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(57) 1. Cnoci6 nikyBaHHA abo 3anobiraHHa LTA4H-
ornocepeakoBaHOMy CTaHy y cyb'ekta, B AKOMy [aHo-
My Ccyb'ekTy BBOOATb TepaneBTUHHO eddeKTUBHY Kifb-
KicTb npuHavmMHi ogHoro LTA4H mopgynaTopa, skun
BMOMpaloTh i3 cnonyk dopmynu (1):

=
W—N
R (1)
ne

X BUbMpatoTh i3 rpynu, WO cknagaeTbes i3 NR®, O Ta
S, ne R® sensie coboro H a6o CHs;

Y BubBupaloTh i3 rpynu, Wwo cknagaetscs i3 CH, 1a O;
Z BnbupatoTb i3 rpynu, Wwo cknagaetbes i3 O Ta 38'As-
Ky;

W BubupatoTb i3 rpynu, wo cknagaetbes i3 CHy Ta
CHR'-CH_, ne R' € H a6o OH, ne R1-I'IpI/IC,EI,HaHVIl7I
BYrMeLeBUn YNeH y 3a3HadeHin CHR'-CH, npsiMo He
NpUeESHaHWIN 0O a30THOrO YfeHa, A0 SKOro npueaHa-
Ha 3a3HadveHa W;

R* BMOMpaloTh i3 rpynu, wo cknagaetscs i3 H, OCHs,
Cl, F, Br, I, OH, NHz, CN, CF3 Ta CHs;

R® siBnsie coboro H abo F;i

R?1aR® BUOMPalOTb, KOXHY He3arnexHo, i3 rpynu, sika
cKnagaeTbes i3

A) H, Cirankiny, CsrankeHiny, ge Byrneup y 3asHa-
YeHOMY ankeHini, Wo npueaHaHWn 0O a30THOro une-
Ha, Mae nuLe npocTi 3B'a3kn, CazankiHiny, ae Byrne-
Ub Yy 3a3HayeHOMy arnkiHini, Wo MpueaHaHun [o
a30THOrO u4neHa, Mae nuwe npocTi 3B'A3ku, Ca.
7UMKNoankiny, wo €, npu notpebi, 6eH3o3nntnm, Cs.

(13) C2
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7umknoankeHiny, -CssumknoankinCirankiny, -Ci.
7ankinCsyumknoankiny Ta deHiny, Ae KOXeH i3 3amic-
HWKiB

A) 3amiweHun, HesanexHo, 0, 1 abo 2 RQ, i KOXHa i3
3asHaueHnx R® € 3aMiCHMKOM Mpu ByrreLieBoMy une-
Hi, Wo sBnsie cobol NpUHANMHI OOWMH BYrNeELEBUN
YreH, BUMyYeHU Bif 3a3HAaYeHOro a3oTHOrO YreHa;
B) samicHuka HetR;
C) C1 7ar|K|r|C(O)R
CHzR abo CHzR
D) Cz.5aJ'IKIJ'IC(O)R, Ae [Ba BaneHTHO Y3rohKeHUX
BYrneLeBux YneHu y gaHomy Cosankini 3asHayeHoro
-Co.5ankinC(O)R* € yvactuHol HacudeHoro  Cs.
skapbouukny;

E) -CosankinOH, ge oBa BaneHTHO Y3romKeHUX BYyr-
neuesunx 4neHn y aaHomy Co.sankini 3asHadveHoro -Co.
sankinOH e yacTuHoo HacuyeHoro Cs.skapbouukny;
F) -Cosankindeniny, ge AaHvun deHin y 3asHayeHomy
-CosankindeHini € 3nMTMM No OBOX CyCigHIX Byrneve-
BUX YneHax y 3a3HaveHoMy dpeHini 3 R', a6o € GeHso-
3NUTUM;

G) -Co.4an|<inAr6, ne Ar® aBrisie coBow 6-ureHHWit
reTepoapwr, Lo Mae TOYKY NPUEAHAHHS BYrNeLeBoro
yneHa i mae ogunH abo aga -N= reTepoaTOMHUKX une-
HY, Ta € 6eH303NNTUM;

H) -Co.4an|<inAr5, ne Ar® aBrsie coBol 5-ureHHWi
retepoapwn, WO Mae OOWH reTepoaTOMHUIA ureH,
KOTpun BM6V|paeTbc;| i3 rpynu, sika cknagaetbes i3 O,
S ta >NR", i mae 0 a6o 1 -N= 000aTKoBUIN reTepo-
aTOMHUWI YNEH, WO MiCTUTb, Npu noTpebi, ABi kapbo-
HINbHI rpynun, T8 €, npn notpebi, 6eH3oaNUTUM,;

) -C14ankinAr’, fie Ar siBnsie coboio 5-UrneHHui re-
Tepoapun, Lo MiCTVITb 3 abo 4 a3oTHi YneHu, KoTpi
3amilleHi, npu noTpebi, R RY, i MaloTb BaneHTHO y3ro-
OXEHWIA canT 5K TOUKy MpUEAHAHHS;

J) -CosankinAr®® e Ar®® sapnse coBow Co
sankinnpuegHaHumn cbeHln, 3NUTUIA MO BarneHTHO Y3ro-
OXEHUX canTax 3 6-4neHHUM reTepoapuiioM, ge 3a-
3Ha4YeHUn 6-4neHHNn retepoapun mae oguH abo Aga
-N= reTepOaTOMHYX YrneHu,;

K) -CosankinAr®®, ne Ar®® sense coboio Co.
sankinnpuegHaHumn (beHln, 3NUTUIA MO BarneHTHO Y3ro-
AXEHNX canTax 3 5-4neHHMM reTepoapurioM, 3asHa-
YeHU 5-4neHHWUn retTepoapun Mae oauH retepoaTo-
MHWMA  4rneH, LWo BVI6VIpa€.TbCﬂ i3 rpynu, ska
cknagaetbea i3 O, S Ta >NR", i 3asHaueHuit 5-
YneHHun retepoapun mae 0 abo 1 [oJaTKoBUN reTe-
pPOaTOMHWI YreH, KOTpui siBNsie coboto -N=;

L) opHiei cnonykn i3 2-(4-eTmundpeHoKcK)-
OeHsoTiazony, 2-(4-eTundeHokcun)-6eH3ookcas3ony Ta
2-(4-eTundpeHokcn)-1H-6eH3oimigasony; i

M) SO2Cq.sankiny;

sk anbTepHatiea, R? Ta R® GepyTbes pasom 3 aso-
TOM, OO SIKOTO BOHW MPWUEAHAHi, 3 YTBOPEHHAM reTe-
POLMKMIYHOrO KifbLsi, KOTPe MiCTUTb NPUHANMHI OOUH
reTepoaToMHWIA 4rieH, ToBTO 3a3HayeHun npuegHy-
BanbHWN a30T, 3asHayeHe reTepouuKnivyHe Kinbue
BMOMpaeTbCA i3 rpynu, fka cKnagaetbes i3

i) 4-7-4nNeHHOro reTepoLMKNIYHOrO KinbLs HetR®,
3HayeHe 4-7-4neHHe reTepouukniyHe KinbLe HetR
Ma€e OAWH reTepoaToOMHWUIA YrneH, TOBTO 3a3HaveHui
npueaHyBanbHUA a3oT, i 3amiweHe 0, 1 abo 2 3amic-
HVMKaMmn No TMM camyvMm abo Mo Pi3HUM 3aMiCHUM une-
HaMm, 3a3HayeHi SaMICHVIKVI Bm6mpa+oTbC$| i3 rpynu, aKa
cknagaeTbest i3 -RY, -CN, -C(O)R”, -Co-sankinCO2R”,

3amileHoro, npu notpeodi,
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-CosankinC(O OzR -Co4ankinoOR”, -Co-
4anK|anO)NR R?, -Co. 4anK|nNRYC(O)R -
C(O)NR“OR”, -cO ,ankinNR"C(O QCHZC (@) R -Co.
4anK|nNRYCO RY, -Co-4anK|r|NR O)NR R -Co-

4anK|nNRYC(S)NR R?, NRYC(O)COZR NR'R, -Co-
sankinNR"YSO.R", 1 3-J:lI/IFIJ:lpOIH,D,OJ'I-2 oH-1-iny, 1, 3-
J:lVIFIJ:lpOGGHSOIMIJJ,a30n -2-0H-1-iny, TeTpason-5-in )/
RY-1H- -TeTpason-5-iny, RY- -Tpnasoniny, 2-R -2H-
TeTpason-5-iny, niponianH-2-TioH- 1 -iny, I'III'IepI/I,EI,VIH -2-
TiOH-1- |J'|y, -CManKlnC(O)N(R )(SO2RY), -Co.
sankinN(R )(SO )NR RY, -Co-
4anKinN( )(SOg)NR COzR rano,

Ve V.
\NH)\H/R \H)\S/R

_CN

\J\/RY

N O
H

_OH

T~
\N)\N/R

| H
RY

ii) 5-7-4NEHHOrO reTepoLMKMIYHOrO Kinbua HetR®, 3a-
3HaueHe reTepouUKniyHe Kinble HetR® mae oouH
[oOaTKoBUMA reTepOaTOMHUA YrfeH, BiJOKpemneHun
Bij 3a3Ha4YeHOro NpMeaHyBanbHOro a3oTy MPWHaMHI
OOHVM BYrfneLeBMM YreHOM, 3a3HavyeHunii JOAaTKOBUN
reTepoaToMHUIA  YreH Bm6mpaeTbC$| i3 rpynu, wWwo
cknapaetbes i3 O, S(=0)o2, Ta >NR", 3a3HaveHe 5-7-
UYrieHHe reTepoumkniyHe Kinbue HetR mae 0 abo 1
KapOOHiINbHWIA YneH, i 3amiweHe 0, 1 abo 2 3amicHu-
KaMu no TMM camumm abo no pi3HMM 3aMiCHUM une-
HaM, 3a3HayeHi 3aMiCHVIKVI BVI6VI88POTbC$| i3 rpynu, Aka
cKnapaeTben i3 -C(O)R", -CO2R", -C34ankinCOzR" Ta
R%;
i) ogHiel cnonykwu i3 imigasoniguh-1-iny, 2-imigasonin-
1-iny, nipason-1-iny, imigason-1-iny, 2H-tetpason-2-
iny, 1H-tetpason-1-iny, nipon-1-iny, 2-niponiH-1-iny
Ta 3-niponiH-1-iny, Ae KOXHa i3 3a3HavyeHux Cnonyk
2H-TeTpason-2-iny Ta 1H-TeTpason-1-iny 3amiweHa
Mo TOMy camoMy BYrneLeBOMy uneHy 0 a6o 1 -Co.
sankinR®, -Co. 4ar||<|r|SR -Co4ankinCOzR" Ta 3amic-
Hukom HetR?;
iv) ogHiei CI'IOJ'IyKI/I i3 1,2,3,4-TeTparigpoxiHoniH-1-iny,
1,2,3,4-TeTparigpoi3oxiHoniH-2-iny, iHgon-1-iny, i30-
iHoon-2-iny, iHgonin-1-iny, ©eHsimigason-1-iny, 2,8-
niasacnipo[4.5]aekaH-1-0oH-8-iny, 4-{[(2-TpeT-
OyTokcrkapboHinamiHoumknobyTaHkapOoHin)-amiHo]-
MeTu}-ninepuanH-1-iny, 4-{[(2-
amiHouwmknobyTaHkapOoHin)-amiHo]-meTun}-
ninepuavH-1-iny, 3,9-piasacnipo[5.5]yHaekan-3-
kapboHoBa KkmucnoTa-9-in TpeT-6yTunosoro eqipy, 4-
okco-1-eHin-1,3,8-Tpuasacnipo[4.5]aek-8-iny T1a 4-
okco-1,3,8-Tpuasacnipo[4.5]aek-8-iny;
ae
3amicHuK HetR® aBnsie coboto 4-7-uneHHe retepoum-
KniyHe KinbLe, WO Mae TOYKy MpuedHaHHa Byrneue-
BOTO uneHa Ta MicTUTb uneH >NRY sk reTepoaToMHUN
uneH, i 3a3HayYeHun reTepoaToMHUN YneH BiLOKpeM-
NeHUn BiA 3a3HavYeHol TOYKN NpUEaHaHHS BYrmneLeBo-
ro yYneHa NPpMHanMHi OOHUM OOAATKOBMM BYIIeLEeBUM
4IeHOM;
R¥ BuGMpaioTs i3 rpynu, sika Cknagaetbes i3 H, -Ci.
sankiny, -Co4ankinR™" | koxeH i3 AKVX 3amileHui, npm
notpebi, 1, 2 abo 3 SaMICHVIKaMVI RN
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R Bm6mpar0Tb i3 rpynu, sika cknagaetbest i3 -CO,R®
a -C(O)NR®°RS;

RM BuGMpatoTh i3 rpynu, sika CKnapaeTbes i3 R,
gon-7-iny, -SOZR -C34ankinCOzR”, -COzR -
C(0O)Cq4 4anK|nOR -Co4ankinC(O)NR’R® | -Co.
4ankinC(0)CO2R", 1,3-avrigpoiHaon-2-ox-1-iny, 1,3-
,qmrl,qpo6eH30|M|,qa30n -2- OH 1 -iny, TeTpason-5- |r|y, I-
RY-1H- -TeTpason-5-iny, -Tpma3on|\y 2- R -2H-
TeTpason-5-iny Ta -Co4ankinC(O)N(RV)(SOzR"), ko-
XKEH i3 KX 3amillleHnid, npy noTpebi, 1, 2 abo 3 3a-
MiCHMKaMm RN;

R BuGMpaloTs i3 rpynu, sika cknagaeTbes i3 OCHa, Cl
F, BrI OH, NHz, CN, CF3, CHs, OC(O)CHs Ta NOy;
R” BVI6VIpaIOTb i3 F/Pyl'll/l, Aika CKafaeTbea i3 R, -Ca.
,ankinoRY, -C12ankinCoOzR”, -C1.
zaJ'IKIJ'ICONR RS’ IH,D,OJ'I -7-iny Ta SOZC1.4an|<|ny,

RY B1UGMpaloTh i3 rpynu, sika CKNagaeTbes i3 Topo,
xrnopo, 6pomo, nogo, TpudTOopoMeTuny, TPUXII0PO-

MeTvmy, -CN, -C1.4ar||<|r|y, -Co4an|<|r|R -Co.
4ankinR*" -Co4an|<|r|OR -Co.4an|<|r|002R, -Co.
4ankinNR” R , -Co.4an|<ir|NRYCORY, -Co.
4anKinNRYCONRYRZ, -Co4ankinNRYSO,R" T1a -Cq.
4anKinSRY;

R® ta R® BMOMpaloTb, HEe3amnexHo, i3 rpynu, sika
cknagaetbes i3 H, C1.4an|<|ny Ta -CouankindeHiny;
SIK anbTepHaTuBa, R®ta R® 6epyTb pasom 3 a30THVIM
YNeHoM, [0 SIKOro NpueLHaHi 3a3HadeHi R® ta R®,
YTBOPEHHSAM 4-7-4NIEHHOTO reTePOLMKIIYHOro KIJ‘IbLl,Fl,
wo mae 0 abo 1 goOaTKOBWIA reTEPOATOMHUIA YreH,
KOTpWiA Bm6mpaeTbc;| i3 rpynu, sika cknagaetscs i3 O,
S ta >NR”, 3a YMOBMU, IO 3a3HaYeHUN O0OAaTKOBUIA
FeTepoaTOMHVII7I yneH BiOOKPEMMEHUA MNpPUHaNMHI
[BOMa BYrneueBnMM YNieHamu Bi 3a3Ha4eHoro a30-
THOrO 4neHa, A0 SIKOro I'IpVIeJ:l,HaHI 3asHaueni R° Ta
RS, i, 3a yMOBVI o, Konu R asnsie coboro Co.
4ar||<|r|R R'Hee 3aMilLieHUM R

RY BI/I6VIpaIOTb i3 rpynu, ska ckrnagaetbes i3 R 1a -
Cs.7umknoarnkiny;

R* B|/|6V|par0Tb i3 rpynu, sika cknagaeTbes i3 -OR",
NR R?, -Co4ankiny Ta -Co4ankinR’™";

RY B|/|6V|par0Tb i3 rp/ynm daKa cmanaemcq i3 H, -C1.
sankiny, -Co4ankinR™ Ta - Co.48]'IKIJ'IR KOXeEH i3 FlKI/IX
3aMILIJ,eHI/II/I npu notpebi, 1, 2 abo 3 3aMICHMKaMVI RM:
R? Bm6mpar0Tb i3 rpynu, sika CK.I'Ia,lJ,aeTbCﬂ i3 R", -Cg_
4ankinoRY, -C1.zaJ'IKIJ'IC02R -C1.2anK|nC(O)NR R®
Ta CHanKmNR RS:

KOJ'II/I RY ta R* npuegHaHi o a3oTHOro LU'leHa RY Ta
R? BMOUpaTb SK BI/I3HaHeHO BUWe, abo R" Ta R?
6epyTbcs pasom 3 R'- ta R%, wo npvegHaHi o a3o-
THOrO 4neHa, 3 yTBOpeHHHM 4 7-4neHHoro retepouun-
KIiYHOrO Kinbusi HetR wo mae 0 abo 1 goaoaTkoBui
reTepoaTtoMHUIA YNeH, KOTpUi Bm6mparoTb i3 rpynu,
sKka cknagaetbes i3 O, S Ta >NR 3a3HaL|eHe 4-7-
UreHHe reTepoumkniyHe Kinbue HetR mae 0 abo 1
KapOOHINbHUIA YneH, i saaHaque 4-7-4neHHe retepo-
LUMKMiYHEe Kinbue HetR? mae 0 a6o 1 BaneHTHO no-
3BOJ'IeHMM BYIMELEBUIA YIEH, 3aM|u.|,eva1 NpUHaNMHi
OfJHi€to RM, -COH Ta -Co.1ankinOR";

R aBnsie co6oto CKIaloBy 3 TOYKOK NpUEOHaHHS
BYIMELEBOro YrieHa, i 3a3HaveHy cknagoBy Bubupa-
10Tb i3 rpynu, WO BKMoYae deHin, nipuavn, nipyumigun
Ta nipasuHin, e KOXeH BaneHTHO Y3roMKeHU Byrne-
LeBUIA YNEeH Y KOXHIiM i3 3a3HayeHuX CKnagoBuX 3a-
MILIJ,eHVIVI Hesane>|<Ho npuHanMHi ogHum i3 0, 1, 2
a6o 3R, i0a6o1R":
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RY aBnsie coBolo 3-8-uneHHe Kinbue, wo mae 0, 1
abo 2 reTepoaToOMHUX YfleHW, KOTpi Bm6mpar0Tb i3
rpynu, ska cknagaetbes i3 O, S, N Ta >NRY, wo mae
0, 1 abo 2 HeHacu4yeHux 3B'A3kn, Mae 0 abo 1 kapbo-
HifTbHUIA YreH, Ae KOKeH BaneHTHO Y3ro/DKeHUIN YneH
Yy KOXHOMY i3 3a3HaueHnx Kifneub 3amMilleHnn, Hesa-
NexHo, 0, 1 a6o 2 R Ta

R" sBnse coGoto NiHiNHY 3-5-4neHHy BYrneBOAHEBY
cknagosy, Wo mae 0 abo 1 HeHacKu4eHwi 3B'A30K BYT-
neub-Byrneub, i Mae 0 abo 1 KapOOHINbHUIA YneH;

abo ix eHaHTiOMepiB, AiacTepeomepiB, pauemarTis,
TayToMmepiB, rigpaTiB, conbBaTiB abo hapmaLeBTU4HO
NPUNHATHUX conen, edipiB Yn amiais.

2. Cnocib 3rigHo 3 n.1, KM BIAPI3HAETLCA TUM, LUO
B HbOMY 3a3HayeHui npuHanmHi oguH LTA4H mopny-
naTop BubupaioTs i3 cnonyk dopmynu (11):

55y

RS6

z s
W—N

(D
abo ix eHaHTiOMepiB, AiacTepeomepiB, pauemaris,
TayToMmepiB, rigpaTiB, conbBaTiB abo hapmaLeBTU4HO
I'IpVIVIHFlTHI/IX conen, ecipiB abo amigjs, ae
R* R® X, Y Z ta W BuM3HauatoTb SIK y cnonyui dop-
mynm (1), R? BmsHaqarOTb sk R? y cnonyui opmynu
(1), i R® BusHauatoTb sik R® y cnonywi dpopmynu (1), 3a
YMOBM, LLO
(a) npuHaimMHi ogHa i3 3a3HavYeHux R? ta R® He €
€TUNOM, KON 3a0BONbHAETLCA OAUH BapiaHT BUOO-
py Yy rpyni, WO cknagaetbcs i3 BapiaHTiB (s1), (s2),
(s3) Ta (s4), i KoxeH i3 3a3Ha4YeHVX BapiaHTiB BU3Ha-
YyalTb SK
(s1): R* aBnsie coboro H, Z aBnsie coboto O, W saBnsie
coboto CHy, Y sBnsie coboto CHy, i X aiBnsie coboto S;
(s2): R* aBnsie coboro H, Z aBnsie coboto O, W saBnsie
coboto CHy, Y saBnsie coboto CHy, i X siBnsie coboto
NH;
(s3): R* aBnsie coboro H, Z aBnsie coboro O, W saBnsie
coboto CHy, Y aBnsie coboto O, i X aBnsie coboto S;
(s4): R*aBnsie coBoto 5-xnopo, Z siensie cobolo O, W
aBnsie coboto CHy, Y aBnsie coboto CHy, i X aBnse
coboto S;
(b) 3a [00aTKOBOI YMOBW, WO, Konn Z ABnse 006010
3B' ;|30|< Y aBnsie coboto CHy, W ;uanﬂe co6oro CHR'-
CHa, R' aBnsie coboto H, i ogHa i3 R? Ta R® ABnse
coboto 1H-imigason-2-in, Toai iHWwa i3 R? ta R Bubu-
paetbces i3 A1), B)-L), ae B)-L) € Takumu, sk Bu3Have-
Ho Buwe Anda cnonyku copmynm (1), i A1) cknagaeTtb-
ca i3 H, Ca7ankeHiny, e Byrneub y 3a3HadeHomy Cs.
7alnkKeHini, Wo npuegHaHWM OO0 a30THOrO YreHa, Mae
nuwe npocTi 3B'a3kn, CszankiHiny, Oe 3asHayveHui
BYyrneupb y 3a3HadeHoMy arnkiHini, Wwo npueaHaHun go
a30THOrO u4neHa, Mae nuwe npocti 3B'A3ku, Cs.
7UMKnoarnkiny, wo €, npu notpebi, 6eH3o3nutnm, Cs.
7umknoankeHiny, -CszumknoankinCirankiny, -Ci.
7ankinCs_zumknoankiny;
Ta
(c) 3a popaTtkoBOi ymMOBM, Lo, Konn X sBnse coboto
S, i Y aBnsie coboo O, Z asnse co6oro 3B 'a3ok, | W
asnsie coboto CHy, Toai ogHa i3 R? ta R® He € XCG,
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konu iHwa € Cq.sankinom, ge XCG asnsie coboto rpy-

ot

N—GO

(XCG)
HC16

ae HC16 saBnse coboto ogHy i3 rpyn H, Cisankiny,
ranoCqeankiny, aniny ta Ci.sankokcumetuny, i GO €
rpynoto, KoTpa npuvegHaHa BYrfeLeBMM YIIEHOM, Lo
mae =O 3aMiCHUK, iKW yTBOpPIOE amigorpyny 3 aso-
THVMM YfIeHOM, OO0 SIKOro NpuegHaHa 3asHaveHa rpyna
GO.

