHSA B
pAAy 3aMelleHHbIX 9-akpHAHHTHOHOB [3, 4]. BmliO moKasaHO, YTO aKkpH-
JUHTHOHB B BOJHBIX PacTBOpax CyLIeCTBYIOT NPEHMYIIECTBEHHO B THOHHOH
dopMe u HOpeiacraBiasiOT cobof upe3BHYaHHO  caabble  OCHOBaHHS
(PKgu+ ~ 1). B rasosoii ¢ase nabmopaercsi 3ameTHslfi CABHT B CTOPOHY
THOMBHOK dopmbl — 10 10—30 %. HsBectHO, 4TO NPOH3BOAHHEIE 9-aKPHIHH-
THOHOB 00/1aJal0T QYHTHCTOTHUECKOH, HeApOJIeNITHYECKOH, NPOTHBOBOCTIAIH-
TeJbHOH, aHaJbre3HpYIOLIeH M JKeJYETrOHHOH aKTHBHOCTBIO [5, 7].

Llensio Hacrosilieli paboTH SBJSIOTCS CHHTe3 3aMeNIeHHBIX aKpHIHJ-
9-THOYKCYCHBIX KHCJOT, H3yueHHe HX (H3HKO-XHMHYeCKHX CBOHCTB, & TakK-
e TOHCK 3aKOHOMEDHOCTEH B CBSI3H «CTPYKTypa — OHOJOrHYecKas ak-
THBHOCTb>.

Axpunua-9-tuoykeychuie kuc.10thi (1—XII) nmoayuensl aByMs paspa6o-
TaHHBIMK MetogaMu (cxema 1). OaMH M3 MeTOJOB 3aKJIOUAeTCA B AJIKHJIH-
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Cxema 1.

R=H (I—XII); R=C;Hs (XI1I, XIV); R;=H (I—VIII, XIV); R,=6—NO; (IX, XII); Ry=7—NO; (X, XI);
R,=2—C,H;; Ri=H (I, XIII); R;=O0CH; (II, X, XIV); R=2—O0C:H; (IV, XII); R,=2—Cl (III, IX);
R,=3—Cl (VI); R;=4—Cl (VII); Ri=3—NO, (V). XV — S-MeTH/-9-THOAKPHAHUH.

POBaHHHM COOTBETCTBYIOLIHX 3aMelleHHBIX B siApe 9-THOKPHIOHOB raJoreH-
VKCYCHOH KHCJOTOH B cpeie AHOKcaHa B npHcyrcersun menoun (KOH,
NaOH); apyro#t — Bo B3auMOZeHCTBHH 9-XJIODAKPHAMHOB C THOTJIHKOJIEBOH
KHCJOTOH B cpele AuMeTHAdOpMaMHAa B IPHCYTCTBHH TPHITH/IAMHUHA.
Dpups akpuaua-9-tHoykeycHux Kucaor (XIII, XIV) nosayyeHsl ajKH/IHPO-
BaHHeM 2-3TOKCH-9-THO- HJIM 2-MeTOKCH-9-THOAKPHAOHOB 3THJIOBHIM 3()HPOM
raJIoreHyKCyCHOM KHCJIO0TH (Taba. 1).

TayToMepHs H KHCJIOTHO-OCHOBHHEe cBoicTBa. [lpo-
H3BOAHBIE AKPHAHJ-9-THOYKCYCHOH KucaOTH (coemunenne 1—XII) anpuop-
HO MOTYT CyIIECTBOBaTb B TayTOMepHbX ¢opMax A (HeiitpanpHoi) u B

(uBHTTEP-HOHHOH), KOTOpbie NPH NPOTOHMPOBAHHH HMEIOT OOUIHA KaTHOH
BH* (cxema 2).
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CxeMma 2.