3. Cnocib 3rigHo 3 N.1, KM BiAPI3HAETLCA TUM, LLO
B HbOMY 3a3HadyeHui npuHanmHi oguH LTA4H mopny-
nsaTop BnbupatoTs i3 cnonyk coopmynu (l11):

e

R6
NV
W—N
oo
R
abo ix eHaHTiOMepiB, AiacTepeomepiB, pauemaris,
TayToMepiB, rigpaTiB, conbBaTiB abo hapmaLeBTU4HO
npmﬁHﬂTme conew, ecipiB abo amigis,

R R®, X, Y Z tTa W BM3HauatoTb SIK y cnonyui dop-
mynu (1), R? BmsHaqarOTb sk R? y cnonyui dopmynu
(1), i R* BusHauatotb sik R® y crionyui dpopmynu (1), 3a
YMOBM, WO

(a) 3a3HaueHi R® Ta R® [onaTkoBO 3a0BOMbHSIOTH
HaCTyMHUM yMOBaM:

(e1): npvHariMHI ogHa i3 3a3Ha4YeHUx R”taR¥ Hee
Cisankinom, konu Z sasnsie coboro O, i X aBnsie co-
6ot S; i i

(e2): xopHa 3 R? Ta R* He € Cy4ankinC(O)RY, gie R
ABns€ cobo OAHY i3 HacT YNHYX Ty C1 4ankin, OH,
-OC14arnkin, -OCoankinR™" a6o -NR'RY, Konm Y sg-
nsie co6oro O, Z aBnsie coboto 3B'A30K, i R BiAMiHHaA
sia R*; Ta X X

(e3): )KO,D,Ha 3 R? 1a R* He € CysankinCN, korm Y
SABMSE 006010 0, Z siBnsie coboto 3B'A30K, i R2 BiAMiH-
Ha Bif R®

(b) 3a p,op,aTKoao'l' yMOBM, WO, kKonu X sBnse coboto
S, Y aBnse coboto O, Z asnsie co60|o 38 'asok, i W
aBnsae coboto CHy, Toai ogHa i3 R? ta R® He € XCG,
konu iHwa € Cqsankinom, ge XCG asnsie coboto rpy-

o

N—GO

X

(XCG)
HC16

ae HC16 saBnse coboto ogHy i3 rpyn H, Cisankiny,
ranoCqeankiny, aniny ta Ci.sankokcumetuny, i GO €
rpynoto, KoTpa npuvegHaHa BYrfeLeBMM YIIEHOM, Lo
mae =O 3aMiCHUK, SIKWIA yTBOPIOE amigorpyny 3 aso-
THVMM YfIeHOM, OO0 SIKOro nNpuegHaHa 3as3HaveHa rpyna
GO.

4. Cnoci6 3r|,u,Ho 3 n.1, Ak BiQPI3HAETLCA TUM, IO
B HbOMY R* siBnsie co6oio H.

5. Cnoci6 3rigHo 3 n. 1 ;n(vm BiApi3HAETLCA TUM, LIO
B HbOMY 3a3HaueHi R® Ta R® BUGMpaloTh, He3anexHo,
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i3 rpynu, sika cknagaetbes i3 A), B), C), D), E) Ta l), sik
BU3Ha4eHo y n.1.

6. Cnocib 3rigHo 3 n.1, HKVIM BiApi3HAETLCA TUM, LIO
B HbOMY 3a3HaueHi R® Ta R® BUGMpaloTh, He3anexHo,
i3 rpymu A), ik BU3Ha4eHo y n.1.

7. Cnoci6 3rigHo 3 n.1, ﬂkmm BiApPi3HAETLCA TUM, LIO
B HbOMY 3a3HaueHi R2 Ta R® BUGMPaloTh, He3anexHo,
i3 rpynu B), sik Bu3Ha4yeHo y n.1.

8. Cnocib 3rigHo 3 n.1, ;u(mm BiApPi3HAETLCA TUM, LIO
B HbOMY 3a3HaueHi R2 Ta R® BUGMPaloTh, He3anexHo,
i3 rpynu C), sk BU3Ha4eHo y n.1.

9. Cnocib 3rigHo 3 . 1 ;u(mm BiApi3HAETLCA TVM, WO
B HbOMY 3a3HaueHi R® Ta R® BUGMpaloTh, He3anexHo,
i3 rpynu D), sik BU3Ha4yeHo y n.1.

10. Cnoci6 3rigHo 3 n. 1 FlKVIVI Bigpi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® BU6MpaloTh, He3anexHo,
i3 rpymu E), sik Bu3Ha4yeHo y n.1.

11. Cnoci6 3rigHo 3 n. 1 ;||<|/||/| BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® BU6MpaloTh, He3anexHo,
i3 rpynu 1), sik BU3Ha4eHo y n.1.

12. Cnoci6b 3rigHo 3 n.1, ;||<|/||/| BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 asoTom,
[0 SIKOro BOHW MpUEQHaHI, 3 YTBOPEHHSM reTepoLmK-
NIYHOro Kinbus, KOTPE MICTUTb NPUHANMHI OOUH reTe-
poaTOMHWI 4rieH, TOBTO 3a3HayeHu NpuegHyBarb-
HAA @30T, 3a3HayeHe reTepouuKriyHe  Kinble
BMOMpaloTb i3 rpynu, sika cknagaeTbes i3 i) Ta ii), sk
BU3Ha4veHo y n.1.

13. Cnoci6 3rigHo 3 n.1, ﬂKVIVI BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 asoTom,
[0 SIKOTO BOHW NPUEAHAHI, 3 YTBOPEHHAM reTepoLyK-
NiYHOro Kinbugs, KOTPe MICTUTb NPUHANMHI OOUH reTe-
poaTOMHWI 4rieH, TOBTO 3a3HayeHun NpuegHyBarb-
HAA @30T, 3a3HayeHe reTepouuKniyHe  Kinbue
BMOMPaOTh i3 rpynu i), sik BU3Ha4eHo y n.1.

14. Cnoci6 3rigHo 3 . 1 HKVIVI BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 asoTom,
[0 SIKOTO BOHW NPUEAHAHI, 3 YTBOPEHHAM reTepoLmK-
NiYHOro Kinbus, KOTPE MICTUTb NPUHANMHI OOUH reTe-
poaTOMHWI 4rieH, TOOTO 3a3HayeHuin NpuegHyBarib-
HAA @30T, 3a3HayeHe reTepouukniyHe  Kinbue
BMOMPalOTb i3 rpynu ii), sik BU3Ha4eHo y n.1.

15. Cnoci6 3rigHo 3 n.1, sk Bigpi3HAETbLCSA TUM, LLO
B HbOMY 3a3HayeHun onocepeakoBaHuii LTA4H ctaH
sBMsie cobo0 3anarneHHs, WO CrpuyMHeHe NpUHanMHI
ofHieto i3 xBopob, Takmx SIK acTMa, XpoHiyHa 06CTpyK-
TMBHa XxBopoba nereHb, aTepockrepos, peBMaToid-
HUA apTpWUT, PO3CISTHUI CKNepo3, 3ananbHa KULIKOBa
xBopoba Ta ncopias.

16. Cnocib 3rigHo 3 n.1, sikuiA Bigpi3HAETLCSA TVM, LLIO
B HbOMY 3a3HauyeHui npuHammHi oguH LTA4H mopay-
naTop sBnse coboto OAHY i3 HACTYNHMX CMONYK:
2-[4-(2-ninepuanH-1-ineTokcm)-peHokeu]-
DOeH300KCcas30IrT;
(1-{2-[4-(6eH300KCa3011-2-inoKcK)-heHOKCI|eTnr}-
ninepnanH-4-in)-metaHon;
1-{2-[4-(6eH300Kca3on-2-inokcu)-gpeHokci]-eTun}-
ninepuavH-4-on;
{2-[4-(6eH300KCa30mn-2-inokcn)-heHokKci]-eTnn}-
anbyTunamin;
(1-{2-[4-(6eH300KCa30M-2-iNoKCK)-heHOKCI]-eTnI}-
ninepnanH-2-in)-meTaHor;
1-{3-[4-(6eH300KCa30n-2-inokcu)-peHokcu]-nponin}-4-
deHinninepuavH-4-on;
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1-{3-[4-(6eH300KCca3on-2-inokcu)-cheHokcum]-nponin}-4-
6eH3unninepuanH-4-on;
2-[4-(2-ninepnanH-1-ineTnn)-cdeHokcu]-
©eH300Kcasorm;
{3-[4-(6eH300KCa30M-2-inokcu)-eHin]-nponin}-
LMKIorekcuneTunamiy;
1-{3-[4-(6eH300KCa30n-2-inoKcu)-heHoKeH]-Nponin}-
ninepnanH-4-on;
1-{3-[4-(6eH300KCa30n-2-inokcu)-heHokcm]-2-
riapokcunponin}-4-ceHinninepuanH-4-on;
1-[2-(4-6eH300KCa30r-2-iNMeTUNgEHOKCI )-eTun]-
ninepuanH-4-kapOoHOBa K1cnoTa, eTUnoBun eqip;
2-[4-(2-niponianH-1-ineTokcu)-ceHokeu]-
©eH3o00Kcasorn;
{3-[4-(6eH300KCa30M-2-inoKcKM)-heHokeu]-nponiny-
aMMeTunamin;
{2-[4-(6eH300KCa30m-2-inoKkcK)-heHOKCI]-eTnn}-
aMmeTunamiH Ta
2-[4-(2-a3enaH-1-ineTokcu)-cpeHokcu]-6eH3ookcason.
17. Cnocib 3rigHo 3 n.1, sikuii Bigpi3HAETbCA TUM, LLO
B HbOMY 3a3HayeHui npuHanmHi oguH LTA4H mopy-
nsaTop ABnse cO60I0 OAHY i3 HACTYMHMX CMONYK:
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTnn}-4-
deHinninepnanH-4-on;
{2-[4-(6eH300KCa30m-2-inoKkcK)-heHoKCI]-eTnn}-
LMKIorekcuneTunamiy;
2-{4-[2-(2-eTunninepnamH-1-in)-eToKci]-eHoKcu}-
OEeH300KCa30JT;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokKci]-eTnn}-4-
deHinninepnanH-4-kapOoHiTpur;
1-(1-{2-[4-(6eH300KCa30M-2-iNnoKCK )-cheHoKCi]-eTnn}-4-
eHinninepnaunH-4-in)-eTaHor;
2-{4-[2-(4-meTunninepmauH-1-in)-etokcu]-beHokcu}-
OEeH300KCa30/T;
1-{2-[4-(6eH300KCa30n-2-inokcn)-heHokci]-eTnn}-4-(4-
xnopodpeHin)-ninepmann-4-on;
1-{2-[4-(6eH300KCa30n-2-inokcn)-heHokci]-eTnn}-4-(4-
©pomodoeHin)-ninepnanH-4-or;
1-{2-[4-(6eH300KCa30n-2-inokcn)-heHokci]-eTnn}-4-(4-
Xnopo-3-TpudTopomeTundeHin)-ninepnanH-4-on;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTnn}-4-
OeH3unninepnanH-4-or;
{2-[4-(6eH300KCa30mM-2-inoKCK)-heHOKCI]-eTnn}-
LMKIorekcunMeTunamMiy ta
{2-[4-(6eH300KCa30M-2-inoKCK)-heHOKCI]-eTnn}-
umknonponinMeTunnponinamiH.

18. Cnocib 3rigHo 3 n.1, skunii Bigpi3HAETLCSA TVM, LLIO
B HbOMY 3a3HayeHui npuHanmHi oguH LTA4H mopay-
naTop sABnsie coboto OAHY i3 HACTYNHUX CMONYK:
{2-[4-(6eH300KCa30M-2-iNoKCK)-heHOKCI]-eTnn}-
OyTunetTunamin;
2-({2-[4-(6eH300Kca3on-2-inokcu)-geHokci]-eTnn}-
OeH3unamiHo)-eTaHor;
2-{4-[2[(4-6eH3nnninepuauH-1-in)-eTokcn]-eHokeu}-
OeH300KCcas3o0IrT;
(1-{2-[4-(©eH300KCa30M-2-inoKCK)-hEeHOKCI]-eTHI}-
ninepnanH-3-in)-meTaHon;
2-({2-[4-(6eH300KCca3on-2-inokcu)-geHokci]-eTnn}-
nponinamiHo)-eTaHor;
2-[4-(2-a3eTnamnH-1-ineTokcu)-cpeHokeu]-
DOEeH300KCas3o0IT;
N-(1-{2-[4-(6eH300KCa30M-2-inoKcK)-chbeHoKci]-eTnr}-
ninepnanH-4-in)-2-ceHinauetamia;
1-{2-[4-(6eH300Kca3on-2-inokcu)-gpeHokci]-eTun}-
ninepnanH-3-kapboHOBa KMCNOTa, ETUINOBUI eqip;
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2-{4-[3-(4-deHinninepnanH-1-in)-nponokcu]-
deHokcm}-6eH3o0Kcason;
1-{2-[4-(6eH300KCca3on-2-inokcu)-geHin]-etnn}-4-
deHinninepuanH-4-on;
{2-[4-(6eH300KCa30/1-2-inoKcK)-heHin]-eTur}-
LMKIoreKcuneTunamiH;
2-[4-(2-niponignH-1-ineTun)-ceHokcn]-6eH3ookcason
Ta
2-[4-(2-a3enaH-1-ineTun)-ceHokcu]-6eH3ookcason.
19. Cnocib 3rigHo 3 n.1, sikuiA Bigpi3HAETbLCSA TUM, LLO
B HbOMY 3a3HayeHui npuHammHi oguH LTA4H mopay-
naTop sBnse coboto OAHY i3 HACTYNMHMX CMONYK:
{2-[4-(6eH300KCa3011-2-inoKcK)-heHin]-eTur}-
uuknonponinMeTunnponinamiH;
{2-[4-(6eH300KCa3011-2-inoKcK)-heHin]-eTnr}-
anbyTunamin;
1-{2-4-(6eH300kca3zon-2-inokcu)-deHin}-etnn}-
ninepuavH-4-on;
1-{2-[4-(6eH300Kca3on-2-inokcu)-deHin]-etTnn}-
ninepnanH-4-kapOoHOBa K1CNoTa, METUNOBUI eqdip;
1-{3-[4-(6eH300KCa30n-2-inokcu)-eHin]-nponin}-4-
deHinninepuavH-4-on;
2-[4-(3-ninepmauH-1-innponin)-gpeHokcu]-
©eH300KCcas0rT;
{3-[4-(6eH300KCa30m-2-inokcu)-deHin]-nponin}-
anbyTunamin;
{3-[4-(6eH300KCa30m-2-inokcu)-deHin]-nponin}-
uuknonponinMeTunnponinamiH;
1-[4-(6eH300KCa30m-2-inokem )-dpeHokeu]-3-niponignH-
1-innponan-2-on;
1-[2-(4-6eH300KCa30M-2-iNMeTUNdEHOKCI )-eTHI]-4-
cpeHinninepnanH-4-on;
1-[2-(4-6eH300KCa30M-2-iNMETUNEHOKCI )-eTUI]-
ninepnanH-4-kap6boHOBa KMCNOTa, amig,;
2-[4-(2-mopdponiH-4-ineTokcu)-cpeHokeu]-
6eH3o0kcason Ta
{2-[4-(6eH300KCa30m-2-inoKkcK)-heHoKci]-eTnn}-
aietunamin.

20. Cnocib 3rigHo 3 n.1, sk Bigpi3HAETbLCSA TUM, LLO
B HbOMY 3a3HayeHui npuHammHi oguH LTA4H mopay-
NSATOp ABMsSie COOOI0 OAHY i3 HACTYMHUX CMONYK:
{2-[4-(6-xnopobeH3oTiazon-2-inokcu)-deHoKci]-eTnm}-
aietunamin;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokci]-eTnr}-
ninepnanH-4-or;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokci]-eTur}-
ninepuanH-4-kapOoHOBa K1cnoTa, eTUnoBun eqip;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokci]-eTur}-
ninepuanH-4-kapOboHOBa KNCMOTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-4-in)-niponiguH-1-inMeTaHoH;
3-[(1-{2-[4-(6beH30Tia3on-2-inokcu)-eHokci]-eTnn}-
ninepuanH-4-kapOoHin)-amiHo]-NponioHoOBa  KUCoTa,
eTunosun edip;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHoKci]-eTnn}-
ninepuauH-4-kapboHoBa K1cnoTa, amiz;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTun}-
ninepuanH-4-in)-niponianH-2-oH;
1’-{2-[4-(6eH30oTia3on-2-inokcu)-dheHokci]-eTun}-
[1,4']6ininepnaunHin-2-oH;
8-{2-[4-(6eH30Tia3on-2-inokcu)-ceHokcil-etun}-2,8-
Jiasa-cnipo[4.5]aekaH-1-0H;
2-[4-(3-niponianH-1-in-nponokcu)-geHokcu]-
6eH3oTiason;
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{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
LMKIiorekcuneTunamin;
1-{2-[4-(6eH30Tia3on-2-inokcu)-deHin]-eTun}-
ninepuanH-3-kapboHoBa K1cnoTa, amig;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etnn}-
ninepuanH-4-in)-3-metun-1,3-gurigpobeHsoimigason-
2-0OH;

1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepuanH-4-kapboHoBa k1cnoTta, MeTunosui edip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
ninepuauH-4-in)-(4-metunninepasuvH-1-in)-mMeTaHoH,;
1-[2-(4-6eH30Tiazon-2-inMmeTundeHoKci )-eTun]-
ninepuanH-4-kapboHoBa K1cnota, MeTunosui edip;
3-({2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
LMKnonponinamiHo)-nponioHoBa KUCoTa;
{2-[4-(6eH30Tia3on-2-inokcu)-eHoKci]-eTun}-
aMMmeTunamin;
2-[4-(2-niponianH-1-ineTokcu)-eHokeun]-6eH3oTiason;
{3-[4-(6eH30Tiason-2-inokcu)-deHokeu]-nponin}-
aMmeTunamin;
2-[4-(2-a3enaH-1-ineTokcu)-peHokcu]-6eH3oTiason;
2-[4-(2-a3enaH-1-ineTokcn)-peHoKcm]-6-meTokeu-
6eH3oTiason;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-eTnn}-4-
deHinninepnanH-4-on;
{2-[4-(6eH30Tia3on-2-inokcu)-deHokci]-eTun}-
LMKIorekcuneTunamiy;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokcil-etun}-4-(4-
xrnopodpeHin)-ninepuanH-4-on;
{2-[4-(6eH30Tia3on-2-inokcu)-eHokci]-eTun}-
anbyTunamiu;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-etnn}-4-(4-
©pomodoeHin)-ninepnanH-4-or;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-eTun}-4-(4-
xnopo-3-TpudTopomeTundeHin)-ninepnanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-eTun}-4-
OeH3unninepnanH-4-or;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-heHokci]-eTun}-
[1,4']6ininepuawnHy;
(1-{2-[4-(6eH30Tia3zon-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-metaHon;
N-(1-{2-[4-(©eH30Tia3zon-2-inokcu)-eHokcil-eTun}-
ninepnanH-4-in)-2-ceHinaueramia;
2-(4-{2-[4-(2-mopdboniH-4-ineTun)-ninepasunH-1-in)-
eTokcu}-cpeHoken)-6eHsoTiazorn;
2-(4-{2-[4-(2-mopdboniH-4-ineTun)-ninepasunH-1-in)-
eTun}-cheHokem)-6eH30oTiasorn;
1-{3-[4-(6eH30Tia3on-2-inokcm)-eHokeu]-nponin}-4-
deHinninepuanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-4-
deHinninepuanH-4-on;
2-[4-(2-niponigunH-1-inetnn)-deHokcun]-0eHs3oTiazon;
2-[4-(2-a3enaH-1-inetun)-deHokcn]-0eH3oTiazorn;
{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
uuknonponinMeTunnponinamiH,;
{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
anbyTunamin;
2-[4-(2-ninepnanH-1-inetun)-cerHokcn]-6eH3oTiasorn;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTur}-
ninepuavH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcn)-ceHin]-eTur}-
ninepnanH-4-kapboHOBa KUcnoTa, amif,;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTur}-
ninepnanH-3-kapboHoBa KMCNoTa, eTUNOBUIA eqoip;
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1-{2-[4-(6eH30Tia3on-2-inokcn)-ceHin]-etun}-4-
deHinninepuanH-4-kapboHoBa  kucnota, E€TUNOBUIA
edip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etnn}-
ninepnanH-4-in)-ouToBa K1cnoTa, eTNoBun eqip;
1-(1-{2-[4-(©eH30Tiazon-2-inokcu)-peHin}-etnn}-
ninepnanH-4-in)-1,3-guriopoiHaon-2-oH;
1-(1-{2-[4-(©eH30Tiazon-2-inokcu)-eHin}-etnn}-
ninepnanH-4-in)-niponignH-2-oHx;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepnanH-4-in)-2-ceHinayertamig,;
8-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-2,8-
Aiasacnipo[4.5]aekaH-1-0H;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTm}-
ninepuauH-3-on;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTm}-
ninepnanH-4-kap6oHOBa KMCNoTa, eTUNnoBuin edip;
1’-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTnn}-
[1,4]6ininepuauH;
2-{4-[2-(4-meTunninepasuH-1-in)-eTun]-deHokcu}-
©eH3oTiasorn;
2-(4-{2-[4-(1-6eH3un-1H-TeTpason-5-in)-ninepuamH-1-
in]-eTokcu}-cheHokcu)-6eH3oTiasorn;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHin}-etnn}-
ninepuauH-4-kapOoHin)-ninepa3nH-1-kapboHoBa  Knc-
norta, TpeT-6yTunosun eqip;
1-[2-(4-6eH30Tiazon-2-inmeTundeHoKci)-eTun)-
ninepuanH-4-kapboHoBa K1cnoTa, amig;
1-{1-[2-(4-6eH30Tia3on-2-inMeTnndeHoKci)-eTnn]-
ninepuanH-4-in}-niponiamH-2-oH;
1-[4-(1-{2-[4-(6eH30Tia3on-2-inokcu)-deHin]-eTnn}-
ninepuanH-4-kapOoHin)-ninepasvH-1-in]-eTaHoH;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepnanH-4-kapboHOBa KUCMOTa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTun}-
ninepuanH-4-in)-niponiguH-2-TioH;
2-(4-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTnn}-
ninepasuH-1-in)-etaHon;
2-(4-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTnn}-
ninepasuH-1-in)-1-niponiguH-1-inetaHoH;
2-(4-{2-[4-(6eH30Tiazon-2-inokcu)-heHokci]-eTnn}-
ninepasuH-1-in)-1-mopdoniH-4-ineTaHoH,;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHinl-etun}-
ninepmanH-3-kapboHoBa KNCMOTa;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHinl-eTun}-
ninepnanH-2-kapboHOBa KUCMOTa;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
ninepuanH-3-in)-ouToBa KUCNOTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-ouToBa K1cnoTa, eTUNoBun eqip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-kapbamiHosa Kucnota, TpeT-
OyTunosuw edip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-4-in)-ouToBa KUCNoTa;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
ninepuanH-3-in)-meTaHon;
({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etnn}-
UMKIorekcunamiHo)-ouToBa  KMCnoTta, METUIIOBUN
edip;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepasuH-1-in)-ouToBa KACMOTA3;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-heHokci]-eTnn}-
ninepnanH-4-in)-5-okconiponiguH-2-kapboHoBa  Kuc-
nota, eTnnosun edip;
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1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHokcil-eTun}-
ninepuawH-4-in)-5-okconiponiguH-2-kapboHoBa  Knc-
noTa;
4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHokci]-eTun}-
ninepasuH-1-in)-geHon;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHokcil-eTun}-
ninepuanH-4-in)-4-xnopo-N-
uuknonponinbeH3oncynbgoHamia;
3-({2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-eTnn}-
LMKMonponinmMeTunamiHo)-nponioHoBa KMCNoTa;
3-({2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
i3onponinamiHo)-nponioHoBa KUCoTa;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHoKci]-eTnn}-
ninepnanH-4-inamix;
3-[{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokci]-eTun}-(1-
MeTunninepuanH-4-in)-amiHo]-NnponioHoBa KMUCoTa;
3-({2-[4-(6eH30oTia3on-2-inokcn)-heHokci]-eTun}-
6eH3nnamiHo)-nNponioHoBa KUCMoTa;
3-((1-aueTunninepugnH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcu)-geHoKCi]-eTun}-amiHo)-NponioHoBa KUCNoTa;
4-(1-{2-[4-(©eH30Tia3zon-2-inokcu)-gpeHokcil-etun}-1H-
TeTpason-5-in)-ninepnanH-1-kap6oHoBa KucnoTa,
TpeT-6yTMnoBun eqip;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LMKnonponinamiHo)-nponioHoBa KUCoTa;
3-((1-aueTunninepuanH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcwu)-geHin]-eTnn}-amiHo)-NnponioHoBa KNCNoTa;
3-[{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-(1-
MeTunninepuanH-4-in)-amiHo]-NnponioHoBa KMUCoTa;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LMKNoNponiniMeTUnamiHo )-nponioHoBa KUCNoTa;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
ionponinamiHo)-nNponioHoBa KUCoTa;
2-(4-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTnn}-
ninepasuH-1-in)-1-niponignH-1-ineTaHoH;
(R)-1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTnn}-
ninepnanH-3-kapboHoBa KNCMoTa;
1-(1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTnn}-
ninepnanH-4-in)-1,3-gurigpobeHsiMmigason-2-oH;
2-(4-{2-[4-(6-meTunnipnanH-2-in)-ninepasuH-1-in}-
eTun}-cheHokem)-6eH30oTia3orn;
2-{4-[2-(4-eTaHcynbdoHinninepaaunH-1-in)-etun]-
deHokcm}-6eH3oTiason;
2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-1-mopdoniH-4-ineTaHoH,;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-eTun}-
MeTUnamiHo)-NponioHoBa KNCIOTa;
3-({2-[4-(6eHz0Tia3on-2-inokcn)-deHin]-eTun}-
LMKIONEeHTUNaMiHO)-NPonioHOBa KACMOTa;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-eTun}-
LMKNoByTMUnamiHo)-NponioHOBa KUCMOTa;
3-({2-[4-(6eHz0Tia3on-2-inokcum)-deHin]-etun}-
6eH3nnamiHo)-NponioHoBa KMCIoTa;
(1-{2-[4-(CeH30Tiazon-2-inokcu)-peHoKci]-eTnr}-
ninepnanH-4-in)-(4-rigpokcumeTnnninepuaunH-1-in)-
MeETaHOH;
{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
LmKnonponinamiH;
(1-{2-[4-(CeH30Tiazon-2-inokcu)-peHoKci]-eTnr}-
ninepnanH-4-in)-[4-(2-rigpokcietvn)-ninepasux-1-in)-
METaHOH;
(1-{2-[4-(CeH30Tiazon-2-inokcu)-beHoKci]-eTnr}-
ninepnanH-4-in)-[4-(2-rigpokcietvn)-ninepnavH-1-inj-
MeTaHOH;
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2-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-eTnn}-
UMKnonponinamiHo)-eTaHorm;
3-({2-[4-(6eHz0Tia3on-2-inokcun)-deHin]-etun}-
UMKonponinamMiHo)-nponax-1-or;
4-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTnn}-
LMKnonponinamiHo)-MacrsiHa KUCNoTa;
3-[(1-{2-[4-(6beH30Tiazon-2-inokcu)-cheHokci]-eTnm}-
ninepnanH-4-kapboHin)-amiHo]-NponioHoBa KMCIOoTa;
4-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
UMKNONponinamMiHo)-6yTUpOHITpum;
3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-deHinl-etnn}-
ninepnanH-4-in)-nponioHoBa KMUCoTa;
[(1-{2-[4-(©eH30Tiazon-2-inokcu)-geHokcil-eTun}-
ninepnanH-4-kapboHin)-meTnnamMiHol-ouToBa  KUcno-
Ta;
3-(4-{2-[4-(6eH30Tia3on-2-inokcm)-heHoKcil-eTnn}-
ninepasuH-1-in)-geHon;
2-(4-{2-[4-(4-meToKcudpeHin)-ninepasuH-1-in]-eTokcn}-
deHokcn)-6eH30Tiason;
2-{4-[2-(5-ninepnann-4-inTeTpason-1-in)-eTokcu]-
deHokcn}-6eH3oTiason;
(S)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-beHoKci]-eTnn}-
ninepnanH-4-in)-4-riapokcvniponianH-2-oHx;
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
LMKonponinveTunamiu;
2-[({2-[4-(6eH30Tia3on-2-inokcn)-cpeHin]-etmn}-
LMKIoNponinamMiHo)-MeTun]-uuknonponaHkapboHoBa
K1CroTa, eTunosumn eqip;
4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHokci]-eTun}-
ninepasuH-1-kapOoHin)-06eH3onHa KncnoTa, eTUnoBun
edip;
2-[({2-[4-(6eHn3oTiason-2-inokcn)-cheHin]-etun}-
LMKronponinamiHo)-meTun]-LuknonponaHkapboHoBa
KMCnoTa;
1-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LiMKnonponinamiHo)-nponax-2-oJ1;
3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
uuknonponinamiHo)-1,1,1-TpudTtoponponaH-2-or;
3-({2-[4-(6eH30Tia3on-2-inokcun)-cheHin]-eTun}-
LuKnonponinamiHo)-nponioHamiz;
3-({2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-eTun}-
LuKnonponinamiHo)-nponax-1,2-gion;
2-{4-[2-(5-cbeHinTeTpazon-2-in)-eTokcu]-peHokeum}-
6eH3oTiason;
2-{4-[2-(5-cbeHinTeTpazon-1-in)-eTokcn]-cbeHokcum}-
OeH3oTiason;
N-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-N-
uukrnonponin-2-(2H-tetpason-5-in)-auetamig;
(S)-3-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
LMKnonponinamiHo)-2-MmetunnponaH-1-om;
(R)-3-({2-[4-(6eH30Tiazon-2-inokcun)-geHin]-etnn}-
LMKronponinamiHo)-2-Mmetunnponan-1-om;
2-{4-[2-(5-meTuncynbdaHinTeTpason-2-in)-eTokcul-
eHokcm}-6eH3oTia3on;
2-{4-[2-(5-meTuncynbdaHinTeTpason-1-in)-eTokcu]-
deHokcm}-6eH3oTia3on;
2-[4-(2-TeTpason-2-ineTokcu)-cpeHokcu]-6eH3oTiazorn;
2-[4-(2-TeTpason-1-ineTokcu)-cpeHokcu]-6eH3oTiazorn;
(1R,2R)-2-{2-[4-(©eH30Tia3on-2-inokcu)-geHin]-
eTunamMiHo}-LuknorekcaHkapboHoBa KMCMNoTa;
(1S,2R)-2-{2-[4-(6eH30oTiazon-2-inokcu)-deHin)-
eTunamMiHo}-LuknorekcaHkapboHoBa KMCMNoTa;
(1R,2R)-2-{2-[4-(©eH30Tia30n-2-inokcu)-geHin]-
€TMNaMiHO}-LIMKITOreKCaHorT;
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(1S,2R)-2-{2-[4-(6eH30Tiazon-2-inokcn)-eHin]-
eTnnamiHo}-LMKIorekcaHorT;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin}-etnn}-
ninepuanH-4-in)-macnsiHa KucnoTa;
(R)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHoKci]-eTun}-
ninepuauH-4-in)-4-rigpokcuniponiguH-2-oH;
2-(4-{2-[4-(1H-TeTpa3on-5-in)-nwepuanH-1-in]-etun}-
deHokcn)-6eH3oTiason;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-2-in)-meTaHorn;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-1H-
TeTpa3orn-5-in)-ouToBa KUCroTa, eTUNnoBui eqip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-eTnn}-1H-
TeTpason-5-in)-ouToBa KACNoTa, eTUIOBUIA edip;
2-{4-[2-(5-ninepnaunH-4-inTeTpa3on-2-in)-eTokcu]-
beHokcn}-6eH30Tiason rigpoxnopug,;
7-{2-[4-(6eH30Tiazon-2-inokcu)-deHokcil-eTun}-4-
cnipo-[3-dbTanigl-ninepuanH;
1-{3-[4-(6eH30Tia3on-2-inokcu)-geHin]-nponin}-
ninepnanH-4-kapOoHOBa K1cMnoTa, eTUNoBUN eqoip;
2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTunamiH - rigpo-
xnopwa,
2-(4-{2-[4-(1H-TeTpa3on-5-in)-ninepuguH-1-in]-
eTokcu}-cpeHokcn)-6eHsoTiazorn;
uuc-4-{2-[4-(6eH3oTiazon-2-inokcu)-geHin]-
eTunamMiHo}-uuknorekcaHkapboHoBa kucnota, Tpu-
hTOopOoMeTaHCyNboHaTHa Cinb;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-(TeTparigpodypaH-2-in)-mMeTaHoH;
nponaH-2-cynbgoHoBa Kucnota (1-{2-[4-
(6eH30Tia3on-2-inokcu)-eHoKcil-eTun}-ninepnanH-4-
kapOoHin)-amig;
(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-okcoouToBa  KUCMOTa, METUMOBUMA
edip;
N-(1-{2-[4-(©eH30Tia3on-2-inokcu)-eHin]-etnn}-
ninepnanH-4-kapOoHin)-6eH3oncynboHamia,  Tpu-
dhTOpOMETaHCYNbOHATHA Cinb;
N-(1-{2-[4-(©eH30Tia3on-2-inokcu)-deHin]-eTnn}-
ninepnanH-4-kapOoHin)-meTaHcynboHamia, TpU-
dhTOpOMETaHCYNbOHATHA Cinb;
(4-{2-[4-(OeH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-okcoouToBa KuUcrnoTa, TpudgTopome-
TaHcynbdoHaTHa Cinb;
(4-{2-[4-(OeH30Tiazon-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-mopdoniH-4-inMeTaHoH;
1-(4-{2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
ninepasuH-1-in)-2-tTiodeH-2-ineTaHoH;
(4-{2-[4-(OeH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepasuvH-1-in)-nipuamH-3-inMeTaHoH;
(4-{2-[4-(OeH30Tiazon-2-inokcu)-eHin}-eTun}-
ninepasuH-1-in)-LMKnonponinmMeTaHoH;
1-(4-{2-[4-(©eH30Tia30n-2-inokcu)-gpeHin}-etnn}-
ninepasuH-1-in)-2-MeToKCieTaHoH;
1-(4-{2-[4-(©eH30Tia3on-2-inokcu)-gpeHin}-etnn}-
ninepasuH-1-in)-2,2,2-TpuTOpoeTaHOH;
4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin}-etnn}-
ninepasuH-1-kapboHin)-6eH30MHa KMCnoTa;
(4-{2-[4-(CeH30Tiazon-2-inokcu)-ceHin]-etun}-
ninepasuH-1-in)-nipnanH-4-inMeTaHoH;
(4-{2-[4-(CeH30Tiazon-2-inokcu)-cdeHin]-etun}-
ninepasuH-1-in)-(5-meTunnipasunH-2-in)-meTaHoH,;
(R)-(4-{2-[4-(©eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepasuH-1-in)-(tetparigpodypaH-2-in)-MeTaHoH;
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(S)-(4-{2-[4-(beH30Tia3on-2-inokcu)-ceHin]-etun}-
ninepasuH-1-in)-(tetparigpodypaH-2-in)-MeTaHoH;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-(tetparigpodypaH-3-in)-MeTaHoH;
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHinl-etnn}-
ninepasuH-1-in)-2-rigpokcieTaHoH,;
2-[2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-deHin]-eTnn}-
ninepasauH-1-in)-2-oKcoeTunn]-LUMKIoNeHTaHoH;
3-(4-{2-[4-(6eH30Tia3on-2-inokcm)-teHinl-etnn}-
ninepasuH-1-in)-nponioHoBa kucnota, TpudTopome-
TaHCcynbdOHaTHa Cinb;
3-(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHinl-etnn}-
ninepuanH-4-in)-okcasonignH-2-oH;
4-(1-{2-[4-(©eH30Tiazon-2-inokcu)-ceHin}-etnn}-
ninepuaunH-4-in)-mopdoniH-3-oH;
4-(1-{2-[4-(©eH30Tia3on-2-inokcu)-geHokcil-eTun}-
ninepuaunH-4-in)-mopdoniH-3-oH;
3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-deHokKci]-eTnn}-
ninepuanH-4-in)-okcasonignH-2-oH;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepuanH-4-kapOoHoBa K1cnoTa, 6eH3unokciamiz;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepnanH-4-inouToBa KNCNOTa;
(R)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
ninepuanH-4-in)-4-rigpokcuniponiguH-2-oH;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepuanH-4-kapOoHOBa KUCMOTa, riapoKciaMiz;
(S)-1-(1-{2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
ninepuanH-4-in)-4-rigpokcyniponignH-2-oH;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
ninepnanH-4-in)-kapbamiHosa KucnoTa, TpeT-
OyTunosui edip;
2-{4-[2-(4-cpTOpPONinepnaunH-1-in)-eTun]-geHokcu}-
6eH3oTiason;
2-{4-[2-(4,4-ondpToponinepnamnH-1-in)-eTnn]-
eHokcun}-6eH3oTiason;
(R)-1-{2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
niponianH-3-or;
N-(1-{2-[4-(6eH30Tiazon-2-inokcun)-geHin]-eTnn}-
ninepnanH-4-in)-cbopmamig;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
ninepnanH-4-in)-ce4oBuHa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHinl-eTnn}-
ninepnanH-4-in)-3-uiaHo-2-geHinizoce4oBnHa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHinl-eTnn}-
ninepnanH-4-in)-3-uiaHo-2-MeTnni30Ce4oBUHa;
N-(1-{2-[4-(6eH30Tia3on-2-inokcun)-geHin]-eTnn}-
ninepnanH-4-in)-meTtaHcynsgoHamia;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-eTnn}-
ninepnanH-4-in)-3-uiaHo-2-MeTunryaHiany;
8-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etnn}-1-
denin-1,3,8-Tpnasacnipo[4.5]aekaH-4-oH;
8-{2-[4-(6eH30Tia3on-2-inokcu)-dpeHinl-etun}-1,3,8-
Tpuasacnipo[4.5]aekaH-2,4-aioH;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
ninepnanH-4-in)-metunkapbamiHoBa Kucnota, TpeT-
OyTunosuw edip;
N-(1-{2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etnn}-
ninepnanH-4-in)-N-metunauertamia;
N-(1-{2-[4-(6eH30Tia30on-2-inokcu)-eHin]-etnn}-
ninepnanH-4-in)-N-metunmetaHcynbgoHamig,;
outoBa kucnota [(1-{2-[4-(GeH30Tiazon-2-inokcu)-
deHin]-etun}-ninepmanH-4-in)-metunkapbamoin]-
MeTunosun eqip;
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N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepuauH-4-in)-N-auetamig;

outoBa kucnota  (1-{2-[4-(6eH30Tiazon-2-inokcu)-
deHin]-etun}-ninepuaunH-4-inkapbamoin)-MeTunoBui
edip;
2-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
MeTunamiHo)-3-(1H-imigason-2-in)-nponioHoBa  Knc-
noTa;
2-(4-{2-[4-(3-HiTponipnann-2-in)-[1,4]niasenan-1-in]-
eTnn}-geHokcn)-6eH30Tiason;
[(1-{2-[4-(6eH30Tia3on-2-inokcu)-deHoKci]-eTun}-
ninepuanH-4-kapOoHin)-MeTunamiHol-oLuToBa  KUCIo-
Ta, eTunosun eqip;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHoKci]-eTnn}-
[1,4']6ininepuaunHin-4-kapboHoBa KucnoTta, eTUrnoBuUiA
edip;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-heHokci]-eTun}-
[1,4']6ininepuauHin-4-kap6oHoBa KMCNOTa;
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
LmKnonponineTunami;
3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LMKnonponinamiHo)-2-MeTunnponioHoBa KucnoTa,
TpUdTOPOMETaHCYNbPOHOKUCHA Cinb;
2-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LMKONponinMeTunamMiHo)-eTaHo;
2-[2-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
LIMKNONponinIMETUNaMiHO )-eTOKCi]-eTaHorm;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LuKnonponinmeTunamiHo)-nponax-1-om;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
uuknonponinmeTun-(3-tetpason-2-innponin)-ami;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
uuknonponin-(3-nipon-1-innponin)-amix;
4-({2-[4-(6eH30Tia3on-2-inokcun)-geHinl-etun}-
LMKNONponinMeTUnamiHo )-6yTMpoHiTpun;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
ninepuanH-4-kapboHoBa  kucnota,  (2-uiaHoeTwn)-
amig;

{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
umknonponinmetun-[3-(2H-tetpason-5-in)-nponin]-
amiH;
3-[5-{1-[2-(6eH30Tia3on-2-inokcu)-eHin]-eTnn}-
ninepuanH-4-in-tetTpason-1-in]-nponioHiTpun;
{2-[4-(6eH30Tiazon-2-inokcun)-deHinletmn}-
umknonponin-[3-(2H-teTpason-5-in)-nponinj-amix;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-4-kapboHoBa kucnota, (2-rigpokcu-1,1-
AvMeTUneTun)-amig;
{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
umknonponinmetun-[3-(1H-{1,2,4]tpnason-3-in)-
nponinj-amix;
{2-[4-(6eH30Tiazon-2-inokcu)-cpeHin]-etun}-
yuknonponinmetun-[3-(5-metun-1H-[1,2,4]pnason-3-
in)-nponin]-amix;
{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
umknonponinmetun-[3-(5-genin-1H-[1,2,4]tpnazon-3-
in)-nponin]-amix;
2-(4-{2-[4-(1-meTnn-1H-TeTpason-5-in)-ninepngunH-1-
in]-etun}-ceHokcn)-6eH3oTiason;
2-(4-{2-[4-(2-meTnn-2H-TeTpason-5-in)-ninepngunH-1-
in]-etun}-ceHokcun)-6eH3oTiason;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTur}-
ninepnanH-4-kapOoHiTpun;
2-(4-{2-[4-(1H-[1,2,3]Tpnazon-4-in)-ninepngnH-1-in)-
eTun}-cheHokem)-6eH3oTiason;
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4-{2-[4-(6eH30Tia3on-2-inokcu)-geHinl-eTunamiHo}-
MacnsiHa KUcrnoTa, eTurnosum eqip;
4-({2-[4-(6eH30oTia3on-2-inokcn)-dheHin]-eTnn}-
LMKNONponinMeTunamMmiHo)-MacnsHa Kucnora, etusno-
BUI edip;
2-[3-({2-[4-(6eH30Tia3on-2-inokcm)-deHin]-etun}-
LmKnonponinMeTunamiHo)-nponin]-isoiHgon-1,3-AioH;
4-({2-[4-(6eH3oTia3on-2-inokcn)-eHin]-eTnn}-
LMKNONponinMeTunaMiHo)-MacnsHa KnucnoTa;
1-(3-{2-[4-(6eH30oTiazon-2-inokcn)-peHin]-eTunamiHo}-
nponin)-niponiguH-2-oH;
N-1-{2-[4-(6eH30Tia3on-2-inokcu)-peHin]-etnm}-N-1-
uuknonponinMmeTunnponaH-1,3-giamin;
5-({2-[4-(6eH30Tia3on-2-inokcm)-deHin]-etun}-
LMKnonponinamiHo)-neHTaHoBa KucnoTta, MeTUOoBUIA
ewip;

N-[3-({2-[4-(6eH30Tia3on-2-inokcu )-deHin]-etun}-
UMKnonponinMeTunamMiHo)-nponinj-aueramig;
MopdoniH-4-kapboHoBa Kucrnota
(6eH3oTia3on-2-inokcn)-heHin]-eTmn}-
UMKonponinMeTunamiHo)-nponinj-amig;
N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
UMKonponinMeTunamMiHo)-nponinj-
MeTaHCynboHaMmia,;
5-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
LMKIonponinamiHo)-neHTaHoBa KMUCNoTa;
1-[3-({2-[4-(6eH30Tia3on-2-inokcwu)-enin]-eTun}-
izonponinamiHo)-nponinj-niponiguH-2-oH;
1-[3-({2-[4-(6eH30Tia3on-2-inokcu)-enin]-eTnn}-
LMKnonponinmMeTunamiHo)-nponinj-niponiamH-2-oH;
1-[3-({2-[4-(6eH30Tia3on-2-inokcwu)-enin]-etnn}-
LKnonponinamiHo)-nponin}-niponignH-2-oH;
1-[3-({2-[4-(6eH30Tia3on-2-inokcwu)-enin]-etun}-
nponinamiHo)-nponin]-niponianH-2-oH;
4-((1-aueTnnninepmanH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcn)-goeHin]-etun}-aMiHo)-macnsiHa Kucnora, eTu-
nosun edip;
4-((1-aueTnnninepmanH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcu)-goeHin]-etun}-aMiHo)-macnsiHa Kucrnora, eTu-
nosun edip;
4-({2-[4-(6eH30Tia3on-2-inokcu)-geHinl-etun}-
MeTaHcynb(OHINamiHo)-MacnsiHa KACNoTa;
({2-[4-(6eHz3oTia3on-2-inokcu)-eHin]-etun}-
LMKIonponinamiHo)-oLToBa KUCNOoTa;
6-({2-[4-(6eH30Tia3on-2-inoken)-enin]-eTun}-
LMKronponinamiHo)-kanpoHoBa KUCIoTa, eTUMNoBUIA
edip;

7-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LMKNonponinamiHo)-eHaHToBa  KWUCMoTa, eTUMOBUNA
edip;

6-({2-[4-(6eH30Tia3on-2-inokcn)-enin]-eTun}-
LMKonponinamiHo)-kanpoHOBa KMCNOoTa;
7-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LMKonponinamiHo)-eHaHTOBa KUCMOoTa;
N-1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etmm}-N-1-
umknonponinnponax-1,3-giami;
N-[3-({2-[4-(6eH30Tia3on-2-inokcm)-enin]-eTun}-
LMKronponinamMiHo)-nponin]-auetamiz;
N-[3-({2-[4-(6eH30Tia3on-2-inokcm)-enin]-eTun}-
LuknonponinamiHo)-nponinj-iso6ytupamig,;
N-[3-({2-[4-(6eH30Tia3on-2-inokcm)-eHin]-etun}-
LuKnonponinamiHo)-nponin]-6eH3amig,;
N-[3-({2-[4-(6eH30Tia3on-2-inokcm)-eHin]-eTun}-
uuknonponinamiHo)-nponinj-4-xnopo6eH3amig;

[3-({2-[4-
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N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LMKIIONpOonifnaMiHo)-nponin]-mMmeTaHcynboHaMif;
nponaH-2-cynbgoHoBa KucrnoTa [3-({2-[4-
(6eH30oTiazon)-2-inokcu)-ceHin]-eTnn}-Luknonponin-
aMmiHo)-nponin]-amig, TpudTopoMeTaHCyNbOHOKUC-
na cinb;
8-({2-[4-(6eH30oTia3on-2-inokcn)-deHin]-eTnn}-
LMKIonponinamiHo)-okTaHoBa  KUCNoOTa,  €TUIOoBUIA
edip;
1-[3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTun}-
LmKnonponinamiHo)-nponinj-3-geHince4oBuHa;
8-({2-[4-(6eH30oTia3on-2-inokcn)-deHin]-eTnn}-
LMKIonponinamiHo)-oKTaHoBa KUCIoTa;
TeTparigpodypaH-2-kapboHoea kucrnota  [3-({2-[4-
(6eH3oTiason-2-inokcu)-gerin]-eTun}-
LmKnonponinamiHo)-nponinj-amig;
N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LuknonponinamiHo)-nponinj-2-rigpokciaveTtamia;
4-({2-[4-(6eH30Tia3on-2-inokcu)-cheHoKci]-eTun}-
LMKIonponinamiHo)-macnsiHa KACnoTa;
2-[4-(2-mopdhoniH-4-ineTokcu)-geHoKeH]-6eH30Tiazon
Ta

2-[4-(2-ninepunanH-1-ineTokcm)-cpeHokeu]-
6eH3oTiason.

21. Cnoci6 3rigHo 3 n.1, AK1 BigPI3HAETLCA TUM, LLO
B HbOMY 3a3HayeHui npuHanmHi oguH LTA4H mopny-
naTop ABnsie cobot0 OAHY i3 HACTYMHMX CMONYK:
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-cgeHokcil-eTnn}-
4-cpeHinninepnguH-4-om;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHin]-etun}-
LmKnonponinMeTunnponinamiH;
uuknorekcunetun-{2-[4-(1-metun-1H-6eH30oimigason-
2-inokcu)-cbeHin]-etun}-amin;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-cgeHokcil-eTnn}-
4-(4-6pomodbeHin)-ninepnanH-4-or;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-ceHokcil-eTnn}-
4-(4-xnopodpeHin)-ninepuanH-4-on;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-cgeHokcil-eTnn}-
4-6eH3vnninepnanH-4-on;
{2-[4-(1H-6eH30imigazon-2-inokcu)-geHin]-etun}-
LMKIorekcuneTunamiy;
2-[4-(2-niponianH-1-inetnn)-dgeHokcum]-1H-
6eH3oimigason;
2-[4-(2-a3enaH-1-inetun)-deHokcn]-1H-
6eH3oimigason;
{2-[4-(1H-6eH30imigazon-2-inokcu)-genin]-etun}-
anbyTunamin;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHin]-etun}-
ninepuanH-4-on;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHin]-etun}-
ninepnanH-4-kapboHoBa K1cnota, MeTunosui eqdip;
{2-[4-(1H-6eH30imMiga3on-2-inokcu)-geHokcil-eTun}-
LMKIorekcuneTunamiy;
2-{4-[2-(4-meTunninepmauH-1-in)-eTokcm]-deHoKcu}-
1H-6eH30imigason;
2-{4-[2-(2-eTvnninepuauH-1-in)-eTokcu]-deHoKcu}-
1H-6eH30imigason;
2-[4-(2-ninepnaunH-1-ineTokcu)-cperHoken]-1H-
6eH3oimigason;
(1-{2-[4-(1H-6e30imigazon-2-inokcu)-ceHokci]-eTnn}-
ninepnanH-4-in)-metaHon;
1-{2-[4-(1H-6eH30imMiaa3on-2-inokcu)-geHokci]-eTnn}-
ninepuavH-4-on;
2-[4-(2-a3enaH-1-ineTokcu)-cpeHokeu]-1H-
OeH3oimigasonamifg;
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{3-[4-(1H-6eH30imigason-2-inokcu)-peHokcu]-nponin}-
aMmeTunamin;
2-[4-(2-niponignH-1-ineTokcu)-gpeHokeu]-1H-
O6eH3oimigason;
{2-[4-(1H-6eH30oimiga3on-2-inokcu)-peHoKci]-eTnr}-
aieTunamin;
2-[4-(2-mopdboniH-4-ineTokcu)-cpeHoken]-1H-
OeH3oimigason;
2-[4-(2-ninepngnH-1-inetun)-ceHokcn]-1H-
©eH3oimigason;
1-(1-{2-[4-(1H-6eH30imigazon-2-inokcu)-deHokcil-
eTun}-ninepuanH-4-in)-niponiguH-2-oH Ta
1-{2-[4-(1H-6eH30imMiga3on-2-inokcu)-geHokci]-eTnn}-
ninepnanH-4-kap6oHOBa KMCNOTa, ETUIOBUIA eqip.