Hnas toro yroGbl yCTaHOBHUTb, B KaKyl0 CTOPOHY CMEIIEHO TayToMep-
Hoe paBHOBecHe A==D, Hamu 6blin cuHTe3uposaHu 3¢ups XIII u XIV, gaB-
JAIOIHECS MOAEJbHBIMH COEIUHEHHSMH, [JI KOTOpPHIX LBHTTep-HOHHASA
¢opMa B HeBo3MOxHA. DJIeKTPOHHbIE CHEKTDHl MOIVIOLEHUS NAHHEIX COeIH-
HeHHH B BOJHO-3TAHOJIBHOM pacTBOpe MpPaKTHYECKH CoBHmajgamr c¢ Y-
cuekrpamu THokucjaor I m II (ra6a. 2). Takum o6Gpasom, HJisi IIPOH3BOJA-
HBIX aKpuaua-9-tuoykcycHux kucaor (I—XII) rTayromepHoe paBHOBecHe
A=DB noNHOCTBIO CMeleHO B CTOPOHY GopMbl A. AHa/JOrHUHOE MOJIOKEHHEe
coxpaHsieTcss B rasoBoifl ¢ase. B 371o# ¢ase y 6GoJbpHIHHCTBA I'eTEPOCHCTEM
B YCJIOBHSIX BO3MOXHOH NDOTOHHOH TayTOMepHH OOBIYHO mpeobsanaer dop-
Ma, coxpaHsmomas apoMmatuuHocts [8, 9]. Hampumep, B rasosoii dase cy-

Ta6bauma 2
KHCI0THO-0CHOBHBIE M CIeKTpajbHble CBOHCTBA coeguHeHud [—XVI

K BH + 50 % SJIEKTDOHHBIE cl’leKerbl TIOTJIOIERU 5
CoefinHenue tOH/HC"O
E(t=20°") HeHTpaJbHasl MoJieKyJaa KaTHOH
1 Ry=H 3,90+0,05 364 (3,92), 381(3,72), 365 (4,04), 407 (3,55),
5,08=+0,03* 400 (3,65) 432 (3,59), 460 (3,39)
I1 Ry=2—O0CH;, 3,52-:0,07 364, 393, 412 364 (nn.), 379, 441,
464
111 R;=2—CI 2,78+0,02 367, 400 372, 410, 435, 460 (na.)
IV R;=2—0C,H; 3,78+0,04 364 (3,83), 392(3,70), 378(3,92), 441 (3,59),
411 (3,69) 460 (3,58)
V R;=3—NO, 1,81+0,01 247 ggg) 373 (3,82), 372(3,63), 423(3,68)
07 (3,55)
V1 Ry=3—Cl 3,02:0,02 368(3,99), 383(3,74), 371 (4,06), 402(3,64),
402 (3,64) 434 (3,57). 460 (na.)
(3,40)
VII R;=4—Cl 2,02+0,1 366 (3,84), 390 (3,80) 368 (3,86), 385(3,77),
400 (3,75), 452(3,31),
480 (3,18)
XIIl Ry=2—C,H;, 3,844-0,04 365(3,97), 384(3,80), 365 (4,06), 408 (3,58),
R=C,Hj; 402 (3,67) 432 (3,61), 462 (3,39)
XV N-MmeTuma-9-tuoak- 4,9140,04 — _
pHAHH
XVI axkpupun 4,48
5,60* [6] — —

* PactBop B H,0.
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IIeCTBYeT TayToMep B BHJE 2-OKCHIH-
pHAMHA, 2 B pacTBOpe — TayTOMEp
cTpyKTypbl nupuaoHa-2 [9]. B rakom
cayyae a5 coeanHenus I—XII mox-
HO NpeaNnoJIOXKUTb Npeobaaianue ¢op-
mMbl A. B nmoayueHHOM Macc-clekrpe
coenuHenusi | Ha6GuaiofaeMble HOHH
(tra6a. 3), obpa3oBaHHe KOTOPHX CBfi-
3aHO C 3JHMHHHPOBAHHEM YacTHIL
OH, COOH, HCOOH, CH,COOH x
SCH;COOH ot moJekyJaspHOro HOHa
(M+) — m/z 269, oTBeTCTBEHHH 33
taytomep A. Jlns tayromepa b cre-
uvduunsl Hohsl (M—COO)+, (M—
CH,CO0O)+, (M—SCH,COO)+
18 ! ! ! (M—SCH;COO—HCN)+ [2]. Otne-

a g2 0% 06 48 cenue noia (M—COOQ)+ HeoqHO3HAY-

HO, MO3TOMY OIIHGKa B ONpejAeseHHH

Koppeasuns snavenns pKpa+ coelumennii TayTOMepa A moxer cocraBasaTh 10—

I—VII ¢ o-koHcranTamMu [ammera. 15%, a TayToMepa B—10—15%.

[IpousBe1ss HOPMHPOBKY CYMMapHBIX.