22. Cnocio 3FIJJ,HO 3 N.2, KU Bigpi3HAETbLCS TUM, LLO
B HbOMY R* siBnsie coboio H.

23. Cnocib 3rigHo 3 .2, FIKI/II/I BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R? Ta R® BUGMPaloTh, He3anexHo,
i3 rpynu, sika cknagaetbes i3 A), B), C), D), E) ta l), sk
BU3HAYeHO Yy N.2.

24. Cnocib 3rigHo 3 . 2 FlKVIVI BiApi3HAETLCA TUM, IO
B HbOMY 3a3HaueHi R? Ta R® BUGMpaloTh, He3anexHo,
i3 rpynu A), siKk BU3Ha4eHo y n.2.

25. Cnoci6 3rigHo 3 n. 2 FlKVIVI BiApi3HAETLCA TUM, IO
B HbOMY 3a3HaueHi R? Ta R® BUGMPaloTh, He3anexHo,
i3 rpynu B), sik BU3Ha4eHo y n.2.

26. Cnoci6 3rigHo 3 n. 2 FlKVIVI BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R? Ta R® BUGMpaloTh, He3anexHo,
i3 rpynu C), sik BU3Ha4yeHo y n.2.

27. Cnoci6 3rigHo 3 n.2, ﬂKMM Bigpi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® BUGMpaloTh, He3anexHo,
i3 rpynu D), sik BU3Ha4eHo y n.2.

28. Cnoci6 3rigHo 3 1.2, ﬂKmm BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® BUGMpaloTh, He3anexHo,
i3 rpymu E), sik Bu3Ha4eHo y n.2.

29. Cnoci6 3rigHo 3 n. 2 FlKMM BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® BUGMpaloTh, He3anexHo,
i3 rpymu 1), sik BU3Ha4eHo y n.2.

30. Cnocib 3rigHo 3 . 2 FlKMM BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 a3oTom,
[0 SIKOro BOHW NpUEQHaHI, 3 YTBOPEHHSM reTepoLmK-
NiYHOro KinbLsl, KOTPEe MICTUTb NPUHAWMHI OOWH reTe-
poaTOMHWI 4reH, ToOTO 3a3HayeHun npuegHyBarnb-
HUA @30T, 3a3HayeHe reTepouuknivyHe Kinbue
BMOMpaloTb i3 rpynu, sika cknagaeTtbes i3 i) Ta ii), sK
BU3HAYeHO Yy Nn.2.

31. Cnoci6 3rigHo 3 n. 2 $|KVIVI BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 asoTom,
A0 SIKOro BOHW NpUEQHaHI, 3 YTBOPEHHSM reTepoLmK-
NIYHOro KinbLs, KOTPEe MICTUTb NPUHAWMHI OOWH reTe-
poaTOMHWI 4reH, TOBTO 3a3HayeHun npuegHyBarnb-
HUA @30T, 3a3HayeHe reTepouukrivyHe Kinbue
BUOMPalOTh i3 rpynu i), ik BUSHAYEHO y n.2.

32. Cnoci6 3rigHo 3 . 2 FlKVIVI Bigpi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 asoTom,
[0 SIKOro BOHW MpUEQHaHI, 3 YTBOPEHHSM reTepoLmK-
NIYHOro KinbLs, KOTPEe MICTUTb NPUHAWMHI OOWH reTe-
poaTOMHWI 4rieH, TOBTO 3a3HayeHu npuegHyBarnb-
HWA @30T, 3a3HayeHe TreTepouukriyHe Kinbue
BMOMpaloTh i3 rpynu ii), ik BU3Ha4YeHo y n.2.

33. Cnocib 3rigHo 3 N.2, Ak BiQPI3HAETLCA TUM, LLO
B HbOMY 3a3HayeHui onocepeakoBaHuii LTA4H ctaH
ABMs€ COOOI0 3ananeHHs, Wo CnpuyMHeHe NpuHaiMHI
oJHi€to i3 XBOpob, Takux SIK acTMa, XpoHiyHa 06CTpyK-
TMBHa XxBOpoba nereHb, aTepocKnepos, pesMaToig-
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HUA apTpUT, PO3CIAHUI CKMNepos, 3anarbHa KULLKOBa
xBopoba Ta ncopias.

34. Cnoci6 3r|,u,Ho 3 N.3, AKu Bigpi3HAETLCA TUM, LLO
B HbOMY R* siBnsie co6oo H.

35. Cnocib 3rigHo 3 n. 3 ﬂKMM BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® BU6MpaloTh, He3anexHo,
i3 rpynu, sika cknagaetscs i3 A), B), C), D), E) Ta l), sk
BU3Ha4eHo y n.3.

36. Cnocib 3rigHo 3 n.3, FlKMM BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® BUGMpaloTh, He3anexHo,
i3 rpynu A), ik BU3Ha4YeHo y n.3.

37. Cnocib 3rigHo 3 . 3 $|KVIVI BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® BUGMpaloTh, He3anexHo,
i3 rpynu B), sik Bu3Ha4yeHo y n.3.

38. Cnocib 3rigHo 3 . 3 $|KVIVI BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® BUGMpaloTh, He3anexHo,
i3 rpynu C), sik BU3Ha4yeHo y n.3.

39. Cnocib 3rigHo 3 . 3 FlKVIVI Bigpi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® BUGMpaloTh, He3anexHo,
i3 rpynu D), sik BU3Ha4yeHo y n.3.

40. Cnoci6 3rigHo 3 n.3, sikuii BigpPi3HAETLCA TUM, LLO
B HbOMY 3a3Ha4eHi R Ta R BubupatoTb, He3anexHo, i3
rpynu E), sk Bu3Ha4eHo y n.3.

41. Cnoci6 3rigHo 3 n. 3 ;||<|/||/| BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® BU6MpaloTh, He3anexHo,
i3 rpymu 1), sik BU3Ha4eHo y n.3.

42. Cnoci6 3rigHo 3 n.3, ;||<|/||/| BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 asoTom,
[0 SIKOro BOHW MpUEQHaHI, 3 YTBOPEHHSM reTepoLmK-
NiYHOro Kinbus, KOTPE MICTUTb NPUHAWMHI OOUH reTe-
poaTOMHWI 4rieH, TOBTO 3a3HayeHun NpuegHyBarb-
HWA  a30T, 3a3HayeHe reTepouukriyHe Kinbue
BMOMpaloTb i3 rpynu, sika cknagaeTbes i3 i) Ta ii), aK
BM3HaYeHo y n.3.

43. Cnoci6 3rigHo 3 n.3, ﬂKVIVI BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 asoTom,
00 SIKOTO BOHW NPUEAHAHI, 3 YTBOPEHHAM reTepoLmK-
NiYHOro Kinbus, KOTPe MICTUTb NPUHAWMHI OOUH reTe-
poaTOMHWI 4rieH, TOBTO 3a3HayeHun NpuegHyBarb-
HWA  a30T, 3a3HayeHe reTepouukriyHe Kinbue
BMOMpaloTh i3 rpynu i), ik BU3HAYEeHO y n.3.

44. Cnoci6 3rigHo 3 . 3 HKVIVI BiApi3HAETLCA TUM, LLO
B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 asoTom,
[0 SIKOTO BOHW NPUEAHAHI, 3 YTBOPEHHSM reTepoLmK-
NiYHOro Kinbugs, KOTPE MICTUTb NPUHANMHI OOUH reTe-
poaTOMHWI 4rieH, TOOTO 3a3HayeHun NpuegHyBarb-
HWA  a30T, 3a3HayeHe reTepouuKrliiyHe Kinbue
BMOMpaloTh i3 rpynu ii), K BU3HaA4YeHO y n.3.

45. Cnoci6 3rigHo 3 n.3, sikuii Bigpi3HAETbLCSA TVM, LLO
B HbOMY 3a3HayeHun onocepeakoBaHui LTA4H ctaH
sBMsie cobOI0 3anarneHHs, WO CnpuiMHeHe NpUHanMHI
OJHi€t0 i3 XBOPOO, TakUX Ik acTMa, XpOHi4YHa 0b6CTpykK-
TMBHa XxBopoba nereHb, aTepockrepos, peBMaToid-
HWA apTpWUT, PO3CISHUIN CKMepo3, 3ananbHa KWLIKOBa
xBopoba Ta ncopias.

46. Cnocib nikyBaHHsi, 3anobiraHHa abo iHribyBaHHs
3anarneHHs y cyb'ekTa, B sKOMy AaHOMy Cy6'ekTy BBO-
OATb TepaneBTUYHO eeKTUBHY KifbKiCTb NPUHaNMHI
onHoro LTA4H mogynsaTopa, skuin BUGuparoTb i3 cro-

nyk coopmynu (1):
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Soes

RS
N
W—N
R )
ae

X Bm6mpar0Tb i3 rpynu, Lo cknagaetbes i3 NR®, O Ta
S, ne R® sensie cobowo H a6o CHs;
Y BubupaloTh i3 rpynu, Wwo cknagaetscs i3 CH, 1a O;
Z BnbupatoTh i3 rpynu, Wo cknagaetbes i3 O Ta 38'As-
Ky;
w Bm6mpar0Tb |3 rpynM, WO CKapaeTbes i3 CHy Ta
CHR'-CH_, ne R' € H abo OH, ne R - NpuegHaHUn
BYrMeLEeBUn YNeH y 3a3HadeHin CHR'-CH, npsiMo He
NpyYeESHaHWIN 0O a30THOrO YfeHa, A0 SKOro NpueaHa-
Ha 3a3HadveHa W;
R* BMOMpaloTh i3 rpynu, wo cknagaetscs i3 H, OCHs,
Cl, F, Br, I, OH, NHz, CN, CF3 Ta CH3;
R® siBnsie coboro H abo F;i
R?taR® BUOVPalOTb, KOXHY HEe3arnexHo, i3 rpynu, sika
cknapaetbes i3 A) H, Cizankiny, CsrankeHiny, oe
BYrrfeLpb y 3a3Ha4eHOMy ankeHini, Wo npuegHaHui o
a30THOrO u4neHa, Mae nuwe npocTi 3B'A3ku, Ca.
7ankiHiny, Ae Byrneub Yy 3a3HayeHOMy arnkiHini, Lo
NpuYeaHaHWN 0O a30THOrO YfieHa, Mae nuwe NpocTi
3B'A3kM, Cs.7LuKnoarnkiny, wo €, npyu notpebi, 6eHso-
3NUTUM, Cs.7umknoankeHiny,  -CszuuknoankinCs.
7ankiny, -CizankinCs.suuknoankiny Ta deHiny, ae
KOXEH i3 3aMiCHUKIB
A) 3amiweHun, HesanexHo, 0, 1 abo 2 RQ, i KOXXHa i3
3asHaueHnx RY € 3amicHukom npuv ByrneLeBomy ure-
Hi, Wo sBnsie cobol MpUHaANMHI OAWMH BYrNeLEeBUit
YnEeH, BUNMyYEeHWI Bi 3a3HA4YEHOro a3oTHOrO YreHa;
B) samicHuka HetR?;
C) C1 7an|<|nC(O)R
CHzR abo CHzR
D) Cz.5an|<|nC(O)R, Ae [iBa BaNneHTHO Y3ro[hKeHuX
BYrneueBux uneHn y gaHomy Cy.sankini 3asHadeHoro
-C2.5ankinC(O)R* € yvactuHol HacudeHoro  Cs.
gkapbouukny;
E) -CosankinOH, ge ABa BaneHTHO Y3romKeHUX BYr-
neueBux YneHn y gaHomy Cp.sankini 3asHaveHoro -Co.
sankinOH e yacTuHo HacuyeHoro Cs.skapbouukny;
F) -Co-sankindpeHiny, e naHun geHin y 3aasHayeHoMy
-Co4ankindeHini € 3nMTMM no OBOX CyCIJ:l,HIX Byrneue-
BMX YJleHax y 3a3HavyeHoMy cpeHini 3 R', a6o € GeHso-
3MUTUM;
G) -Co.4an|<inAr6, ne Ar® aBrsie coBol 6-uneHHWiA
retepoapwrn, LWo Mae TOYKY NPUEOHAHHS BYTNeLeBoro
yneHa i mae ogmH abo aBa -N= retepoaToMHUX yne-
HW, Ta € OEH303NNTUM;
H) -C2.5aJ'IKiJ'IAr5, ae Ar® aBrsie coBo 5-urneHHMit
rerepoapwn, WO Mae OAWH FeTepOaTOMHWUA YrleH,
KOTpWiA BI/I6VIpa€TbC$I i3 rpynu, sika cknagaetscs i3 O,
S ta >NR", i mae 0 a6o 1 -N= [0OaTKOBUI reTepo-
aTOMHUWI YNEH, WO MiCTUTb, Npu notpebi, ABi kapbo-
HiNbHI rpynu, Ta €, Npy NoTpe6i, 6eH303NTUM,
1) -C1.4an|<inAr5, ne Ar® aBrsie cobo 5-4neHHun re-
Tepoapwn, Wwo MiCTUTb 3 abo 4 a30THI YneHn, KoTpi
3amilLieHi, npyu noTpeoi, RY, i MaloTb BaneHTHO Y3ro-
DPKEHUI CalT sIK TOYKY NPUEOHaHHS;

3amilleHoro, npu notpeodi,
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J) -Co4anKinAr6'6, ne Ar%®  arse coBowo Co.
4ankinnpueaHaHMn dexin, 3NUTUIM No BaneHTHO Y3ro-
OXXKeHUX canTax 3 6-4neHHUM reTepoapurioM, de 3a-
3HaYeHUN 6-4neHHWI reTepoapun Mae oguH abo Aga
-N= reTepoaTOMHMX UreHN;

K) —CosankinAr®®, ne Ar®° sense coBowo Co.
sankinnpuegHaHvn cbeHm, 3MUTUIA MO BaneHTHO Y3ro-
OXXeHUX cantax 3 5-4neHHMM reTepoapurioM, 3asHa-
YEHUN S5-4YneHHW retepoapun mMae oauH retepoaTo-
MHWA  4YneH, LWo BM6VIpa€TbC$I i3 rpynu, sKa
cknagaetbea i3 O, S Ta >NRY, i 3asHauenun 5-
yneHHu retepoapun mae 0 abo 1 AoJaTKOBUN reTe-
pOaTOMHWIA YNeH, KOTpui SBNse coboto -N=; Ta

L) opHiei cnonmykm i3 2-(4-eTundpeHokcu)-
6eH3oTiasony, 2-(4-etundeHokcn)-6eH3ookcasony Ta
2-(4-etundpeHokcu)-1H-6eH3oimigasony;

M) SO,C14ankiny;

sk anbTepHaTMBa, R? Ta R® 6epyTh pasom 3 azoTom,
[0 SIKOro BOHW NpUEQHaHI, 3 YTBOPEHHAM reTepoLmK-
NiYHOro KinbLs, KOTPEe MICTUTb NPUHAWMHI OOWH reTe-
poaTOMHWI 4reH, ToBTO 3a3HayeHun npuegHyBarnb-
HAA @30T, 3a3HayeHe TreTepouyKIliyHe  KinbLe
BMOMpaloTb i3 rpynu, sika CKNnagaeTbes i3

i) 4-7-4neHHOro reTepoLMKNiYHOro KinbLs HetR®, 3a-
3HayeHe 4-7-4neHHe reTepounknivyHe Kinbue HetR
Mae OAMH reTepoaToMHWUM 4YneH, TOBTO 3a3HadeHun
npueaHyBanbHUA a3oT, i 3amiweHe 0, 1 abo 2 3amic-
HVYKaMm No TMM camvM abo Mo Pi3HUM 3aMiCHUM une-
HaM, 3a3HayeHi 3aMICHVIKM BVI6VIpaIOTbC$| i3 rpyny, Aka
cknagaeTbes i3 -R”, -CN, -C(O)RY, -Co. 4an|<|r|COZR

Co. 4ar||<|r|C(O)COzR -Co4ankinOR”, -Co
sankinC O)NR R%, -Co. 4an|<|nNRYC(O)R -
C(O)NR OR -Co ,ankinNRYC( ‘)CHZC(O RY, -Co.

sankinNR”" COZR -Co-4an|<|r|NR C(O)NR R -Co.

4anK|nNRYC(S)NR RZ, -NR'C(0)CO:R", -NR'R?, -Co.
sankinNR"YSO.R", 1 3-,u.|/|r|,qp0|Hnon-2 oH-1-iny, 1,3-
,D,I/IFI,D,p06eH3OIMI,D,a3OJ'I -2-0H-1-iny, TeTtpason-5- |ny 1-
RY-1H- -TeTpason-5-iny, Y-Tpl/lasonu'ly, 2-R’-2H-
TeTpasorn-5-iny, niponiguH-2-TioH- 1 -iny, nlnepmp,MH -2-

TioH-1- |r|y, -Co. 4anK|nC(O)N(R )(SO2RY), -Co.
4ar||<|r|N(R )(SO2NR'RY, -Co-
sankinN(R )(SOZ)NRYCOZR rano,

/CN /CN /CN

/OH

\)\/

ii) 5-7-qneHHoro reTepoLMKiYHOro Kinbusa HetR®, 3a-
3HaueHe reTepouuKniyHe Kinble HetR® mae oauH
[0oOaTKOBUA FeTepoaTOMHUA YreH, BiJOKpemneHun
Bif, 3a3HA4YEHOro NpPUEAHYBANbHOIO a30Ty MPUHAAMHI
OLHUM BYrNeELEBMM YNEHOM, 3a3Ha4YeHU 404AaTKOBUIA
reTepoaToOMHUN  YreH Bm6mpaeTbC$| i3 rpynu, wo
cknagaeTbes i3 O, S(=0)o2 Ta >NRY, 3asHaueHe 5-7-
UYrieHHe reTepoumkniyHe Kinbue HetR mae 0 abo 1
KapOOHiINbHWIA YneH, i 3amiweHe 0, 1 abo 2 3amicHu-
KaMmy no TuM cammm abo No Pi3HUM 3aMiCHUM udne-
HaM, 3a3Ha4deHi 3aMICHVIKVI BVI6M88POTbC$| i3 rpynu, FlKa
CKnapaeTLea i3 -C(O)R", -CO2R", -C34ankinCOzR" Ta
R%

i) ogHiel cnonykwu i3 imigasoniguh-1-iny, 2-imigasonin-
1-iny, nipason-1-iny, imigason-1-iny, 2H-teTpason-2-

Ta
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iny, 1H-tetpason-1-iny, nipon-1-iny, 2-niponiH-1-iny
Ta 3-niponiH-1-iny, Ae KOXHa i3 3a3HavyeHux Cnonyk
2H-teTpason-2-iny Ta 1H-TeTpason-1-iny 3amiweHa
Mo TOMy camoMy BYrneLeBOMy uneHy 0 a6o 1 -Co.
sankinR®, -Co. 4ar||<|r|SR -Co4ankinCOzR" Ta 3amic-
Hukom HetR?;

iv) ogHiel CI'IOJ'IyKI/I i3 1,2,3,4-TeTparigpoxiHoniH-1-iny,
1,2,3,4-TeTparigpoi3oxiHoniH-2-iny, iHgon-1-iny, i30-
iHoon-2-iny, iHgonin-1-iny, ©eHsimigason-1-iny, 2,8-
Aiasacnipo[4.5]aexaH-1-0H-8-iny, 4-{[(2-TpeT-
OyTokcrkapboHinamiHoumknobyTaHkapOoHin)-amiHo]-
MeTum}-ninepuanH-1-iny, 4-{[(2-
amiHoumknobyTaHkapOoHin)-amiHo]-meTnn}-
ninepuavH-1-iny, 3,9-piasacnipo[5.5]yHaekan-3-
kapboHoBa kucnoTa-9-in TpeT-6yTunoBoro egipy, 4-
okco-1-eHin-1,3,8-Tpuasacnipo[4.5]aek-8-iny, ta 4-
okco-1,3,8-Tpuasacnipo[4.5]aek-8-iny;

ae

3amicHVK HetR® aBnsie coboto 4-7-uneHHe retepoum-
KniyHe Kinbue, WO Mae TOYKy NpuedHaHHs Byrneue-
BOTO YnieHa Ta MicTUTb uneH >NRY sik retepoaToMHUi
uneH, i 3a3Ha4YeHun reTepoaToMHUN YneH BiLOKpeM-
NeHWn BiA 3a3HavYeHol TOYKM NpUEaHaHHS BYyrneLeBo-
ro YneHa NPMHanMHiI OOHUM OOAATKOBMM BYIIeLEeBUM
HIeHOM;

R BuGMpatoTh i3 rpynu, sika Cknapaetbes i3 H, -Ci.
sankiny, -CosankinR™, KoXeH i3 AKX 3aMileHuni, npu
n0Tpe6| 1, 2 a6o 3 3amicHukamm R";

R B|/|6V|par0Tb i3 rpynu, sika cknapaeTbest i3 -COzR®
Ta -C(O)NR°R?®;

R™ BuGupaioTs i3 rpynu, sika cknagaetbes i3 R%,

gon-7-iny, -SOzR -Cs. 4anK|nCOR -COzR -
C(0)Cq 4ar||<|r|OR -Co.4anK|nC(O)NR RS, Co-
,ankinC(0)CO2R", 1,3-avriapoiHaon-2-ox-1-iny, 1,3-

,D,VIFI,D,pO6eH30IMIJJ,a3OJ'I -2-0H-1-iny, Tetpason-5- uy 1-
RY-1H- -TeTpason-5-iny, Y-Tp|/|a3or|| \)/ 2- R -2H-
TeTpason-5-iny Ta -Co4ankinC(O)N(R")(SO2RY), ko-
XeH i3 Akux 3amiweHni, npy notpebi, 1, 2 abo 3 3a-
MiCHUKaMun RN;

RN BuBuMpaloTh i3 rpynu, sika cknapaeTbes i3 OCHa,
Cl, F, Br, I, OH, NHz, CN, CF3, CHs;, OC(O)CH3 Ta
NO,;

RP B|/|6V|par0Tb i3 Eynm fika cknapaetbes i3 R, -Co.
,ankinoRY, -C12ankinCOzR”, -Cs.
zaJ'IKIJ'ICONR R® IH,EI,OJ'I -7-iny Ta -SO2Cq4ankiny;

R® BUGMpaIoTh i3 rpynu, sika cknagaeTbes i3 hTopo,
xropo, 6pomo, nopo, TpudpTopomeTuny, TPUXI0pO-

Memny,y -CN, -C1.42U'IKIJ'Iy, -C04anK|nR -Co-
sankinR™ -Co.46]'IKIJ'IOR -Co4ankinCO,R" , -Co.
4ar||<|nNR R? , -CManKinNRYCORY, -Co.
4anKinNRYCONRYRZ, -Co4ankinNRYSO,R" T1a -Co.
4anKinSRY;

RS 1a R® BUOUpaloTb, HEe3amnexHo, i3 rpynu, sika
cknagaetbes i3 H, -Cqqankiny ta -Co4ankindeniny;
sk anbTepHaTuea, R® Ta R® GepyTb pasom 3 a30THMM
uYneHoM, [0 SIKOro MpueaHaHi 3asHaveri R® Ta RS,
YTBOPEHHSAM 4-7-4NIEHHOro reTepoLMKITiYHOro KIJ‘IbLl,FI
wo mae 0 abo 1 goaaTKOBUIA reTepOaTOMHUIA YIeH,
KOTpUiA Bm6mpar0Tb i3 rpynu, sika cknagaetecs i3 O, S
Ta >NR”, 3a yMOBM, 1|0 3a3HaueHUi1 JOAATKOBUI re-
TEpOaTOMHWUIA YNeH BiOOKPEMIEHUA NpuHaWMHI ABO-
Ma BYrfeLeBMMU YneHamm Big 383Ha4EHOro asoTHOro
yrieHa, 4o siKoro npme,u,HaHl 3asHaueHi R® Ta R, i, 3a
YMOBM, LU0, KOS R aensie coboto Co. 4aJ'||<|J'|RAr RAT
HE € 3aMilleHnUM R
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RY BMOMpaloTb i3 rpynu, sika CKNagaeTbes i3 RY 1a -
03 7LMKNoankiny;

R* Bm6mpar0Tb i3 rpynu, sika CKNafaeTLca i3 -OR”,
NR R?, -C14ankiny Ta -Co4ankinR™";

RY Bm6mparoTb i3 rpyni, sika CKiapaeTbes i3 H, -Ci.
sankiny, -Co4ankinR™ 1a -Co4ankinR™, koxeH i3 AKVX
3aM|u.|.eva1 npuv noTpeoi, 1, 2 abo 3 SaMICHI/IKaMVI RN
R” Bm6mpar0Tb i3 rpynu, fka | CKNanaeTbes i3 R, -Cz
4ankinoRrY, -C; zaJ'IKIJ'I002R -Cq zaJ'IKIJ'IC(O)NR R®
Ta -Co. 4anK|r|NR RS

KOJ‘IM RY ta R? npuegHaHi 4O a3oTHOro qneHa RY 1a
R? BMOMpalTb ;||< BmsHaquo BuLle, a6o R? Ta R?
GepyTb pasom 3 R'- Ta R%-, 140 NpueHaHi [0 a30THO-
rO 4nea, 3 yTBOPEHHsM 4 7-4NEeHHOro reTepoLmKiy-
HOrO Kinbus HetR wo mae 0 abo 1 goaaTkoBuK re-
TEPOaTOMHUIA YreH, KOTpU BVI6VIpa}OTb i3 rpynu, sika
cknagaetbea i3 O, S Ta >NR 3a3HaudeHe 4-7-4reHHe
reTepouuknivyHe Kinbue HetR® mae 0 aGo 1 KapboHi-
NbHWIA YIeH, | 3a3HaveHe 4-7-uneHHe reTepouuknivyHe
Kinbue HetR® mae 0 abo 1 BaneHTHO ,qosBoneHvu/l
BYITELEBUIA YIEH, SaMILLl,eHI/IVI npuHaiiMHi opricto RY,
-CO2H Ta -Co1ankinOR";

RY sBnsic cobolo CKNagoBy 3 TOUKOIO MPUEAHAHHS
BYIIELEBOro uneHa, i 3asHadveHy cknagosy Bubupa-
I0Tb i3 rpynu, WO BKMOYaE deHin, nipyavn, nipumignn
Ta Nipa3uHin, e KOXeH BaneHTHO Y3roMKeHUn Byrne-
LeBWI YNeH Y KOXHIiM i3 3a3HayeHuX CKrnagoBuX 3a-
MIIJJ,EHVIVI HesanemHo npvHanMHi ogHum i3 0, 1, 2
a603R i0a6o 1R

R sBnsie coGolo 3- 8 -4fieHHe Kinbue, wo mae 0, 1
abo 2 reTepoaTOMHWUX YfieHW, KOTpi Bm6mpar0Tb i3
rpynu, sika cknagaetbes i3 O, S, N T1a >NRY, wo mae
0, 1 abo 2 HeHacun4eHux 3B'A3kn, Mae 0 abo 1 kapbo-
HIMbHWIA YneH, e KOXEH BaneHTHO Y3ropKeHUn YneH
Yy KOXHOMY i3 3a3HaYEeHMX Kineub 3aMilleHun, Hesa-
nexHo, 0, 1 a6o 2 R;

Ta

R" sBnsie coGoro niHiHy 3-5-4neHHy BYrneBOAHEBY
cknagosy, Wwo mae 0 abo 1 HeHacnueHui 3B'A30K BYT-
neupb-Byrneub, i Mae 0 abo 1 kKapbOHINbHUIA YneH;

abo ix eHaHTiOMepiB, AiacTepeomepiB, palemaris,
TayToMepiB, rigpaTi, conbBatiB abo dhapmaLeBTU4HO
NPUAHATHUX conen, edpipiB un amigis.

47. Cnocib 3FI,D,H0 3 M.46, Sknin BiAPI3HAETLCA TUM,
LLIO B HbOMY R* siensie co6oio H.

48. Cnoci6 3rigHo 3 n.46, 9||<|/||/| BiApPi3HAETLCA TUM,
L0 B HBOMY 3a3HaueHi R2 Ta R® BUGMpatoTh, Hesare-
XHO, i3 rpynu, sika cknagaetbces i3 A), B), C), D), E) ta
1), K BU3Ha4eHo y n.46.

49. Cnoci6 3rigHo 3 n. 46 $u<|/||/| BiApPIi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynun A), Sk BU3HayeHo y n.46.

50. Cnoci6 3rigHo 3 . 46 $u<v||/| BiApPi3HAETLCA TUM,
L|o B HbOMY 3a3HaueHi R Ta R® BuGMpatoTh, Hesarne-
XHO, i3 rpynu B), sik BU3HayeHo y n.46.

51. Cnoci6 3rigHo 3 . 46 FIKI/IVI BiApPi3HAETLCA TUM,
L|o B HbOMY 3a3HaueHi R Ta R® BuGupatoTh, Hesarne-
XHO, i3 rpynu C), sik BU3Ha4eHo y n.46.

52. Cnoci6b 3rigHo 3 . 46 FIKI/IVI BiApPI3HAETLCA TUM,
L|o B HbOMY 3a3HaueHi R Ta R® BuGMpatoTh, Hesane-
XHO, i3 rpynu D), sik BU3Ha4eHo y n.46.

53. Cnocib 3rigHo 3 . 46 FIKI/IVI BiApPI3HAETLCA TUM,
L|o B HbOMY 3a3HaueHi R Ta R® BuGMpatoTh, Hesane-
XHO, i3 rpynu E), sik BU3HayeHo y n.46.
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54. Cnoci6 3rigHo 3 n. 46 ﬂKI/II/I BiAPI3HAETLCA TUM,
L|o B HbOMY 3a3HaueHi R Ta R® BuGMpatoTh, Hesane-
XHO, i3 rpynu I), ik BU3Ha4YeHo y n.46.

55. Cnoci6 3rigHo 3 n. 46 FlKI/II/I BiAPI3HAETLCA TUM,
|0 B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 aso-
TOM, OO SIKOTO BOHW MPUEAHAHi, 3 YTBOPEHHAM reTe-
POLMKIIYHOrO KiNnbLsl, KOTPEe MiCTUTb NPUHANMHI OaUH
reTepoaToMHWI 4neH, TO6TO 3a3HayeHun npuegHy-
BanbHUM a30T, 3asHayeHe reTepoumKmivyHe Kinbue
BMOMpaloThb i3 rpynu, fka cknagaeTbes i3 i) Ta ii), aK
BU3HaYeHo y n.46.

56. Cnoci6 3rigHo 3 n. 46 FlKVII/I BiApPI3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 azo-
TOM, OO SIKOTO BOHW MPUEAHAHi, 3 YTBOPEHHAM reTe-
POLMKIIYHOrO KiNbLsl, KOTPE MICTUTb NPUHANMHI OaUH
reTepoaToMHWI 4neH, TOOTO 3a3HayeHun npueaHy-
BanbHUM a30T, 3asHayeHe reTepoumKrivyHe Kinbue
BMOMpaloTh i3 rpynu i), ik BU3Ha4YeHo y n.46.

57. Cnoci6 3rigHo 3 n. 46 FlKVIVI BiApPI3HAETLCA TUM,
1o B HbOMY 3a3HaueHi R° Ta R® 6epyTb pa3om 3 aso-
TOM, OO SIKOTO BOHW MPWEAHAHi, 3 YTBOPEHHSM reTe-
POUMKMIYHOrO KiNnbLsi, KOTPE MICTUTb NPUHANMHI OAWH
reTepoaToMHUA 4rneH, TOOTO 3asHaveHu’ npuegHy-
BanbHWMN a30T, 3asHayeHe reTepouunkniyHe Kinbue
BMOMpaloTb i3 rpynu ii), Ik BU3HayeHo y n.46.

58. Cnocib 3rigHo 3 n.46, skui BigpPI3HAETLCA TUM,
WO B HbOMY 3a3HadyeHwun onocepeakoBaHu LTA4H
CTaH fABnsie cobol0 3ananeHHs, Lo CnpuYvMHeHe npu-
HaiMHI OfHi€l0 i3 XBOPOO, Takmx sik acTMa, XpOHiYHa
0o6CTpyKTNBHa xBOpoba nereHb, aTepocKrepos, pes-
MaToigHWA apTpuUT, PO3CIAHMN CKMepos3, 3ananbHa
KuLKOBa xBopoba Ta ncopias.

59. Cnocib 3rigHo 3 n.46, Skui BigpPI3HAETbCA TUM,
WO B HbOMY 3a3HadeHun npuHavmHi oauH LTA4H
MOoAynATop ABnse cobol0 0OQHY i3 HACTYMHUX CMOMYK:
2-[4-(2-ninepnanH-1-ineTokcm)-cpeHokeu]-
©eH300Kcasornm;
(1-{2-[4-(6eH300KCa30n-2-inoKcK)-geHoKci|eTnn}-
ninepuanH-4-in)-meTtaHorn;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHoKci]-eTun}-
ninepuanH-4-on;
{2-[4-(6eH300KCa30m-2-inoKkcK)-heHOKCI]-eTnn}-
anbyTunamiu;
(1-{2-[4-(6eH300KCa30m-2-inokcn)-heHoKCi]-eTnmn}-
ninepuanH-2-in)-meTaHorn;
1-{3-[4-(6eH300KCca30n-2-inokcu)-cheHokcm]-nponin}-4-
deHinninepnanH-4-on;
1-{3-[4-(6eH300KCa30n-2-inokcn)-cheHokcum]-nponin}-4-
©eH3unninepnanH-4-or;
2-[4-(2-ninepnanH-1-ineTnn)-deHokcu]-
OEeH300KCa30JT;
{3-[4-(6eH300KCa30M-2-iN0KCHW)-heHin]-nponin}-
LMKrorekcuneTunamin;
1-{3-[4-(6eH300KCa30n-2-inokcu)-cheHoKeu]-nponin}-
ninepuanH-4-on;

1-{3-[4-(6eH300KCa30M-2-iNn0oKCH )-cheHokeu]-2-
rigpokcunponin}-4-ceHinninepuanH-4-on;
1-[2-(4-6eH300KCca30n-2-inmeTundeHokci)-etun]-
ninepnanH-4-kapOoHOBa K1CMnoTa, eTUNoBUIA eqip;
2-[4-(2-niponianH-1-ineTokcu)-ceHokeu]-
DOEeH300KCa30/T;
{3-[4-(6eH300KCa30M-2-in0oKCK)-heHokeu]-nponiny-
aMmeTunamin;
{2-[4-(6eH300KCa30mM-2-inokcn)-heHoKCI]-eTnn}-
aumeTunamii Ta
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2-[4-(2-a3enaH-1-ineTokcu)-cpeHokcu]-6eH3ookcason.
60. Cnoci6 3rigHO 3 N.46, KM BiAPI3HAETLCA TUM,
WO B HbOMY 3as3HavyeHwn npuvHanWMHi oamH LTA4H
MoaynATop ABNsie coboto 0AHY i3 HACTYMHUX CMOMYK:
1-{2-[4-(6eH300KCca3on-2-inokcn)-heHokci]-eTun}-4-
eHinninepnanH-4-on;
{2-[4-(6eH300KCa30mM-2-inokcn)-heHoKCI]-eTnn}-
LMKriorekcuneTunamin;
2-{4-[2-(2-eTunninepnamH-1-in)-eTokcu]-peHokcu}-
©eH300Kcasorm;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTun}-4-
deHinninepnanH-4-kapboHiTpur;
1-(1-{2-[4-(6eH300KCa30M-2-iN0oKCK )-cheHOoKCi]-eTnn}-4-
deHinninepuauH-4-in)-eTaHor,
2-{4-[2-(4-meTunninepnauH-1-in)-etokcu]-beHokcu}-
OEeH300KCa30rT;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTnn}-4-(4-
xrnopodpeHin)-ninepuanH-4-on;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTnn}-4-(4-
©pomodbeHin)-ninepuanH-4-or;
1-{2-[4-(6eH300KCca30n-2-inokcn)-eHokci]-eTnn}-4-(4-
xnopo-3-TpudTopomeTundeHin)-ninepnanH-4-on;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTnn}-4-
OeH3unninepnanH-4-or;
{2-[4-(6eH300KCa30mM-2-inoKkcK)-heHOKCI]-eTnn}-
LMKIorekcunMeTunamMiy ta
{2-[4-(6eH300KCa30m-2-inoKcK)-heHOKCI]-eTnn}-
LmKnonponinMeTunnponinamiH.

61. Cnoci6 3rigHO 3 N.46, sk BiAPI3HAETLCA TUM,
WO B HbOMY 3a3HadyeHun npuHaMHi oguH LTA4H
MoZynATop ABnsie cobolo OgHY i3 HACTYMHUX CMOMYK:
{2-[4-(6eH300KCa30mM-2-inoKcK)-heHOKCI]-eTnn}-
OyTuneTunamin;
2-({2-[4-(6eH300kca3on-2-inokcu)-geHokci]-eTnn}-
OeH3unamiHo)-eTaHor;
2-{4-[2[(4-6eH3nnninepuauH-1-in)-eTokcu]-beHokcn}-
DOEeH300KCas30JT;
(1-{2-[4-(6eH300KCa30m-2-inoKCK)-heHOKCI]-eTn}-
ninepnanH-3-in)-meTaHon;
2-({2-[4-(6eH300kca3on-2-inokcu)-geHokci]-eTnn}-
nponinamiHo)-eTaHor;
2-[4-(2-a3eTnamnH-1-ineTokcm)-cpeHokeu]-
DOEeH300KCcas30IT;
N-(1-{2-[4-(6eH300KCa30M-2-inokcu)-cheHoKci]-eTnr}-
ninepnanH-4-in)-2-ceHinauetamia;
1-{2-[4-(6eH300KCa30n-2-inokcn)-heHoKci]-eTnn}-
ninepnanH-3-kapboHoBa k1cnoTa, eTnnoBui edip;
2-{4-[3-(4-beHinninepuamH-1-in)-nponokcu]-
deHokcm}-6eH300Kcasorn;
1-{2-[4-(6eH300KCa30M-2-inokcn)-heHin]-eTnn}-4-
deHinninepuanH-4-on;
{2-[4-(6eH300kCa3011-2-inoKCcH)-heHIn]-eTnr}-
LMKIorekcuneTunamiy;
2-[4-(2-niponignH-1-ineTnn)-geHokcun]-6eH300Kca3on
Ta
2-[4-(2-a3enaH-1-ineTun)-geHokcn]-6eH300Kca3on.
62. Cnoci6 3rigHO 3 N.46, sk BiAPI3HAETLCA TUM,
WO B HbOMY 3a3HayeHuin npuHarMHi oauH LTA4H
MoaynATop ABnsie cob0t0 OAHY i3 HACTYMHUX CMNOMYK:
{2-[4-(6eH300kCca3011-2-inoKCcH)-heHin]-eTnr}-
uuknonponinMeTunnponinamiH,;
{2-[4-(6eH300kCa30/1-2-inoKCcK)-heHin]-eTnr}-
anbyTunamin;
1-{2-[4-(6eH300Kca3on-2-inokcu)-geHin]-etnn}-
ninepuvavH-4-on;
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1-{2-[4-(6eH300Kca3on-2-inokcn)-geHin]-etTnn}-
ninepnanH-4-kapOoHoBa K1cnoTa, MeTunoBui eqgip;
1-{3-[4-(6eH300KCca30n-2-inokcu)-theHin]-nponin}-4-
deHinninepuanH-4-on;
2-[4-(3-ninepuauH-1-innponin)-geHokcu]-
DOeH300KCcas30IJT;
{3-[4-(6eH300KCa30mM-2-inokcu)-deHin]-nponiny-
anbyTunamin;
{3-[4-(6eH300KCa30mMn-2-inokcu)-derin]-nponin}-
uuknonponinMeTunnponinamiH;
1-[4-(6eH300KCa30m-2-inokem )-peHokeu]-3-niponignH-
1-innponaH-2-on;
1-[2-(4-6eH300KCa30M-2-iNMeTUNdEHOKCI )-eTWI]-4-
deHinninepuavH-4-on;
1-[2-(4-6eH300KCa30M-2-iNMETUNEHOKCI )-eTWI]-
ninepnanH-4-kapboHOBa KMCMOTa, amif,;
2-[4-(2-mopdboniH-4-ineTokcu)-cpbeHokeu]-
6eH3oo0kcason Ta
{2-[4-(6eH300KCa30mM-2-inoKkcn)-heHoKci]-eTnn}-
aietunamin.

63. Cnocib 3rigHo 3 n.46, skui BiAPI3HAETLCA TUM,
WO B HbOMY 3as3HadeHun npuHarMHi oauH LTA4H
MoaynsATop sBnsie coboto OAHY i3 HACTYMHUX CNOMYK:
{2-[4-(6-xnopobeH3oTiazon-2-inokcn)-eHoKci]-eTnm}-
aietunamin;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHoKci]-eTnr}-
ninepuavH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHoKci]-eTnr}-
ninepnanH-4-kap6oHOBa KMCNoTa, eTUNoBuin edip;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHokci]-eTnr}-
ninepnanH-4-kapboHOBa KNCMOTa;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-peHokcil-eTnn}-
ninepnanH-4-in)-niponignH-1-inMeTaHoH;
3-[(1-{2-[4-(6beH30Tiazon-2-inokcu)-deHoKci]-eTnm}-
ninepnanH-4-kapboHin)-amiHo]-NponioHoOBa  KUCoTa,
eTunosun edip;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTur}-
ninepnanH-4-kap6boHoOBa KMCNOTa, amif;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHokcil-eTun}-
ninepuanH-4-in)-niponianH-2-oH;
1’-{2-[4-(6eH30oTia3on-2-inokcu)-heHokci]-eTun}-
[1,4]6ininepuanHin-2-oH;
8-{2-[4-(6eH30Tiazon-2-inokcu)-deHokcil-etun}-2,8-
Aiasa-cnipo[4.5]aekaH-1-0H;
2-[4-(3-niponiguH-1-in-nponokcu)-cgeHokcu]-
©eH3oTiasorn;
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
LMKIorekcuneTunamin;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepuanH-3-kapboHoBa K1CNoTa, amiz;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etnn}-
ninepnanH-4-in)-3-metun-1,3-gurinpobeH3oimigason-
2-OH;

1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepuanH-4-kapboHoBa k1cnota, MeTunosui edip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
ninepnauH-4-in)-(4-metunninepasuH-1-in)-mMeTaHoH,;
1-[2-(4-6eH30Tia3on-2-inmeTundeHoKci )-eTun]-
ninepuanH-4-kapboHoBa k1cnota, MeTunosui edip;
3-({2-[4-(6eH30oTia3on-2-inokcn)-heHokKci]-eTun}-
LMKnonponinamiHo)-nponioHoBa KUCIoTa;
{2-[4-(6eH30Tia3on-2-inokcu)-eHokci]-eTun}-
aMmeTunamin;
2-[4-(2-niponianH-1-ineTokcu)-eHokeu]-6eH3oTiason;
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{3-[4-(6eH30Tiason-2-inokcu)-deHokeu]-nponiny-
OMMeTUnamin;
2-[4-(2-a3enaH-1-ineTokcun)-heHokcu]-6eH3oTias3on;
2-[4-(2-a3enaH-1-ineTokcn)-peHokcu]-6-
MeToKcnbeH3oTiasorn;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokci]-eTun}-4-
eHinninepnanH-4-on;
{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTun}-
LMKriorekcuneTunamiy;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokcil-etnn}-4-(4-
xrnopodpeHin)-ninepuann-4-on;
{2-[4-(6eH30Tia3on-2-inokcu)-eHoKci]-eTun}-
anbyTunamin;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokcil-eTnn}-4-(4-
6pomodeHin)-ninepnanH-4-or;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokcil-etnn}-4-(4-
xnopo-3-TpudTopomeTundeHin)-ninepuanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-eTnn}-4-
©eH3unninepnanH-4-or;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-heHokci]-eTun}-
[1,4']6ininepuauH;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-4-in)-meTtaHon;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHokcil-eTnn}-
ninepnanH-4-in)-2-cbeHinaueramig;
2-(4-{2-[4-(2-mopdboniH-4-ineTun)-ninepasuH-1-in]-
eTokcu}-cpeHokcn)-6eHsoTiazorn;
2-(4-{2-[4-(2-mopdboniH-4-ineTun)-ninepasuH-1-in]-
eTun}-geHokcm)-6eH30Tiasorn;
1-{3-[4-(6eH30Tiazon-2-inokcu)-cgeHokcu]-nponin}-4-
deHinninepnanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHinl-etun}-4-
deHinninepnanH-4-on;
2-[4-(2-niponianH-1-inetnn)-deHokcun]-0eHs3oTiazon;
2-[4-(2-a3enaH-1-inetun)-ceHokcn]-6eH3oTiazon;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
LumknonponinMeTunnponinamiH;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
onbyTunamix;
2-[4-(2-ninepnanH-1-inetnn)-deHokcu]-0eHs3oTiazon;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepuavH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-4-kapboHoBa K1cnoTa, amig,;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-3-kapboHoBa K1cnoTa, eTnnoBu edip;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-4-
deHinninepuanH-4-kapboHoBa  kUcnoTta, E€TUNOBUIA
edip;
(1-{2-[4-(OeH30Tiazon-2-inokcu)-eHin]-etun}-
ninepnanH-4-in)-ouTtoBa K1cnoTa, eTurnoBun eqip;
1-(1-{2-[4-(©eH30Tia3on-2-inokcu)-peHin}-etnn}-
ninepnanH-4-in)-1,3-gurigpoinoon-2-oH;
1-(1-{2-[4-(©eH30Tia30n-2-inokcu)-peHin}-etnn}-
ninepnanH-4-in)-niponignH-2-oH;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepnanH-4-in)-2-ceHinauetamia;
8-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-2,8-
Aiasacnipo[4.5]aekaH-1-0H;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTur}-
ninepuavH-3-on;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTur}-
ninepnanH-4-kap6oHOBa KMCNoTa, eTUNoBuin eqip;
1’-{2-[4-(6eH30Tia3on-2-inokcn)-ceHin]-eTnn}-
[1,4]6ininepuauH;