HOHHBIX TOKOB, OTBEUYAIOLUHX 3a KOHKPETHBIH TayToMep (NPH 3TOM YUYHTHI-
BaJIOCh H30TOMNHOE HaJioKeHHe NpH omnpepeneHHd Gopmbl b), Mbi nokasaJi,.
yto cooTHouleHHe ¢opmbl A : b y coeaunenuit I—I1 npubansurtenbHo pas-
Ho 80 :20. [lpeo6aanaHue ¢dopMbl A moaTBepxkKIaeTcss BBeI1eHHEM METKH B
coennHenune l. JlefiTepupoBaHyue OCyHIeCTBJAJNOCH HENOCPEICTBEHHO B HOHH-
3alIHOHHOH Kamepe Macc-CnekTpoMerpa nyTem J106aBJjeHHs K 06pa3ily H3ObIT-
ka CI301 (o6orautedne coctaBuao 32%). B stom cayuae B macc-crnekr-
pe He Oblix oGHapyxKeHbl HOHBI ¢ mfz 226, 212 u 180, oTBeuvalomHe 3a
tdopmy B. Takum ob6pa3oM, o6MeH Ha AelTepHil HIET MO KapOOKCHJIbHOM
rpynnupoBke. Xapakrtep 3aMmectutenss B coeguHeHHsax II—XII cymecrtsen-
HO He BJIHSET Ha COOTHOILIeHHe TayTOMEpPOB B ra3oBoi ¢ase.

Buiin uamepenn Beanunns pKp,+  coenunenuit I—VII u XHI—XV
B 50 % BoaHOM 3TaHoJe (Taba. 2). Bauskas ocHoBHOCTh THOKHCJOT I, Il
1 ux 2pupoB MOATBepKIAaeT BLIBOA O HeHTpa/JbHOH A CTPYKType cOelHHe-
Huii [—XII B pacrBope.

3amecTdTeH BO 2-M H 4-M NOJIOXKEHHAX aKPHAMHOBOIO KOJIbLA CJeay-
€T paccMaTpHBaTh KakK MeTa-3daMelleHHE [0 OTHOLIEHHIO K TeTepoaTroMy
aKpHIAHHOBOrO siapa. B 3ToM cayuae 3HadeHHe pKy,+ coexunenndt [—VI
XOpOILO KOppeJIHpYeT ¢ o-KOHCTaHTaMH [ammera (pHCyHOK). BBeneHHe J0-
HopHo#t S—CH; rpynnbl B nmojoxesHe 9 akpuaHHa, KaK H CJeJOBaJO OXH-
naTh, yBeJUYHBaeT OCHOBHOCTb (coenuHeHne XV u XVI), a rpynma—
CH,COOCy;H;s nan CH,COOH cHuxaer OCHOBHOCTb aKpHAHHOBOTO a30Ta
npumepHo Ha 0,5 enmnun pH — coepunenus [, XII, XVI (ra6a. 1).

Macc-cnekTpbn. Xapakrep ¢pparMedraunun coenunenunit |—XII, kak
6bl10 MOKa3aHO Bhille, OnpelelsieTcss ABYMs TayToMepHeiMH ¢dopMamu A
n b (rabn. 3). ®opma A saBasercs AoMHHHpylouwed ans (M)+, mostomy
BCeM NepBHYHBIM aKTaM pacnaza {(M)T cBOHCTBEHHO NPHCYTCTBHE THOYK-
cycHofi rpynnupoBkd: 3aumuHupoBanHe CO,, COOH,; B-pacnaa oTHOCH-
TeIbHO rerapuiabHoro sapa — oriwennedine CH;COOH wu tunnuenii ans
MepKaNTaHOBBIX MpOH3BOAHBIX pa3puiB C—S cBsish — otpeiB SCH,COOH
rpynnul. [TosiBnenue wona (M—HCOOH)* B psne cayuaeB onpexensercs
Murpanuei Bogopofa u3 nojoxeHHs 1 (8) k kap6onuabHO# rpynne (mo-

106HO neperpynnuposke Mak-Jlabdeptu, cM. cxemy 3).