87986 30

2-{4-[2-(4-meTunninepasuH-1-in)-eTun]-ceHokcu}-
©eH3oTiasorn;
2-(4-{2-[4-(1-6eH3un-1H-TeTpason-5-in)-ninepuanH-1-
in]-eTokcu}-cpeHokcn)-6eH3oTiazon;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-heHin]-etnn]-
ninepnanH-4-kap6oHin)-ninepasvH-1-kapboHoBa  KuC-
nota, TpeT-0yTunoBui edip;
1-[2-(4-6eH30Tiazon-2-inmeTun-cheHokci )-eTnn]-
ninepnanH-4-kap6oHOBa KMCNOTa, amig;
1-{1-[2-(4-6eH30Tia3on-2-inMeTnndeHoKci)-eTnn]-
ninepnanH-4-in}-niponiguH-2-oH;
1-[4-(1-{2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
ninepnanH-4-kap6oHin)-ninepasvH-1-in]-eTaHoH;
1-{2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTmn}-
ninepnanH-4-kap6oHOBa KNCMOTa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHokcil-eTun}-
ninepuanH-4-in)-niponiguH-2-TioH;
2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokci]-eTnn}-
ninepasuH-1-in)-etaHon;
2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-geHokci]-eTnn}-
ninepasuH-1-in)-1-niponiguH-1-inetaHoH;
2-(4-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTun}-
ninepasuH-1-in)-1-mopdoniH-4-ineTaHoH,;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepmanH-3-kapboHoBa KNCMOTa;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepuanH-2-kapboHOBa KUCMOTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
ninepuanH-3-in)-ouToBa KMCNOTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-ouToBa K1cnoTa, eTUNoBuIn eqip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-kapbamiHosa Kucnota, TpeT-
OyTunoBui edip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-ouToBa KUCNoTa;
(1-{2-[4-(6eH30Tia3on-2-inokcm)-eHin]-etun}-
ninepuanH-3-in)-meTaHon;
({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
LMKIiorekcunamiHo)-ouToBa  KMCnoTta, MEeTUIIOBUN
edip;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepasuH-1-in)-oUToBa KACMOTAa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTnn}-
ninepnanH-4-in)-5-okconiponiguH-2-kapboHoBa  Knc-
nota, eTnnosun edip;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTnn}-
ninepnanH-4-in)-5-okconiponiguH-2-kapboHoBa  Knc-
nota;
4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-heHokci]-eTnn}-
ninepasuH-1-in)-ceHon;
N-(1-{2-[4-(©eH30Tia3on-2-inokcu)-eHokcil-eTun}-
ninepnanH-4-in)-4-xnopo-N-
uuknonponinéeHsoncynbgoHamiz;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-eHokci]-eTun}-
LMKNONponinIMeTUNamiHo )-NpornioHoBa KUCOoTa;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-eHokci]-eTun}-
ionponinamiHo)-nNponioHoBa KUCoTa;
1-{2-[4-(6eH30Tia3on-2-inokcu)-heHoKci]-eTnr}-
ninepuanH-4-inami;
3-[{2-[4-(6eH3oTiazon-2-inokcu)-geHokci]-eTnmn}-(1-
MeTunninepuanH-4-in)-amiHo]-NnponioHoBa KMCoTa;
3-({2-[4-(6eHz0Tia3on-2-inokcm)-eHokcil-eTun}-
6eH3nnamiHo)-NponioHoBa KMUCIoTa;
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3-((1-aueTunninepnamnn-4-in)-{2-[4-(6eHsoTiazon-2-
inokcu)-geHoKci]-eTun}-amiHo)-NponioHoBa KMCNoTa;
4-(1-{2-[4-(©eH30Tia3on-2-inokcm)-gdeHokcil-eTun}-1H-
TeTpa3son-5-in)-ninepnanH-1-kap6oHoBa K1crnoTa,
TpeT-0yTunosui edip;
3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
LMKnonponinamiHo)-nponioHoBa KUCoTa;
3-((1-aueTunninepunamnn-4-in)-{2-[4-(6eH3oTia3on-2-
inokcu)-geHin]-eTnn}-amiHo)-nponioHoBa KNCNoTa;
3-[{2-[4-(6eH30oTia3on-2-inokcn)-derin]-etnn}-(1-
MeTunninepuanH-4-in)-amiHo]-nponioHoBa KUCNoTa;
3-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
LMKNonponinmMeTunamiHo)-nponioHoBa KMCNoTa;
3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTun}-
i3onponinamiHo)-nponioHoBa KUCoTa;
2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-deHin]-eTnn}-
ninepasuH-1-in)-1-niponiguH-1-inetaHoH;
(R)-1-{2-[4-(6eH30Tia3on-2-inokcn)-deHrin]-eTnn}-
ninepmanH-3-kapboHoBa KNCMOTa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-eTnn}-
ninepnanH-4-in)-1,3-gurigpobeHsiminason-2-oH;
2-(4-{2-[4-(6-meTunnipuanH-2-in)-ninepasuH- 1-in]-
eTun}-geHokcmn)-6eH30oTia3orn;
2-{4-[2-(4-eTaHcynbdoHinninepasux-1-in)-etun]-
deHokcum}-6eH3oTia3on;
2-(4-{2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
ninepasuH-1-in)-1-mopdoniH-4-ineTaHoH,;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
MeTUnamiHo)-nMponioHoBa KNCoTa;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LMKIONEHTMNIaMiHO)-NPOMioOHOBA KUCMOTa;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
uMknobyTunamiHo)-nponioHoBa KUCMNOTa;
3-({2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
6eH3nnamiHo)-NponioHoBa KMUCIoTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-(4-rigpokcumeTunninepuauH-1-in)-
METaHOH;
{2-[4-(©eH30Tiazon-2-inokcu)-geHin]-etnn}-
LmKnonponinamiH;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-[4-(2-rigpokcietvn)-ninepasux-1-in)-
METaHOH;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-[4-(2-rigpokcietvn)-ninepnanH-1-inj-
METaHOH;
2-({2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
LMKMONponinamMiHo)-eTaHorT;
3-({2-[4-(6eHz0Tia3on-2-inokcn)-deHin]-eTun}-
LMKNonponinamMiHo)-nponax-1-o71;
4-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-eTnn}-
LMKInonponinamMiHo)-MacnsHa KucnoTa;
3-[(1-{2-[4-(6eH30Tia3on-2-inokcu)-cheHoKci]-eTnm}-
ninepnanH-4-kapOoHin)-amiHo]-NponioHOBa KUCMOTa;
4-({2-[4-(6eH3oTia3on-2-inokcu)-ceHin]-eTnn}-
LMKNonponinamiHo)-6yTMpoHiTpun;
3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-deHinl-etnn}-
ninepnanH-4-in)-nponioHoBa K1CNoTa;
[(1-{2-[4-(©eH30Tia30n-2-inokcu)-dpeHokci]-eTun}-
ninepnanH-4-kapboHin)-meTnnamiHol-ouToBa  KUCno-
Ta;
3-(4-{2-[4-(6eH30Tia3on-2-inokcm)-theHoKcil-eTnn}-
ninepasuH-1-in)-geHon;
2-(4-{2-[4-(4-meToKcudpeHin)-ninepasvH-1-in]-eTokcn}-
deHokcm)-6eH3oTiason;
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2-{4-[2-(5-ninepnawnn-4-inTetpason-1-in)-eTokcu]-
deHokcm}-6eH3oTiason;
(S)-1-(1-{2-[4-(6eH30oTiazon-2-inokcu)-peHokci]-eTnun}-
ninepnanH-4-in)-4-rigpokcmniponianH-2-oHx;
{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etun}-
LMKMonponinMeTunamin;
2-[({2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-etu}-
UMKNonponin-amiHo)-MeTur]-LuknonponaHkapboHoBa
KucnoTa, eTnnosun edip;
4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHokcil-eTnn}-
ninepasunH-1-kapboHin)-6eH30MHa KMCroTa, eTUNoBUN
ewip;

2-[({2-[4-(6eHn30Tia3on-2-inokcn)-cheHin]-etu}-
UMKMonponinamMiHo)-MeTun]-LuknonponaHkapboHoBa
KMCnoTa;
1-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-eTnn}-
LMKIonponinamMiHo)-nponaH-2-or;
3-([2-{4-(6eH3oTiazon-2-inokcn)-deHin]-eTnmn}-
uuknonponinamiHo)-1,1,1-TpucgpToponponaH-2-on;
3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
UMKonponinamMiHo)-npomnioHamig;
3-({2-[4-(6eHs0Tia3on-2-inokcm)-deHin]-etun}-
UMKonponinamMiHo)-nponax-1,2-aion;
2-{4-[2-(5-cbeHinTeTpazon-2-in)-eTokcu]-peHoken}-
©eH3oTiasorn;
2-{4-[2-(5-cbeHinTeTpazon-1-in)-eTokcu]-dpeHoken}-
©eH3oTiasorn;
N-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-N-
uuknonponin-2-(2H-tetpason-5-in)-avuetamig;
(S)-3-({2-[4-(6eH30Tia3on-2-inokcm)-deHinl-eTnn}-
LiMKnonponinamiHo)-2-metunnponaH-1-orm;
(R)-3-({2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
LiMKnonponinamiHo)-2-MmeTunnponaH-1-orm;
2-{4-[2-(5-meTuncynbdaHinTeTpason-2-in)-eTokcul-
eHokcn}-6eH30Tiason;
2-{4-[2-(5-meTuncynbdaHinTeTpason-1-in)-eTokcu]-
deHokcn}-6eH30Tiason;
2-[4-(2-TeTpason-2-ineTokcu)-peHokcu]-6eH3oTiason;
2-[4-(2-TeTpason-1-ineTokcm)-peHokcu]-6eH3oTiason;
(1R,2R)-2-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-
eTMnamMiHo}-LmknorekcaHkapboHoBa KUCMNoTa;
(1S,2R)-2-{2-[4-(6eH30oTiazon-2-inokcn)-eHin]-
eTMnamMiHo}-LmknorekcaHkapboHoBa KUCMoTa;
(1R,2R)-2-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-
€TMNaMiHO}-LIMKIorekcaHorT;
(1S,2R)-2-{2-[4-(6eH30Tiazon-2-inokcu)-eHin)-
€TMNaMiHO}-LIMKIOreKcaHorT;
4-(1-{2-[4-(©eH30Tiazon-2-inokcu)-gpeHin]-etnn}-
ninepnanH-4-in)-macnsHa K1cnoTa;
(R)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHoKci]-eTun}-
ninepnanH-4-in)-4-rigpokcyniponignH-2-oH;
2-(4-{2-[4-(1H-TeTpa3on-5-in)-ninepuguH-1-in]-etun}-
deHokcm)-6eH3oTia3on;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-2-in)-meTaHon;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHokcil-eTnn}-1H-
TeTpason-5-in)-ouToBa KucnoTa, eTunoBuii edip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-eTnn}-1H-
TeTpason-5-in)-ouToBa K1ucnoTa, eTunoBuii edip;
2-{4-[2-(5-ninepnaunH-4-inTeTpason-2-in)-eTokcu]-
peHokcm}-6eH30Tia3on rigpoxnopug,;
7-{2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-eTun}-4-
cnipo-[3-dTanigl-ninepnauy;
1-{3-[4-(6eH30Tia3on-2-inokcm)-enin]-nponin}-
ninepnanH-4-kapboHOBa K1CMNoTa, ETUNOBUIA eqip;
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2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTunamMmiH - rigpo-
xnopua,
2-(4-{2-[4-(1H-TeTpa3on-5-in)-ninepugunH-1-in]-
eTokcu}-cpeHokeu)-6eH3oTiasorn;
umc-4-{2-[4-(6eH3oTiazon-2-inokcu)-geHin-
eTunamMiHo}-umknorekcaHkapboHoBa kucnoTa, Tpu-
pTOopoMeTaHCyNbOHaTHa Cinb;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-(TeTparigpodypaH-2-in)-mMeTaHoH;
nponaH-2-cynbgoHoBa Kucnora (1-{2-[4-
(6eH30oTia3on-2-inokcu)-eHoKci]-eTun}-ninepnanH-4-
kapOoHin)-amig;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-okcooLToBa  KUCMoOTa, METWUMNOBUIA
edip;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-eTnn}-
ninepuanH-4-kapOoHin)-6eH3oncynbgoHamia,  Tpu-
hTOpOoMeTaHCyNbOHaTHA Cinb;
N-(1-{2-[4-(6eH30Tiazon-2-inokcun)-geHin]-eTnn}-
ninepuanH-4-kapOoHin)-meTaHcynboHamia, TpU-
hTOpOoMeTaHCyNbOHaTHA Cinb;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-peHin]-etun}-
ninepasuH-1-in)-okcoouToBa KuUcnoTa, TpudTopome-
TaHCynbOHaTHa Cinb;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-mopdoniH-4-inMeTaHoH;
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHinl-eTnn}-
ninepasuH-1-in)-2-TiodeH-2-ineTaHoH;
(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
ninepasavH-1-in)-nipuavH-3-inMeTaHoH;
(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-LMKNnonponinMeTaHoH;
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHinl-eTnn}-
ninepasuH-1-in)-2-MeToKCieTaHoH,;
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-eTnn}-
ninepasuH-1-in)-2,2,2-TpuTOpoOETaHOH;
4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-gpeHin}-etnn}-
ninepasuH-1-kapboHin)-6eH3oHa KUCoTa;
(4-{2-[4-(OeH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-nipnanH-4-iNnMeTaHoH;
(4-{2-[4-(OeH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-(5-meTnnnipasvH-2-in)-mMmeTaHoH;
(R)-(4-{2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTm}-
ninepasuH-1-in)-(TeTparigpodypaH-2-in)-MeTaHoH;
(S)-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-(TeTparigpodypaH-2-in)-MeTaHoH;
(4-{2-[4-(OeH30Tiazon-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-(tetparigpodypaH-3-in)-MeTaHoH;
1-(4-{2-[4-(©eH30Tia3on-2-inokcu)-gpeHin}-etnn}-
ninepasuH-1-in)-2-riapokcieTaHoH;
2-[2-(4-{2-[4-(6eH30Tia3on-2-inokcn)-ceHin]-eTnn}-
ninepasuH-1-in)-2-oKCoeTWM]-LMKNONEHTAHOH,;
3-(4-{2-[4-(6eH30Tia3on-2-inokcm)-deHinl-etnn}-
ninepasuH-1-in)-nponioHoBa KucnoTta, TpudgTopoMe-
TaHcynbOHaTHa Cinb;
3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-deHinl-etnn}-
ninepnanH-4-in)-okcasonignH-2-oH;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cbeHin]-etnn}-
ninepnanH-4-in)-mopdoniH-3-oHx;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-peHokci]-eTnn}-
ninepnanH-4-in)-mopdoniH-3-oH;
3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-cheHoKcil-eTnn}-
ninepnanH-4-in)-okcasonignH-2-oH;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTun}-
ninepnanH-4-kap6oHoBa KucnoTa, 6eH3nnokciamiz,;
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(1-{2-[4-(6eH30Tia3zon-2-inokcu)-ceHin]-etun}-
ninepnanH-4-in)-ouToBa K1CNOTa;
(R)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
ninepuauH-4-in)-4-rigpokcuniponiguH-2-oH;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTu}-
ninepuanH-4-kapOoHOBa K1CMNOTa, riapoKciaMiz;
(S)-1-(1-{2-[4-(6eH3oTiazon-2-inokcu)-deHin]-eTnn}-
ninepuauH-4-in)-4-rigpokcyniponiguH-2-oH;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepuanH-4-in)-kapbamiHoBa KucnoTa, Tpet-
6yTunosui edip;
2-(4-[2-(4-cpToponinepnaunH-1-in)-eTun]-geHokcn}-
©eH3oTiasorn;
2-{4-[2-(4,4-ondpToponinepunamnH-1-in)-eTnn]-
deHokcn}-6eH30Tiason;
(R)-1-{2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
niponianH-3-or;
N-(1-{2-[4-(6eH30Tiazon-2-inokcun)-geHin]-eTnn}-
ninepuanH-4-in)-coopmamig;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-cpeHin]-etun}-
ninepuanH-4-in)-ce4oBuHa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHinl-eTnn}-
ninepnanH-4-in)-3-uiaHo-2-eHinizoce4oBnHa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-eTnn}-
ninepnanH-4-in)-3-uiaHo-2-MeTuMi30Ce40BUHa;
N-(1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTnn}-
ninepuauH-4-in)-meTtaHcynsgoHamig;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHinl-eTnn}-
ninepuanH,-4-in)-3-uiaHo-2-MeTunryaHiguH;
8-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-1-
eHin-1,3,8-tpmasacnipo[4.5]aekaH-4-0H;
8-{2-[4-(6eH30Tia3on-2-inokcu)-dpeHinl-etun}-1,3,8-
Tpuasacnipo[4.5]aekaH-2,4-aioH;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-4-in)-metunkapbamiHoBa Kucrnora, TpeT-
OyTunosui edip;
N-(1-{2-[4-(6eH30Tia3on-2-inokcun)-geHin]-eTnn}-
ninepnanH-4-in)-N-metunavertamia;
N-(1-{2-[4-(6eH30Tia3on-2-inokcun)-geHin]-eTnn}-
ninepnanH-4-in)-N-metunmetaHcynboHamiz;
outoBa kucnota [(1-{2-[4-(GeH30Tiazon-2-inokcu)-
deHin]-etun}-ninepuanH-4-in)-metunkapbamoin]-
MeTunosun eqip;
N-(1-{2-[4-(©eH30Tia3on-2-inokcu)-eHin]-eTnn}-
ninepnanH-4-in)-N-auetamig;

outoBa kucrnota  (1-{2-[4-(GeH30Tiazon-2-inokcu)-
deHin]-etun}-ninepuanH-4-inkapbamoin]-meTnnosun
edip;

2-({2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
mMeTunamiHo)-3-(1H-imigason-2-in)-nponioHoBa  Kuc-
nota;
2-(4-{2-[4-(3-HiTpONipnauH-2-in)-[1.4]aia3enan-1-in]-
eTun}-ceHokem)-6eH30oTia3orn;
[(1-{2-[4-(©eH30Tia30n-2-inokcu)-eHokci]-eTun}-
ninepnanH-4-kapOoHin)-meTunamiHol-ouToBa  KUCMo-
Ta, eTnnoBun eqip;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-heHokci]-eTnn}-
[1,4']6ininepuanHin-4-kapboHoBa kucnoTta, eTUnoBUi
edip;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-heHokKci]-eTnn}-
[1,4']6ininepuanHin-4-kapboHoBa KMCOTa;
{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
uuknonponineTunamix;
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3-({2-[4-(6eHs0Tia3on-2-inokcu)-deHin]-etun}-
UMKONponinamMiHo)-2-MeTuUnnponioHoBa K1crnoTa,
TpudTOpOMETaHCYNbOHOKNCNA Ciflb;
2-({2-[4-(6eH30oTia3on-2-inokcn)-deHin]-eTnn}-
LMKIonNponinMeTnnamMiHo)-eTaHor;
2-[2-({2-[4-(6eH30Tia3on-2-inokcn)-deHrin]-eTun}-
LIMKNoNponiniMeTunamiHo)-eToKcil-eTaHorm;
3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
LMKnonponinmMeTunamiHo)-nponat-1-or;
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
uuknonponinmetun-(3-tetpason-2-innponin)-amiH;
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
umknonponin-(3-nipon-1-innponin)-amix;
4-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
LMKNONponinMeTUnamiHo )-6yTMpoHiTpun;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHinl-eTun}-
ninepuanH-4-kapboHoBa  kucnota,  (2-uiaHoeTwn)-
amig;

{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etun}-
uuknonponinmetun-[3-(2H-tetTpason-5-in)-nponin]-
amiH;
3-[5-(1-{2-[4-(6eH30Tia3on-2-inokcu)-deHin]-eTnn}-
ninepnanH-4-in)-retpason-1-in]-nponioHiTpun;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
uuknonponin-[3-(2H-teTpason-5-in)-nponin]-amix;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepnanH-4-kapboHoBa kucnota, (2-rigpokcun-1,1-
AvmeTuneTun)-amig;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
yuknonponinvetun-[3-(1H-[1,2,4]Tpnason-3-in)-
nponinj-amix;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
yuknonponinmetun-[3-(5-metun-1H-[1,2,4]tpnason-3-
in)-nponin]-amix;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
yuknonponinmetun-[3-(5-genin-1H-[1,2,4]tpnazon-3-
in)-nponin]-amix;
2-(4-{2-[4-(1-meTun-1H-TeTpason-5-in)-ninepuanH-1-
in]-etun}-cbeHokcn)-6eH3oTia3on;
2-(4-{2-[4-(2-meTun-2H-TeTpason-5-in)-ninepuanH-1-
in]-etun}-ceHokcn)-6eH3oTia3orn;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-4-kapOoHiTpun;
2-(4-{2-[4-(1H-[1,2,3]Tpnason-4-in)-ninepugnH-1-in)-
eTun}-cheHokem)-6eH30oTia3on;
4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTunamiHo}-
MacnsiHa K1cnoTa, eTunosui eqip;
4-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etTnn}-
LMKIonNponinMeTunamMiHo)-MacnsHa Kucnora, eTuno-
BUIA eqoip;
2-[3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
umknonponinMeTunamMiHo)-nponin)-isoiHgon-1,3-AioH;
4-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-eTnn}-
LMKNoNponinMeTnnamMiHo)-MacnsHa KucnoTa;
1-(3-{2-[4-(©eH30Tia30on-2-inokcu)-gpeHin]-eTunamiHo}-
nponin)-niponignH-2-oH;
N-1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etnm}-N-1-
uuknonponinMeTunnponaH-1,3-giamin;
5-({2-[4-(6eHz0Tia3on-2-inokcun)-deHin]-etun}-
uMKnonponinamiHo)-neHTaHoBa KWcnoTta, MeTUIoBUI
edip;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
UMKnonponinveT1namMiHo)-nponinj-auetamig;
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mMopdoniH-4-kapboHoBa Kucnota
(6eH30Tia3on-2-inokcn)-heHin]-eTur}-
UMKnonponinMeTunamiHo)-nponinj-amig;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
UuknonponinmeTunamMiHo)-nponinj-
MeTaHCynboHamia,;
5-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-etun}-
LMKnonponinamiHo)-NeHTaHoBa KUCNOoTa;
1-[3-({2-[4-(6eH30Tiazon-2-inokcn)-eHin]-eTun}-
i3onponinamMiHo)-nponin]-niponignH-2-oHx;
1-[3-({2-[4-(6eH30Tiazon-2-inokcn)-eHin]-eTun}-
UMKMONponinMeT1namMiHo )-nponinj-niponiguH-2-oHx;
1-[3-({2-[4-(6eH30Tiazon-2-inokcn)-eHin]-eTun}-
UMKonponinamMiHo)-nponin]-niponignH-2-oHx;
1-[3-({2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTun}-
nponinamiHo)-nponin]-niponianH-2-oH;
4-((1-aueTvnninepnaunH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcun)-beHin]-eTnn}-amiHo)-macnsHa KucnoTa, eTu-
nosun edip;
4-((1-aueTvnninepmauH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcn)-doeHin]-etun}-aMiHo)-macnsiHa kucnora, eTu-
nosun edip;
4-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
MeTaHCyIb(OHINaMiHO)-MacnsiHa KACMoTa;
({2-[4-(6eH3oTia3on-2-inokcu)-eHin]-eTun}-
LMKIionponinamiHo)-oLToBa KUCNoTa;
6-({2-[4-(6eH3oTiason-2-inoken)-eHin]-etun}-
LMKMonponinamiHo)-kanpoHoBa KUCIoTa, eTUroBuiA
edip;

7-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
LMKMonponinamiHo)-eHaHTOBa  KACNOTa,  €TUIoBUIA
edip;

6-({2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTun}-
LMKonponinamiHo)-kanpoHOBa KMCNOTa;
7-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
LMKIionponinamiHo)-eHaHTOBa KUCIOTa;
N-1-{2-[4-(6eH30Tia3on-2-inokcu)-peHin]-etmn}-N1-
umknonponinnponax-1,3-giamix;
N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LMKrnonponinamiHo)-nponinj-aueramiz;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-eTnn}-
LuKnonponinamiHo)-nponin-isodytupamig;
N-[3-({2-[4-(6eH30Tia3on-2-inokcun)-deHin]-eTnn}-
LuknonponinamiHo)-nponin]-6eHsamig;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etnn}-
uuknonponinamiHo)-nponinj-4-xnopobeH3amisa;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etnn}-
LuKnonponinamiHo)-nponinj-meTaHcynsgoHamia;
nponaH-2-cynbgoHoBa KucnoTa [3-({2-[4-
(6eH3oTia3on-2-inokcu)-eHinl-etun}-uuknonponin-
amiHo)-nponin]-amia, TpudTopoMETaHCYNbOHOKUC-
na cinb;
8-({2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
LMKMonponinamiHo)-okTaHoBa  KUCNOTa,  €TUMOBUIA
edip;
1-[3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
uuknonponinamiHo)-nponinj-3-deHince4oBrHa;
8-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LMKonponinamiHo)-oKTaHoBa K1COoTa;
TeTparigpodypaH-2-kapboHoBa  kucrota  [3-({2-[4-
(6eH3oTia3on-2-inokcu)-geHinl-etun}-
LuKnonponinaMiHo)-nponinj-amia;
N-[3-({2-[4-(6eH30Tia3on-2-inokcm)-enin]-eTun}-
uuknonponinamiHo)-nponin]-2-rigpokciaueTtamia;

[3-({2-[4-
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4-({2-[4-(6eH30Tia3on-2-inokcu)-eHokci]-eTun}-
LMKnonponinamiHo)-mMacnsiHa KUCnoTa;
2-[4-(2-mopdponiH-4-ineTokcn)-deHokeu]-0eH3oTiazon
Ta

2-[4-(2-ninepnanH-1-ineTokcm)-peHokeu]-
6eH3oTiazon.