Hukauyeckut xapakrep HoHa (M-—HCOOH)* cBunereascrayer o
HaJIHYHH COOTBETCTBYIOLETO [ABY3apsiAHOTO HOHA. YKa3aHHbIe HOHB XOPOUIO
KOHTDPOJIHPYIOT CTPYKTYPY 3aMeCTHTeJsi B NMOJOXeHHH 9 akpHAHHOBOTO fn-
pa. HanpHelimuit xon ¢parMeHTauuyd npoOAHKTOBAH pacnaioM HoHoe (P)*
1 (®;)*, HMEIOIWHX CTPYKTYPY KaTHOHOB COOTBETCTBEHHO 3aMelleHHOro
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Cxema 3.

9-thoakpuauHa [3]. B stom ciyuae cneuuduka ¢parmeHtauun onpenens-
eTcs QyHKUHOHA/IbHOH NPHHAAJNEKHOCTHIO 3aMectHTeqds R; uan Ro.

AHanu3 Macc-cnekTpoB nokaseiBaer, urto usoMepnt II u VIII, III, VI
v VII, X u XI ¢ pasiauuHbIM TOJIOXKEHHEM 3aMeCTHTeJs B LHKJe 3aMeTHO
pasaHyalTCs N0 HHTEHCHBHOCTH OTAEAbHBIX HOHOB H MOAJEXAaT Mace-
CleKTpoMeTpHUYecKOH HAeHTHQHKanuu (tabu. 3). Hanpumep, y coennnenuit
III u VI MakcuMa/bHBIM B Macc-CleKTpe siBasercs nuk uHoHa [M—COO]+,
Toria Kak y H3omepa VII 3TOT Xe NHK HMeeT HHTEHCHBHOCTb IIOYTH B
3 pasa MeHbwylo. B macc-coekrpe III orcyrcrByer uon [(M—COOH)—
Cl]+, a B cayuae uzomepoB VI u VIII sror uon perucrpupyercs.

Buonornueckas akTUBHOCT®G. [losiyyeHHbe COCAMHEHHUS HCIB-
TaHbl Ha AaHTHMHKPOGHYyIO, QyHrHcTaTHueckyio (Tabna. 4) u $hapMakoJOrH-
YeCKYl0 aKTHBHOCTb No 5 tectaM (taba. 5). Bce ykasaHHbie COeiMHeHMS
o6safaloT yMepeHHBIM HJH CHJbHBIM IIPOTHBOMHKPOOHBIM jeficTBHeM. Bae-
JleHHe 3aMeCTHTeJiell B AaKPHAHHOBOe SAApO BJHMSET Ha CHJIY H Xapakrep
NPOTHBOMHKPOOHOH aKTHBHOCTH.

HccnenoBanus dapMakosorHueckoi akTHBHOCTH TOKa3aJiH, 4TO yKa-
3aHHble COeJHMHEeHHS YMepeHHO TOKCHYHB U 00/1a1al0T LIHPOKUM CHEKTPOM
6uonornueckoro aefictBus (taba. 5). Tak, akpHIHJI-9-THOYKCYCHO#H KHCJIO-
T€ CBOHCTBEeHHA HeiHpoJjenTHYecKass AaKTHBHOCTb. [IpH BBeJIeHHH METOKCH-
rPpynnbl B NOJOXKeHHe 2 MOBBHIIAETCs NPOTHBOBOCIHAJHTEIbHASE aKTHBHOCTD,
a NpH nepeMelleHHH 3TOH IPYNNbl B MOJOXKeHHe 4 aKTHBHOCTb CHHIKaeTcs
H NposBJsieTcs aHTHOAKTepHa/bHOe H aHaJlenTHYecKoe NeHCTBHE

Hanb6oJbllyio NMPOTHBOBOCHAJHTENbHYI0 aKTHBHOCTH IMPOSIBAAIT 2-3a-
MellleHHble aKpHAHJ-9-THOYKCYCHBle KHCJOTH, NpHYeM H3 HHX HauboJjee
akTHBHO coennHeHHe II. Ilpuw BBeaeHHHM 3/1eKTPOHOAKUENTODHOH HHTPO-
rpynnel B NoJioxeHHe 6 HAH 7 aKPHAMHOBOTO KOJblLA Habgalonaercs spKo-
BbipaXXeHHasi aHTHMHKPOOHas aKTHBHOCTb. DTepHpHUKalUHsA KapOOKCHILHOMN
TpyNnbl aKpHAHJA-9-THOYKCYCHBIX KHCJOT B IeJOM CIOCOGCTBYeT HE3HAUH-
TEJbHOMY IPOSIBJEHHIO 6aKTepHOCTATHYECKHX CBOHCTB H YCHJEHHIO aHaNb-
resHpyiouiefi akKTHBHOCTH.

Ta6auna 4
Mnkpo6uosioruyeckas AakTHBHOCTb coeanHenwnit [—XII

- - Ha -
Come® | Cheio | Kinnomn | hemooa™ | antpaxonn | Jwsenrebuh | o6
I 250 250 250 250 He umeer 250
11 31,2 250 250 1256 250 125
111 21,2 He umeer 250 125 He umeer 250
v 250 250 250 250 » 250
\Y 0,97 250 250 250 » 250
Vi 62,5 250 250 31,2 —_ 125
VIl 62,5 250 250 62,5 — 125
VIII 125 He umeer  He umeer 7.8 He umeer He umeer
I1X 31,2 250 250 15,6 250 31,2
X 15,6 He uwmeer He nmeert 62,5 He umeer 15,6
X1 125 » » 250 » 125
XI1 15,6 250 250 250 » 250
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IKcnepuMeHTaNbHASA YacCTh

Cnekrpa/ibHble HCCJI€N0OBaHHs NPOBOAUIM Ha cnektpodoromerpe Hita-
chi ESP-3T. 3nauenue pKa B 509 (06.) sTaHose onpenesisiid cnekTpodo-
TOMeTpHYecKHM MertoaoM [1]. JloHopoM OKcOHHIi-HOHOB cayxusaa HCI, pH
pPacTBODOB H3MepAJH HeNoCpeaCTBEHHO B KIOBeTe CHeKTpodoToMerpa Ha
pH-Merpe'3B-74 co cTek/IsHHBIM H KaJOMeJBbHBHIM 3JeKTpoAaMmH. Bce us-
mepenuss pKa mposoaunu MHoroxkpatHo (5—6 namepenuit ¢ warom 0,2 ex.
pH). s npuroroBieHHss pacTBOPOB HCIOJB30BAaJH GHAHCTHAJHPOBAH-

HYIO Boy.

Ta6auna 5
dapmakosoruyeckue cBoiictsa coeguHeHnit [—XII
AKTHBHOCTB, %
Coelnne-
N 500 MI/KE - BOC- HIHIOK-
e M ecan " | Aoamrenonan | "ewvecnan anaxnresupyomas
I 56,4 195 Her Her Her
(47—67)
11 258 60 [2+4 101 13447 177 £11
(220—300) 2045 131410 17113
2244 18310 155411
II 290 109 38+9 81 13449 161 £12
(210—400) 35+8 191414 133411
262 18747 12348
v 75,5 Her 29-+4 200 Her
(60—95) 3149
2243
\" 65 Her Hert Her 13446 241 422
(53—80) 214425 193425
2644-18 17448
VI 82 333 21 +4 108 Her
(66—100) 35+5
2447
VIl 205 93 2844 201 146 187 211
(170—250) 347 212 186 . 153
29+-4
VIII 54,2 16 3143 —_ 85412 10810
(37—80) 3744 98+13 1028
4244 109414 96+6
X 345418 160 - — — p—
X1 238+-23 136 — —_ — —_
XII 102 Her 2743 Her 159-4-18 2544-28
(94—156) 3442 195422 251428
2612 241432 194432

Macc-cnekTpn cHATH Ha npu6ope ¢upmu Varian MAT-311A. Pexum
CbeMKH CTaHAApPTHHIA: HOHH3HpyIOIee Hamps:KeHHe 70 3B, TOK 3sMHCCHH
katona 300 MKA, yckopsiomee HanpsxeHHe 3 KB, TeMnepatypa HcnmapeHus
o6pasuos 120—140°C. Macc-cneKTpH BHICOKOTO paspelieHHsi MOJyYeHB Ha
ToM Xe npubope — M/AM-15000, IT®K B kavecTBe crangapra.