64. Cnoci6 3rigHO 3 N.46, KM BiAPI3HAETLCA TUM,
WO B HbOMY 3as3HadyeHwn npuvHanMHi oamH LTA4H
MoAynATop ABnse cobol0 0OQHY i3 HACTYMHMX CMOMYK:
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokci]-eTnn}-
4-peHinninepnguH-4-onm;
{2-[4-(1H-6eH30oimiga3on-2-inokcu)-deHin]-etun}-
LmKnonponinMeTunnponinami;
umknorekcunetun-{2-[4-(1-metun-1H-6eH30oimigason-
2-inokcu)-beHin]-eTun}-amin;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokcil-eTnn}-
4-(4-6pomodbeHin)-ninepuanH-4-om;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokcil-eTnn}-
4-(4-xnopodpeHin)-ninepuanH-4-on;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokcil-eTnn}-
4-6eH3nnninepuaunH-4-on;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-deHin]-etun}-
LMKrorekcuneTunamiy;
2-[4-(2-niponianH-1-inetnn)-deHokcum]-1H-
6eH3oimMigason;
2-[4-(2-a3enaH-1-inetun)-cdeHokcu]-1H-
6eH3oimMigason;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHin]-etun}-
anbyTunamiu;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHrin]-eTun}-
ninepuanH-4-on;
1-{2-[4-(1H-6eH30imMiga3on-2-inokcu)-geHin]-etun}-
ninepnanH-4-kapboHoBa kncnota, MeTunosui eqip;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-deHokcil-eTun}-
LMKorekcuneTunamiy;
2-{4-[2-(4-meTunninepmauH-1-in)-eTokcn]-beHokcu}-
1H-6eH3oimigason;
2-{4-[2-(2-eTunninepuamH-1-in)-eTokcu]-eHoKkcu}-
1H-6eH30imigason;
2-[4-(2-ninepnanH-1-ineTokcu)-cpeHoken]-1H-
6eH3oimigason;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-ceHokcil-eTnn}-
ninepuanH-4-on;
2-[4-(2-a3enaH-1-ineTokcun)-cpeHokeu]-1H-
6eH3oiMigasonamip;
{3-[4-(1H-6eHz0imigazon-2-inokcn)-peHokecu]-nponiny-
aMmeTunamin;
2-[4-(2-niponiaunH-1-ineTokcu)-cerHoken]-1H-
6eH3oimigason;
{2-[4-(1H-6eH30imMiga3on-2-inokcu)-geHokcil-eTun}-
aieTunamin;
2-[4-(2-mopdponiH-4-ineTokcn)-deHokem]-1H-
6eH3oimigason;
2-[4-(2-ninepynaunH-1-inetnn)-geHokcm]-1H-
6eH3oimigason;
1-(1-{2-[4-(1H-6eH30imMiaazon-2-inokcu)-ceHokcil-
eTun}-ninepuanH-4-in)-niponiguH-2-oH;
(1-{2-[4-(1H-6eH30imiga3on-2-inokcu )-cpeHokci]-
eTun}-ninepuanH-4-in)-metaHon ta
1-{2-[4-(1H-6eH30oimiga3on-2-inokcu)-geHokci]-eTnn}-
ninepnanH-4-kapboHOBa KMCMNoTa, ETUINOBUIA eqip.
65. Cnoci6 3rigHO 3 .46, sk BiAPI3HAETLCA TUM,
WO B HbOMY 3as3HayeHuin npuHarWMHi oauH LTA4H
MoaynsaTop BubvpatoTk i3 cnonyk dopmynu (11):
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Roes

R6

N
W—N
R
abo ix eHaHTiOmepiB, AiacTepeomepiB, pauemaris,
TayToMmepiB, rigpaTiB, conbBaTiB abo hapmaLeBTU4HO
I'IpVIVIHFlTHI/IX conen, ecdpipis abo amigis, ge
RYR% X, Y, Z TaW BVISHaHarOTbCﬂ SK 'y cnonyui ¢o-
pmynu (1), R BM3HaYaeTbCs sk R’ y cnonyui dopmy-
m (1), i R® BusHauaetbea sk R® y cnonyui dpopmynu
(1), 3a ymoBwm, o
(a) npuHaivHi ofHa i3 3asHauveHux R? Ta R® He €
€TMIOM, KONW 3a40BOSbHAETLCA OAMH BapiaHT BMOO-
py y rpyni, WO cknagaetbcs i3 BapiaHTiB (s1), (s2),
(s3) Ta (s4), i KoXeH i3 3a3Ha4YeHVXx BapiaHTiB BU3Ha-
YaeTbCs K
(s1): R* aBnsie coboro H, Z aBnsie coboto O, W aBnsie
coboto CHy, Y sBnsie coboto CHy, i X saiBnsie coboto S;
(s2): R* aBnsie coboro H, Z aBnsie coboro O, W aBnse
coboto CHy, Y saBnsie coboto CHy, i X siBnsie coboto
NH;
(s3): R* aBnsie coboro H, Z aBnsie coboro O, W aBnsie
coboto CHy, Y aBnsie coboto O, i X aBnsie coboto S;
(s4): R* sirnsie coBoto 5-xnopo, Z siensie coGoto O, W
aBnsie coboto CHy, Y aBnse coboo CHy, i X aBnse
coboto S;
(b) 3a [00aTKOBOI YMOBW, WO, Konn Z ABnse 006010
3B' ;|30|< Y aBnsie coboto CH,, W ﬂBnﬂe co6oro CHR'-
CHa, R' asnsie coboto H, i ogHa i3 R? Ta R® ABnse
cobot 1H-imigason-2-in, Toai iHWwa i3 R? ta R Bubu-
paetbes i3 A1), B)-L), ae B)-L) € Takumu, sk BU3Have-
Ho Buwe Anga cnonyku copmynm (1), i A1) cknagaetb-
ca i3 H, Ca7ankeHiny, e Byrneub y 3a3HadeHomy Cs.
7arnkKeHini, Wo npuegHaHWM OO0 a30THOrO YreHa, Mae
nuwe npocTi 3B'a3kn, CszankiHiny, ge 3asHayveHui
BYyrneup y 3a3HadeHoMy arnkiHini, Wwo npueaHaHun go
a30THOrO ureHa, mMae nwvwe npocTi 3B'A3kn, Ca.
7UMKnoankiny, wo €, npu notpebi, 6eHso3nutnm, Cs.
7umknoankeHiny, -CszumknoankinCirankiny, -Ci.
7ankinCsyumknoankiny; Ta
(c) 3a popaTtkoBOi ymMOBM, Lo, Konn X siBnse coboto
S, i Y aBnse coboto O, Z asnse co6oro 38 'a3ok, i W
asnsie coboto CHy, Toai ogHa i3 R? ta R® He € XCG,
konu iHwa € Cq.gankinom, ge XCG sasnsie coboto rpy-

+CH 4+
(XCG) |

ae HC16 saBnse coboto ogHy i3 rpyn H, Cisankiny,
ranoCieankiny, aniny ta Ci.sankokcumetuny, i GO €
rpynoto, KoTpa npuegHaHa BYrfeLeBMM YIIEHOM, Lo
mae =O 3aMiCHUK, iKW yTBOPIOE amigorpyny 3 aso-
THVMM YNIeHOM, OO0 SIKOro npuegHaHa 3asHaveHa rpyna
GO.

66. Cnoci6 SFEHO 3 N.64, gkuin BiApPI3HAETLCA TUM,
wo B Hbomy R™ aBnsie coboro H.

67. Cnoci6 3rigHo 3 . 64 FlKMM BiApPi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R® Ta R® BuGMpaloTh, Hesare-
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XHO, i3 rpynu, sika cknagaetbces i3 A), B),
1), Ik BU3HAYEHO y N.64.

68. Cnoci6 3rigHo 3 . 64 FlKVIVI BiApPI3HAETLCA TUM,
LLIO B HbOMY 3a3HaueHi R?*Ta R® BUOMpaloTb, Hesane-
XHO, i3 rpynu A), sik BU3Ha4eHo y n.64.

69. Cnoci6 3rigHo 3 . 64 FlKMM BiAPI3HAETLCA TUM,
L0 B HbOMY 3a3HaueHi R?’T1a R® BUOMpaloTb, Hesane-
XHO, i3 rpynu B), sik BU3HayeHo y n.64.

70. Cnoci6 3rigHo 3 n.64, FlKMM BiApPI3HAETLCA TUM,
IO B HbOMY 3a3HaudeHi R2 Ta R® B1OMpaloTb, Hesane-
XHO, i3 rpynu C), SiK BU3Ha4eHo y n.64.

71. Cnoci6 3rigHo 3 . 64 ﬂkmm BiApPI3HAETLCA TUM,
L0 B HbOMY 3a3HaudeHi R?ta R® B1OMpaloTb, Hesane-
XHO, i3 rpynu D), sik BU3Ha4eHo y n.64.

72. Cnoci6 3rigHo 3 . 64 $|KVIVI BiApPI3HAETLCA TUM,
IO B HbOMY 3a3HaudeHi R?Tta R® BMOMpaloTb, Hesane-
XHO, i3 rpynu E), sik BU3HayeHo y n.64.

73. Cnoci6 3rigHo 3 . 64 FlKVIVI BiApi3HAETLCA TUM,
IO B HbOMY 3a3HaueHi R?T1a R® BMOMpaloTb, Hesane-
XHO, i3 rpynu ), ik BU3Ha4eHo y n.64.

74. Cnoci6 3rigHo 3 n.64, FlKVIVI BiApi3HAETLCA TUM,
L0 B HbOMY 3a3Ha4eHi R2 ta R’ OepyTb pasom 3 a3o-
TOM, 0 SIKOrO BOHW MPUEOHAHI, 3 YTBOPEHHSAM rete-
POLMKMIYHOrO KiNnbLsi, KOTPE MICTUTb NPUHANMHI OOUH
reTepoaToOMHUN 4neH, ToOTO 3a3HayYeHun MpuegHy-
BanbHUM a30T, 3asHayeHe reTepouukniyHe Kinbue
BMOMpaloTb i3 rpynu, sika cknagaeTbes i3 i) Ta ii), sk
BU3Ha4YeHo Yy n.64.

75. Cnoci6 3rigHo 3 n.64, FlKVIVI BiApPi3HAETLCA TUM,
L0 B HbOMY 3a3Ha4eHi R2 taR® OepyTb pasom 3 a3o-
TOM, [0 SIKOrO BOHW MPUELHAHI, 3 YTBOPEHHAM rete-
POLMKMIYHOrO KifbLsi, KOTPEe MiCTUTb NPUHANMHI OOUH
reTepoaToOMHUIA 4neH, ToOTO 3a3HayYeHun MpueaHy-
BalnbHUM a30T, 3asHayeHe reTepouukniyHe Kinbue
BMOMpaloTh i3 rpynu i), ik BU3HaAYEeHO y n.64.

76. Cnoci6 3rigHo 3 . 64 ;u<|/||/| BiApPi3HAETLCA TUM,
IO B HbOMY 3a3Ha4eHi R’T1a R OepyTb pasom 3 aso-
TOM, [0 SIKOrO BOHW MPUELHAHI, 3 YTBOPEHHAM rete-
POLMKMIYHOrO KiNbLsi, KOTPEe MiCTUTb NPUHANMHI OOUH
reTepoaToOMHUIA 4neH, ToOTO 3as3HayYeHu MpuegHy-
BalnbHUM a30T, 3asHayeHe reTepouukniyHe Kinbue
BMOMpaloTh i3 rpynu ii), K BU3Ha4eHo y n.64.

77. Cnoci6 3rigHo 3 N.64, sk BiApPi3HAETLCA TUM,
Lo B HbOMY 3a3HadeHuin onocepegkosaHu LTA4H
CTaH sBnsie cobolo 3ananeHHs, Wo CnpuyYnHeHe npu-
HaliMHi OfHi€lo i3 XBOPOO, Takmx sik acTMa, XpOHiyHa
0o6CTpyKTNBHA XxBOpoba nereHb, aTepocKkepos, peB-
MaToIgHWA apTpuUT, PO3CITHUM CKMepos, 3anarnbHa
KvLwKkoBa xBopoba Ta ncopias.

78. Cnoci6 3rigHo 3 .46, sk BiAPi3HAETLCA TUM,
WO B HbOMY 3a3HadyeHuin npuHarMHi oauH LTA4H
MoaynsaTop BubvpatoTs i3 cnonyk gopmynu (I1):

RS

R6

C),D), E)Ta

R
abo ix eHaHTiOMepiB, AiacTepeomepiB, pauemMaris,
TayToMepiB, rigpaTiB, conbBaTiB abo hapmaLeBTU4HO
NPUIAHATHKX cornen, edipis abo amiais,
ae

87986 40

R* R® X, Y Z tTa W BuM3HauatoTb sIK y cnonyui dop-
Mynu gl) R? BVISHaHarOTb sk R? y cnonyui dopmynu
(1), i R* BusHauatoms sik R® y cnonyui doopmynu (1),

3a yMOBM, LU0

(a) 3a3Haueri R® Ta R® [onaTkoBO 3a0BOMbHSIOTH
HaCTyMHUM yMOBaM:

(e1): npvHariMHi ogHa i3 3a3Ha4YeHUx R”taR¥ Hee
C+sankinom, konn Z asnsie coboro O, i X aBnse co-
6ot S; i §

(e2): xopHa 3 R? Ta R* e € Cy4ankinC(O)R¥, ge R
ABnse coboto oaHy i3 HaCTyMHIX rpyn: C1 4ar||<|n OH,
-OCi4ankin, -OCo-sankinR™ a6o -NR'R”, korm Y
SABMSE 006010 0, Z siBnsie coboto 3B'A30K, i R BiAMiH-
Ha Bifg R® ;Ta

(e3): )KO,IJ,Ha 3 R? 1a R* He € Cu. eaJ'IKIJ'ICN korm Y
SBMSE 006010 0, Z siBnsie co6oio 3B'A30K, | R* BiAMiH-
Ha Bifg R®

(b) 3a p,o,anKoao'l' yMOBM, WO, Konm X sBnse coboto
S, Y aBnse coboto O, Z asnse co60|o 3B;|30K i W
aBnsae coboto CHy, Toai ogHa i3 R? ta R* He € XCG,
konu iHwa € Cq.sankinom, ge XCG asnsie coboto rpy-

[

N—GO
(XCG) |

HC16
ae HC16 saBnse coboto ogHy i3 rpyn H, Cisankiny,
ranoCqeankiny, aniny ta Ci.sankokcumetuny, i GO €
rpynoto, KoTpa npuvegHaHa BYrfeLeBMM YIIEHOM, Lo
mae =O 3aMiCHUK, iKW yTBOPIOE amigorpyny 3 aso-
THVMM YfIeHOM, OO0 SIKOro nNpuegHaHa 3as3HaveHa rpyna
GO.
79. Cnoci6 SFEHO 3 N.78, Skuin BiAPI3HAETLCA TUM,
wo B Hbomy R™ aBnsie coboro H.
80. Cnocib 3rigHo 3 . 78 FlKMM BiApPi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R Ta R® BuGMpaloTh, Hesare-
XHO, i3 rpynu, ska cknagaetbcs i3 A), B), C), D), E) Ta
1), Sk BU3Ha4eHo y n.78.
81. Cnoci6 3rigHo 3 n.78, FlKMM BiApPI3HAETLCA TUM,
L0 B HbOMY 3a3HauyeHi R2 Ta R® BUGMpaloTh, Hesare-
XHO, i3 rpynu A), sik BU3Ha4YeHo y n.78.
82. Cnocib 3rigHo 3 . 78 ﬂkmm BiApPi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R® Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynu B), sik BU3Ha4eHo y n.78.
83. Cnocib 3rigHo 3 . 78 $|KVIVI BiApPi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R® Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynu C), SiK BU3Ha4eHo y n.78.
84. Cnocib 3rigHo 3 . 78 $|KVIVI BiApi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R® Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynu D), sik BU3Ha4eHo y n.78.
85. Cnocib 3rigHo 3 . 78 FlKVIVI BiApi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynu E), sk BU3Ha4eHo y n.78.
86. Cnocib 3rigHo 3 . 78 FlKVIVI BiApi3HAETbLCA TUM,
Lo B HbOMY 3a3HaueHi R® Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynu 1), Ak BU3Ha4eHo y n.78.
87. Cnoci6 3rigHo 3 n.78, FlKVIVI BiApi3HAETLCA TUM,
LLIO B HbOMY 3a3HaueHi R2 Ta R® GepyTb pasom 3 aso-
TOM, OO SIKOTO BOHW MPWEAHAHi, 3 YTBOPEHHAM reTe-
POLMKMIYHOrO KiNbLsi, KOTPEe MICTUTb NPUHANMHI OOUH
reTepoaToMHWIA YreH, TOOTO 3asHayeHul npuegHy-
BalnbHUM a30T, 3asHayeHe reTepouukniyHe Kinbue
BMOMpaloThb i3 rpynu, sika cknagaeTbes i3 i) Ta ii), sk
BM3HAYeHo y n.78.



41

88. Cnocib 3rigHo 3 . 78 FlKVIVI BiApPI3HAETLCA TUM,
LLIO B HbOMY 3a3Hau4eHi R°taR® 6epyTb pa3om 3 aso-
TOM, O SIKOrO BOHW MpUEQHaHi, 3 YTBOPEHHSAM rete-
POUMKMIYHOrO KinbLsi, KOTPE MICTUTb NPUHANMHI OAWH
reTepoaToOMHUIN 4rieH, TOOTO 3a3Ha4YeHun NpueaHy-
BanbHUN a30T, 3as3HayeHe reTepoLuKniYyHe Kinbue
BUOMPaIOTh i3 rpynu i), ik BUSHAYEHO y n.78.

89. Cnocib 3rigHo 3 n.78, FlKMM BiApPI3HAETLCA TUM,
110 B HbOMY 3a3Ha4eHi R2 Ta R® 6epyTb pasom 3 aso-
TOM, O SIKOrO BOHW MpUEOHaHi, 3 YTBOPEHHSAM rete-
POUMKMIYHOrO KinbLsi, KOTPE MICTUTb NPUHANMHI OAWH
reTepoaToOMHUIN 4reH, TOOTO 3a3Ha4YeHun npueaHy-
BanbHUN a30T, 3as3HayeHe reTepouuKniyHe Kinbue
BUOVpatoTh i3 rpynu ii), Ak BU3Ha4eHo y n.78.

90. Cnoci6 3rigHO 3 N.78, AKMI BiAPI3HAETLCA TUM,
WO B HbOMY 3a3HadeHuin onocepenkoBaHuin LTA4H
CTaH siBnsie cobolo 3ananeHHs, Wo CnpuyYnHeHe npu-
HaViMHI OfHi€l0 i3 XBOPODO, Takmx sik acTMa, XpOHiYHa
o6cTpykTBHA XxBOpoba nereHb, aTepocknepos, peB-
MaToigHUA apTpuUT, PO3CIAHMN CKMepo3, 3ananbHa
KuwkoBa xBopoba Ta ncopias.

91. Cnocib iHribyBaHHa LTA4H eH3MMHOI akTUBHOCTI,
B Akomy LTA4H eH3um niggatoTb Aii iHriGiToOpHOI Kinb-
KocTi npuHanmHi ogHoro LTA4H mopgynatopa, skun
BMOMpatoTh i3 cnonyk gopmynm (1):

-0

R6

NIV

W=N .
(D
e

X Bm6mpar0Tb i3 rpynu, LWo cknagaetbes i3 NR®, O Ta
S, ne R® sensie cobowo H a6o CHs3;

Y BubupatoTh i3 rpynu, Lo cknagaetbes i3 CHaz ta O;
Z BnbupatoTb i3 rpynu, Wwo cknagaetbes i3 O Ta 38'As-
Ky;

w Bm6mpar0Tb i3 [TPYNK, WO CKraAaeTbCa i3 CHz Ta
CHR'-CH_, ne R' € H a6o OH, ne R -npueaHaHun
BYrMeLEeBUA YNeH y 3a3HadeHin CHR'-CH, npsiMo He
npuegHaHWM 40 a30THOro uYrieHa, A0 SKOro npueadHa-
Ha 3a3HadveHa W;

R* BMOMpaloTh i3 rpynu, wo cknagaetscs i3 H, OCHs,
Cl, F, Br, I, OH, NHz, CN, CF3 Ta CHg;

R® sBnsie coboro H abo F;i

R?1aR® BUOVPalOTb, KOXHY He3arnexHo, i3 rpynu, sika
cKnagaeTbes i3

A) H, Cirankiny, CsrankeHiny, ge Byrneup y 3a3Ha-
YeHOMY ankeHini, Wo npueaHaHWn 0O a30THOro 4ne-
Ha, Mae nuLie npocTi 3B'a3kn, CarankiHiny, ae Byrne-
Ub Yy 3a3HayeHOMy arnkiHini, Wwo npueaHaHuin [o
a30THOrO ureHa, Mae nwuwe npocTi 3B'A3ku, Ca.
7UMKNoankiny, wo €, npu notpebi, 6eH3o3nntum, Cs.
7umknoankeHiny, -CszumknoankinCizankiny, -Ca.
7ankinCsyumknoarnkiny Ta deHiny, Ae KOXeH i3 3aM|c-
HUKIB A) 3aMilLeHuit, HesanexHo, 0, 1 abo 2 R%,
KOXHa i3 3a3HaueHnx R® € 3amicHuKkoM npu Byrneue-
BOMY ufeHi, Wo ABnse coboto npuHaiMHI OguH Byr-
neueBun YneH, BUNy4YeHnii Big 3a3HayeHoro a3oTHOro
uneHa;

B) samicHuka HetR?;
C) C1 7an|<|r|C(O)R
CHzR abo CHzR

3amilleHoro, npu notpebi,
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D) -Co.5arkinC(O)R*, ae ABa BaneHTHO Y3rOMKEHUX
BYrneLeBunx YneHn y gaHomy Cosankini 3a3HadyeHoro
-C2.5ankinC(O)R* € yvacTuHol HacudeHoro  Cs.
skapbouukny;
E) -CosankinOH, ge ABa BaneHTHO Y3romKeHUX BYr-
neuesunx YneHn y gaHomy Co.sankini 3aaHaveHoro -Cp.
sankinOH € yacTuHoo HacuyeHoro Cs.skapbouukny;
F) -Co-sankindpeHiny, e naHum gerin y 3aasHayeHoMy
-CosankindeHini € 3nMTMm No ABOX CyCIJ:l,HIX Byrnee-
BMX uUneHax y 3asHauyeHomy ceHini 3 R', aGo € GeH-
303NUTUM;
G) -Co.4an|<inAr6, ne Ar® aBnsie coBow 6-uneHHuit
reTepoapws, Lo Mae TOYKY NPUEAHAHHS BYrneLeBoro
yneHa i mae oguH abo Aga -K= retepoaTtomMHuX une-
HUY, Ta € 6eH303NUTUM;
H) -Co.4an|<inAr5, oe Ar® aBnsie coBo 5-urneHHMil
rerepoapwn, WO Ma€ OAWH reTepoaTOMHUIA ureH,
KOTpuW BVI6I/Ipa€TbC$I i3 rpynu, sika cknagaetbes i3 O,
S ta >NR", i mae 0 a6o 1 -N= JoOaTKoBUIA reTepo-
aTOMHMWW YIEH, WO MiCTUTb, Npu notpebi, ABi kapbo-
HINbHI rpynn, Ta €, Npu nOTpe6| 6eH303nnTNM;
)] C1.4ar||<u'|Ar5 ne Ar’ siensie cobolo 5-UneHHuii re-
Tepoapwn, Wwo MiCTUTe 3 abo 4 a30THi YneHn, KoTpi
3amilLeHi, npu noTpebi, R RY, i MaloTb BaneHTHO y3ro-
[PKEHUIN canT K TO4KY MPUERHAHHS;
J) -CosarkinAr®® e Ar®® sapnse coBow Co
sankinnpuegHaHumn cpeHln, 3NUTUIA NO BareHTHO Y3ro-
[KeHUX camTax 3 6-4neHHUM reTepoapurioM, ge 3a-
3Ha4YeHU 6-4neHHN reTepoapun Mae oguH abo Aga
-N= reTepoaTOMHYX YrneHu;
K) -CosankinAr®®, ne Ar®® sBnse coboio Co.
sankinnpuegHaHvn d)eHIJ'I, 3MUTUIA MO BaneHTHO Y3ro-
[KeHUX camTax 3 5-4neHHUM reTepoapwriiom, 3asHa-
YeHU 5-YneHHUn reTepoapurn Mae oduH retepoaTo-
MHMW  4neH, wWo BM6|/|paeTbc;| i3 rpynu, ska
cknagaetbesa i3 O, S Ta >NR", i 3asHaueHwit 5-
yneHHun retepoapun mae 0 abo 1 AoJaTKOBUN reTe-
pPOaTOMHMWU YNEH, KOTpUN siBnsie coboto -N=; i
L) opHiei cnonykn i3 2-(4-eTundpeHokcm)-
6eHsoTiazony, 2-(4-eTundeHokcu)-0eH3ookcasony Ta
2-(4-eTnndeHokcm)-1H-6eH3oimigasony;
M) SO2Cq.4ankiny;
sk anbTepHaTuea, R Ta R® GepyTbca pasom 3 aso-
TOM, A0 SIKOTO BOHW MPUEAHAHi, 3 YTBOPEHHAM reTe-
POLMKMIYHOrO KiNnbLsl, KOTPEe MiCTUTbL NPUHANMHI OaUH
reTepoaToOMHMM 4neH, To6TO 3a3HayeHur npuegHy-
BanbHWUN a30T, 3asHayeHe reTepoumKivyHe Kinbue
BMOMpaeTbCA i3 rpynu, ska cKnagaeTbes i3
i) 4-7-4nNeHHOro reTepoLMKNIYHOro KinbLs HetR®, 3a-
3HayeHe 4-7-4neHHe reTepouuknivyHe Kinbue HetR
Ma€ OAWH reTepoaToOMHWUM YreH, TOBTO 3a3HaveHui
npuegHyBanbHUA a3oT, i 3amiweHe 0, 1 abo 2 3amic-
HMKaMun No TUM caMmmm abo no pi3HUM 3amiCHUM une-
HaMm, 3a3HayeHi 3aMICHI/IKVI Bm6mpar0Tb0ﬂ i3 rpynum, ska

cknagaeTbest i3 -R”, -CN -C(O)R", -Co4ankinCO2RY,

CManKmC(O)COZR -C(Meu'u(anRY -Co.
4an|<|ncg )NR R?, -Co.4aJ'IKIJ'INRYC(O)R -
C(O)NR?OR?, -Co4anK|nNR C( \)CHzC(O RY, -Co.
4anK|nNRYC02R -Co4anK|nNR C(O)NR R -Co-