Akpuaua-9-truoykcycHas kucaora (I). Meton 1. K pac-
tBopy 1,2 r (0,02 Moss1) Kaaus THAPOKCHAa B 50 Ma AuMerHiadopmamuaa
npubasasan 2,11 r (0,01 mons) 9-rHoakpuaoHa u 1,85 r (0,01 mous)
MOAYKCYCHOM KHCJIOTH H Harpesaji IpPH TeMNepaType KHNsMed BOASHOH
6aun B TeueHHe 10 MuH. PeakUHOHHYIO CMeCh OXJaXAajH, BHJIHBAJH B
80—100 Myt BOAH, MOAKHC/SAH YKCyCHOH KucaoTol. Ocanok oTQHIBTPOBH-
BaJIM, pacTBopaiaH B 59 pacrsope HaTpHd rHApoKapOoHaTa NpPH Harpesa-
HHH, uabTpoBanu. PHALTPAT MOAKHCIAMH YKCyCHOH KHcaoTod. Ocamok
oT¢HIBTPOBHBAJH, NTPOMHBaNK BOAOH, cywnd. Buxox 2,4 r (75 %). Cser-
JI0-3eJleHHe KPHCTaJAH, Temneparypa nuasaerns 180—181°C. Coeputenus
II—XII noayyenn mo Meropy | M3 COOTBETCTBYIOIIHX 3aMeIleHHHX 9-THO-

aKPHIOHOB H TaJOTeHYKCYCHOH KHCIOTH (Tabu. 1).
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Meton 2. K pacrsopy 2,1 (0,01 mons) 9-xaopakpuauHa B 100 ma
auokcaHa npubasasaun 1,01 r (0,01 mMoas) TpustunamMuea u 0,92 r
(0,01 Moas) THOT/HKOJIEBOH KHCJAOTH, HarpeBaJHu NpPH TeMllepaType Kums-
el BOASHOH GaHH 2 4, oxJax/JajJH. PeakUHOHHYIO cMeCb BHIJIHBaJH B BO-
Ay, NOAKUCIAMH 59 pacTBOpoM YKcycHO# KucaoThl. Ocafok OTGHIBTPOBHI-
BaJH, NPOMBIBaJH BOAOH, pacTtBopsiad B b Y, pacTBope HaTpus THIAPOKap-
6oHata, QHABTPOBaJH. PacTBOp NOAKHCASIJIH YKCYCHOH KHCJOTOH, 0CalOK
OT(GHABTPOBHBAJMH, NMPOMBIBAaJH BOAOH, cymuau. Bwixox 1,96 r (72 9%).
CBerJ/io-3e/1eHble  KDHCTaJJbl, Temnepatypa nJaBjaeHus 180—181°C (us
cMecH AuMeTHJI¢POpPMAaMHia H BOJH B COOTHOIIEHHH 2: 1),

OTHNOBHEe 3GHpDH aKPHAHA-9-THOYKCYCHOHR KHCJO-
o (XIII, XIV). K pacropy 0,01 Mosis 2-MeTOKCH- HJIH 2-3TOKCHAKpH-
auHTHOHA-9 B 50 Ma auMeruadopmaMuaa npubaBasid pacrBop 0,56 r
(0,01 Moasi) Kaausi THAPOKcHAA B 2 MJ BoAau. CMeCh HarpeBaJid IPH TEM-
nepatype KHnsuleil BoJAsHOH 6aHH IO NOJHOIO pacTBOPeHHs M NpHOaBIAAJIH
0,615 Moas 3THIOBOro 3¢Hupa raJoreHyKCyCHOH KMCJOTH, HarpeBaju 5—
15 MHH u 3aTeM OCTaBJ/isiM NIPH KOMHATHOH TeMmepaType Ha 3—4 u. Pe-
aKIHOHHYIO CMeCh BBIJIMBAJH B BOAY, OCafOK OT(HUIBTPOBHIBAJH, HPOMLIBA-
JIH TEIIOH BOJOH, CYLIHJH, IepeKPHCTA/IH30BLIBAaNH H3 3TaHoaa (Taba. 1).

AHTHMHKpPOOGHYI0, (GYHTHCTATHYECKYI0 H (PapMaKOJOTHYeCKYyI0 aKTHB-
HOCTb ONpeAeJisiid NOo OGIIeNPHHATHIM MeToAHKaM [7].
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SUMMARY

Methods of obtaining substituted in nucleus acridyl-9-thioacetic acids have been
developed. Their physicochemical properties — uv spectra, acidity — basic capacity, dis-
sociative ionization processes — have been studied. Biological activity of synthesized
compounds has been examined in “structure — activity” interconnection. It is shown
that introduction of substituent into acridine nucleus changes intensity and nature of
biological activity in acridyl-9-thioacetic acids.
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