4anK|r|NRYC(S)NR RZ, -NR'C(0)CO:R", -NR'R, -Co.
sankinNR"YSO.R", 1 3 -aurigpoiHgon-2-oH-1-iny, 1, 3-
,EI,MFI,EI,pOﬁeHSOIMI,IJ,aSOJ'I -2-0H-1-iny, TeTpason-5-in \y
RY- -1H-Tetpason-5-iny, Y-TpVIaSOJ'IIJ'Iy, 2-R 2H-
TeTpason-5-iny, niponiguH-2-TioH- 1 -iny, nlnepvu:MH -2-
TioH-1-iny, -Co4ankinC(O)N(RY)(SOzR"), -Co-
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sankinN(R )(SO )NR RY, -Co.
4ankinN(R")(SO2)NR” COzR rano,
/CN /CN '\1/CN
NS \x/ A e
H

Ta

/

I o~
\N)\N/R

| H
RY

ii) 5-7-4NEHHOrO reTepoLMKIYHOrO Kinbua HetR®, 3a-
3HaueHe reTepouuKniyHe Kinble HetR® mae oauH
[oOaTKOBUA FeTepoaTOMHUWN YreH, BiJOKpemneHun
BiJ 3a3Ha4YeHOro NpMeaHyBanbHOro a3oTy MPWHaMHI
OOHVM BYrfneLeBMM YreHOM, 3a3HavyeHunii JOAaTKOBUN
reTepoaToMHUIA  YreH Bm6mpaeTbC$| i3 rpynu, wo
cknapaetbes i3 O, S(=0)o2 Ta >NRY, 3asHauene 5-7-
YreHHe reTepoumkniyHe Kinbue HetR mae 0 abo 1
KapOOHiINbHWIA YneH, i 3amiweHe 0, 1 abo 2 3amicHu-
KaMu no TMM cammm abo no pi3HWM 3aMiCHUM une-
HaM, 3a3HayeHi 3aMiCHVIKVI BVI6VI88POTbC$| i3 rpynu, Aka
CKnanaeTbes i3 -C(O)R", -CO2R", -C34ankinCOzR" Ta
R%;
i) ogHiel cnonykwu i3 imigasoniguh-1-iny, 2-imigasonin-
1-iny, nipason-1-iny, imigason-1-iny, 2H-tetpason-2-
iny, 1H-tetpason-1-iny, nipon-1-iny, 2-niponiH-1-iny
Ta 3-niponiH-1-iny, Oe KoXHa i3 3a3Ha4yeHuX crosyk
2H-TeTpason-2-iny Ta 1H-TeTpason-1-iny 3amiweHa
Mo TOMy camoMy BYrneLeBOMy uneHy 0 a6o 1 -Co.
sankinR®, -Co. 4ar||<|r|SR -Co4ankinCOzR" Ta 3amic-
Hukom HetR?;
iv) ogHiei CI'IOJ'IyKI/I i3 1,2,3,4-TeTparigpoxiHoniH-1-iny,
1,2,3,4-TeTparigpoi3oxiHoniH-2-iny, iHgon-1-iny, i30-
iHoon-2-iny, iHgonin-1-iny, ©eHsimigason-1-iny, 2,8-
niasacnipo[4.5]aekaH-1-0oH-8-iny, 4-{[(2-TpeT-
OyTokcrkapboHinamiHoumknobyTaHkapOoHin)-amiHo]-
MeTum}-ninepuanH-1-iny, 4-{[(2-
amiHouwmknobyTaHkapOoHin)-amiHo]-meTnn}-
ninepuavH-1-iny, 3,9-piasacnipo[5.5]yHaekan-3-
kapboHoBa KkmucnoTa-9-in TpeT-6yTunoBoro egipy, 4-
okco-1-eHin-1,3,8-Tpuasacnipo[4.5]aek-8-iny T1a 4-
okco-1,3,8-Tpuasacnipo[4.5]pek-8-iny;
ae
3amicHVK HetR® aBnsie coboto 4-7-uneHHe retepoum-
KniyHe KinbLe, WO Mae TOYKy NpuedHaHHs Byrneue-
BOTO YnieHa Ta MicTUTb uneH >NRY sik retepoaToMHui
uneH, i 3a3HayYeHun reTepoaToMHUN YreH BiLOKpeM-
NeHUN BiA 3a3HavYeHol TOUKN NpUEAHAHHS BYrneLeBo-
ro yYfieHa NPpMHaNMHI OOHUM OOAATKOBMM BYIIeLEeBUM
4IeHOM;
R BuGMpatoTh i3 rpynu, sika Cknapaetbes i3 H, -Ci.
sankiny, -CosankinR™, KoxeH i3 AKX 3aMilLeHuni, npu
n0Tpe6| 1, 2 abo 3 3amicHukamu R";
R B|/|6V|par0Tb i3 rpynu, sika cknapaeTbest i3 -COzR®
@ -C(O)NR®R?;
RM BMbMparloTh i3 yynm ska cknapaetbes i3 RZ, iH-

gon-7-iny, -SOZR -Ca.4aJ'IKiJ'ICORY, -CQzRY, -
(O)C1.4an|<|r|OR -Co4ankinC(O)NRSR®,  Co.
,ankinC(0)CO2R", 1,3-avriapoiHaon-2-oH-1-iny, 1, 3-

,D,VIFI,D,pO6eH30IMIJJ,a3OJ'I -2-0H-1-iny, TeTpasorn- 5 i y
RY-1H- -TeTpason-5-iny, Y-Tp|/|a3or|| \)/ 2- -2H-
TeTpason-5-iny Ta -Co4ankinC(O)N(R")(SO2RY), ko-
XeH i3 siKnx 3amillieHnii, npu noTpebi, 1, 2 abo 3 3a-
MiCHUKaMun RN;
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RN BuGMpaloTh i3 rpynu, sika cknapaeTbes i3 OCHa,

Cl, F, Br, I, OH, NH,, CN, CF3, CH3, OC(O)CHs Ta
NOz,

RP BM6V|par0Tb i3 r/PynM, ska cknagaeTbes i3 RY, -Co.
,ankinoRY, -C12ankinCOzR”, -Cs.

zaJ'IKIJ'ICONR R® IH,EI,OJ'I -7-iny Ta -SO2Cq4ankiny;
R® B6MpaioTh i3 rpynu, sika cknafaeTbes i3 hTopo,
xnopo, 6pomo, 1Mogo, TpucTOopoMETUY, TRUXIOpO-

MeTvmy, . -CN, -C1.4aJ'IKIJ'Iy, -CosankinR™, -C,.
sankinR™ -Co.46]'IKIJ'IOR -C04an|<|nCOZR -Co-
4anK|nNR R? , -Co-4aJ'IKIJ'INRYCOR , -Co.
4anKinNRYCONRYRZ, -Co4ankinNRYSO,R" T1a -Co.
4anKinSRY;

R® 1a R® BMOWpatoTb, He3anexHo, i3 rpynu, ska
ckrnagaetbcs i3 H, C1.4aJ'IKIJ'Iy Ta -Co4ankindeHiny; sk
anbTepHaTMBa, R® ta R® 6epyTbcsi pasom 3 aSOTHI/IM
YNIEHOM, [0 SKOr0 NPUEAHAHI 3a3HauyeHi RS ta R®,
YTBOPEHHSAM 4-7-4NEHHOro reTepoLUKIiYHOro KIJ'IbLl,FI,
wo mae 0 abo 1 goaaTKOBUIA reTepOaTOMHUIA YIeH,
KOTpUiA Bm6mpaeTbc;1 i3 rpynu, ska cknagaetbcs i3 O,
S Ta >NR”, 3a YMOBW, LU0 3a3Ha4YeHUn J0OaTKOBUIA
reTepoaTOMHVII7I yYneH BiJOKpeMMeHWA npUHaNMHI
JBOMa BYIMeLeBMMM YNIEHaMM Bif 3a3Ha4YeHOro a30—
THOrO 4rfeHa, OO SIKOro npmep,HaHl 3asHaveHi R° Ta
RS, i, 3a yMOBVI Lo, Komnu R aBnsie coboo Co.
4anK|r|R R He € 3aMiLLeHNM R

RY Bm6mpar0Tb i3 rpynu, sika cknagaetbes i3 RY 1a -
Cs.7umknoankiny;

R* Bm6mpar0Tb i3 rpynu, sika cxna,qaen;cq i3 -OR”,
NR R?, -Ci4ankiny Ta -Co4ankinR™;

RY Bm6mpa|OTb i3 rpklnm sKa CKJ'Ia,D,aeTbCﬂ i3 H, -C.
sankiny, -Co4ankinR™ ta -Co4ankinR™, koxeH i3 ;u(mx
SaMILLI,EHVIM npuv noTpebi, 1, 2 abo 3 SaMICHVIKaMVI RN
R? Bm6mpar0Tb i3 rpynu, ska CKJ'Ia,D,aGTbCﬂ i3 R, -Cz
L,ankinoRY, -Cy zaJ'IKIJ'IC02R -C4 zaJ'IKIJ'IC(O)NR R®
Ta -Co. 4ar||<|r|NR RS:

KOJ‘IVI RY ta R? npuegHaHi 4O a3oTHOro lmeHa R" Ta
R? B1bMpaTb ;||< BVISHa‘—ieHO BuWe, a6o R’ Ta R?
OepyTb pasom 3 R"- ta R%, wo npuegHaHi o a30THO-
ro unexa, 3 yTBOpeHHHM 4 7-4NEHHOro reTepoLUKIIiY-
HOrO Kinbus HetR wo mae 0 abo 1 gogaTkoBuK re-
TEPOATOMHUIA YNEH, KOTPUN Bm6mpar0Tb i3 rpynu, sika
cknagaetbea i3 O, S Ta >NR 3a3HaudeHe 4-7-4neHHe
reTepouuknivyHe Kinbue HetR® mae 0 aGo 1 KapOoHi-
NbHUIA YneH, | 3a3HayeHe 4-7-4rneHHe reTepoLmKnivyHe
Kinbue HetR® mae 0 abo 1 BaneHTHO ,EI,OSBOJ'IEHVII/I
BYIMELEBUIA YIEH, SaMILLl,eHI/II/I NpVHanMHi OfHiE RM,
-CO;H Ta -Co.1ankinOR";

R saBnsie coboto CKNagoBy 3 TOYKOK MPUEOHAHHS
BYIMELEBOro YrneHa, i 3a3HayeHy cknagoBy Bubupa-
10Tb i3 rpynu, WO BKMOYaE eHin, nipuavn, nipumignn
Ta nipasuHin, Ae KoXXeH BaneHTHO Y3ropKeHUn Byrne-
LEeBWIN YNeH Y KOXHIiM i3 3a3HayeHuX CKrnagoBuX 3a-
MII.LI,EHI/II/I HesanemHo npvHanMHi ogHum i3 0, 1, 2
a6o 3R, i0a6o1R";

RY saBnsie co6oto 3—8 -4nieHHe kinbue, wo mae 0, 1
abo 2 reTepoaTOMHUX YMfeHW, KOTpi B|/|6V|pa+oTb i3
rpynu, sika cknagaetbes i3 O, S, N T1a >NRY, wo mae
0, 1 abo 2 HeHacu4eHux 3B'A3ku, Mae 0 abo 1 kapbo-
HINbHUIA YneH, e KOXeH BaneHTHO Y3ropKeHUn YneH
Yy KOXHOMY i3 3a3HaquV|x Kineup 3aMilLleHnin, Hesa-
nexHo, 0, 1 a6o 2 R;

Ta
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R" sBnsie coGoto NiHINHY 3-5-4neHHy BYrNeBOAHEBY
cknagosy, Wo mae 0 abo 1 HeHacu4eHui 3B'A30K BYT-
neub-Byrneub, i Mae 0 abo 1 KapOOHINbHUI YneH;

abo ix eHaHTiOMepiB, AiacTepeomepiB, pauemMaris,
TayToMepiB, rigpaTiB, conbBaTiB abo hapmaLeBTU4HO
NPUAHATHUX conen, edpipie Yn amigis.

92. Cniocib 3r|i:\Ho 3 N.91, gkuin BiApPI3HAETLCA TUM,
wo B Hbomy R™ aBnsie coboro H.

93. Cnocib 3rigHo 3 . 91 FlKMM BiApPI3HAETLCA TUM,
1o B HbOMY 3a3HaueHi R® Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynu, sika cknagaetbcs i3 A), B), C), D), E) Ta
1), Ak BU3HaAYeHO y n.91.

94. Cnoci6 3rigHo 3 . 91 ﬂkmm BiAPI3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R® Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynu A), sik BU3HadeHo y n.91.

95. Cnoci6 3rigHo 3 . 91 ﬂkmm BiApPI3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynu B), sik BU3HayeHo y n.91.

96. Cnoci6 3rigHo 3 . 91 $|KVIVI BiApi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R® Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynu C), sik Bu3Ha4eHo y n.91.

97. Cnocib 3rigHo 3 . 91 FlKVIVI BiApi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynu D), sik Bu3Ha4eHo y n.91.

98. Cnoci6 3rigHo 3 . 91 FlKVIVI BiApPi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R® Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynu E), sk BUu3HayeHo y n.91.

99. Cnoci6 3rigHo 3 . 91 FlKVIVI BiApPi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R Ta R® BuGMpatoTh, Hesare-
XHO, i3 rpynu 1), Ak BU3Ha4eHo y n.91.

100. Cnoci6 3rigHo 3 n. 91 FlKI/IVI BiApi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 aso-
TOM, OO SIKOTO BOHW MPWUEAHAHi, 3 YTBOPEHHAM reTe-
POLMKMIYHOrO KiNnbLsi, KOTPEe MiCTUTb NPUHANMHI OOUH
reTepoaToMHWIA YrieH, TODTO 3a3HayeHul npuegHy-
BalNbHUM a30T, 3asHayeHe reTepouukniyHe Kinbue
BMOMpaloTb i3 rpynu, sika cknagaeTbes i3 i) Ta ii), sk
BU3Ha4eHo y n.91.

101. Cnoci6 3rigHo 3 n. 91 FlKI/IVI BiApi3HAETLCA TUM,
Lo B HbOMY 3a3HaueHi R® Ta R® 6epyTb pa3om 3 aso-
TOM, OO SIKOTO BOHW MPWUEAHAHi, 3 YTBOPEHHAM reTe-
POLMKMIYHOrO KifnbLsi, KOTPEe MiCTUTb NPUHANMHI OOUH
reTepoaToMHWIA 4reH, ToBTO 3a3HayeHun npuegHy-
BalnbHUM a30T, 3asHayeHe reTepouukniyHe Kinbue
BMOMPaoTL i3 rpynu i), sik BU3Ha4eHo y n.91.

102. Cnoci6 3rigHo 3 n. 91 FlKI/IVI BiApPi3HAETLCA TUM,
|0 B HbOMY 3a3HaueHi R* Ta R® 6epyTb pa3om 3 aso-
TOM, OO SIKOTO BOHW MPUEAHAHi, 3 YTBOPEHHAM reTe-
POLMKMIYHOrO KifnbLs, KOTPEe MiCTUTb NPUHANMHI OOUH
reTepoaToMHWIA YrieH, TOBTO 3a3HayeHun npuegHy-
BalnbHUM a30T, 3asHayeHe reTepouukniyHe Kinbue
BMOMpaloTh i3 rpynu ii), Sk BU3Ha4eHo y n.91.

103. Cnoci6 3rigHo 3 .91, SKuin BiAPi3HAETLCA TUM,
Lo B HbOMY 3a3HadeHuin onocepenkosaHu LTA4H
CTaH siBMsie co0OI0 3anarneHHs, Lo Cnpu4MHeHe npu-
HaliMHi OfHi€lo i3 XBOPOO, TakmMx sik acTMa, XpOHiyHa
obcTpykTBHa xBOpoba fereHb, aTepocKnepos, peBs-
MaToIgHWA apTpuUT, PO3CITHUM CKMepos, 3anarnbHa
kuwKoBa xBopoba Ta ncopias.

104. Cnoci6 3rigHo 3 .91, Skuin BiApi3HAETbLCA TUM,
WO B HbOMY 3as3HayeHuin npuHarMHi oauH LTA4H
MoaynATop ABnsie cobot OAHY i3 HACTYMHUX CMOMYK:
2-[4-(2-ninepynamnH-1-ineTokcu)-cpeHokeu]-
DOEeH300KCcas3o0IrT;
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(1-{2-[4-(6eH300KCa3011-2-inoKCH)-hEHOKCI|eTHI}-
ninepnanH-4-in)-meTtaHon;
1-{2-[4-(6eH300Kca3on-2-inokcu)-gpeHokci]-eTun}-
ninepuavH-4-on;
{2-[4-(6eH300KCa30mMn-2-inokcn)-heHoKci]-eTnn}-
anbyTunamin;
(1-{2-[4-(6eH300KCa30M-2-iNOKCH)-heHOKCI]-eTnI}-
ninepnanH-2-in)-meTaHon;
1-{3-[4-(6eH300KCa30n-2-inokcu)-peHokcu]-nponin}-4-
deHinninepuanH-4-on;
1-{3-[4-(6eH300KCa30n-2-inokcu)-peHokcu]-nponin}-4-
GeH3unninepnamH-4-or;
2-[4-(2-ninepnanH-1-ineTun)-ceHokcu]-
DOeH300KCcas30IJT;
{3-[4-(6eH300KCa30mM-2-inokcu)-deHin]-nponiny-
LMKIorekcuneTunamiH;
1-{3-[4-(6eH300KCa30n-2-inokcu)-cpeHokcu]-nponin}-
ninepuavH-4-on;
1-{3-[4-(6eH300KCa30M-2-inokcu)-peHokem]-2-
rigpokcunponin}-4-ceHinninepuanH-4-om;
1-[2-(4-6eH300KCa30M-2-iNMETUEHOKCI )-eTIUI]-
ninepnanH-4-kap6oHoOBa KMCNoTa, eTUNoBuin eqip;
2-[4-(2-niponignH-1-ineTokcu)-eHokeu]-
©eH300KCcas0rT;
{3-[4-(6eH300KCa30r1-2-inoKCK)-heHoKeu]-nponin}-
ONMETUNaMiH;
{2-[4-(6eH300KCa30m-2-inoKkcn)-heHoKci]-eTnn}-
OUMeTUnamiH Ta
2-[4-(2-a3enaH-1-ineTokcu)-peHokcu]-6eH300Kcas3on.
105. Cnoci6 3rigHo 3 n.91, Akni BiAPI3HAETLCA TUM,
WO B HbOMY 3as3HadeHwn npuHanWMHi oauH LTA4H
MoaynsATop sBnsie coboto OAHY i3 HACTYMHUX CNOMYK:
1-{2-[4-(6eH300Kca3on-2-inokcu)-peHokci]-eTun}-4-
deHinninepuavH-4-on;
{2-[4-(6eH300KCa30m-2-inoKkcK)-heHoKci]-eTnn}-
LMKINorekCuneTunamiH;
2-{4-[2-(2-eTunninepuamnH-1-in)-eTokcu]-deHoKcu}-
©eH300Kcasor;
1-{2-[4-(6eH300Kca30n-2-inokcu)-peHokci]-eTun}-4-
deHinninepuanH-4-kapboHiTpum;
1-(1-{2-[4-(6eH300KCa30r-2-iN0KCK )-PEeHOKCI]-eTn}-4-
deHinninepuaunH-4-in)-eTaHon,
2-{4-[2-(4-meTunninepnamnH-1-in)-etoken]-cpeHokcu}-
©eH300Kcasorm;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTnn}-4-(4-
xnopodeHin)-ninepuanH-4-onm;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTnn}-4-(4-
6pomodeHin)-ninepnanH-4-or;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTnn}-4-(4-
Xropo-3-TpudTopomeTundeHin)-ninepnanH-4-on;
1-{2-[4-(6eH300KkCca30n-2-inokcn)-heHokci]-eTun}-4-
6eH3unninepuanH-4-on;
{2-[4-(6eH300KCa30mM-2-inoKkcK)-heHOKCI]-eTnn}-
LMKorekcunMmeTunamMii Ta
{2-[4-(6eH300KCa30mM-2-inokcn)-heHOKCI]-eTnn}-
LMKnonponinMeTUnnponinamiH.

106. Cnoci6 3rigHo 3 n1.91, Akui BiAPi3HAETLCA TUM,
WO B HbOMY 3a3HadeHun npuHaiMHi oguH LTA4H
MOoZynATop ABnse cobolo 0gHY i3 HACTYMHUX CMOMYK:
{2-[4-(6eH300KCa30mM-2-inokcn)-heHoKCI]-eTnn}-
6yTuneTunamiu;
2-({2-[4-(6eH300kca3on-2-inokcu)-eHokci]-eTun}-
6eH3unamiHo)-eTaHor;
2-{4-[2-(4-6eH3unninepuanH-1-in)-eTokcu]-eHokcu}-
OEeH300KCca3o0rT;



47

(1-{2-[4-(6eH300KCa30n-2-inoKcH)-cheHoKCI]-eTnn}-
ninepvanH-3-in)-meTaHon;
2-({2-[4-(6eH3o00kca3zon-2-inokcu)-deHokcil-eTun}-
nponinamiHo)-eTaHor;
2-[4-(2-a3eTnanH-1-ineTokcm)-peHokeu]-
©eH300Kcasorm;
N-(1-{2-[4-(6eH300KCca30-2-inokcu)-cheHoKCi]-eTun}-
ninepnanH-4-in)-2-cpeHinaueramiz;
1-{2-[4-(6eH300KCca30n-2-inokcu)-heHoKci]-eTun}-
ninepnanH-3-kapboHoBa kncnoTa, eTnnosuin edip;
2-{4-[3-(4-cbeHinninepmaunH-1-in)-nponokcu]-
deHokcm}-6eH300Kcas3orT;
1-{2-[4-(6eH300KCa30n-2-inokcn)-heHin]-eTnn}-4-
eHinninepnanH-4-on;
{2-[4-(6eH300KCa30mM-2-inoKcK)-heHin]-eTun}-
LMKriorekcuneTunamiy;
2-[4-(2-niponianH-1-inetnn)-ceHokcu]-6eH3ookcason
Ta
2-[4-(2-a3enaH-1-inetun)-deHokcn]-6eH300Kkca3or.
107. Cnoci6 3rigHo 3 n.91, k1 BiAPi3HAETLCA TUM,
WO B HbOMY 3a3HadyeHun npuHamMHi oguH LTA4H
MOZynATop ABnsie cobol0 0OgHY i3 HACTYMHUX CMOMYK:
{2-[4-(6eH300KCa30m-2-inoKCK)-heHin]-eTun}-
LmKnonponinMeTunnponinamiH;
{2-[4-(6eH300KCa30mM-2-iNoKCK)-heHin]-eTun}-
anbyTunamiu;
1-{2-[4-(6eH300KCa30n-2-inokcn)-eHin]-eTnn}-
ninepuanH-4-on;
1-{2-[4-(6eH300KCa30n-2-inokcn)-eHin]-eTnn}-
ninepnanH-4-kapboHoBa k1cnota, MeTunosui eqip;
1-{3-[4-(6eH300KCa30n-2-inokcn)-eHin]-nponin}-4-
deHinninepnanH-4-on;
2-[4-(3-ninepuanH-1-innponin)-ceHokcu]-
DOEeH300KCas30rT;
{3-[4-(6eH300KCa30M-2-in0oKCK)-heHin]-nponin}-
anbyTunamiu;
{3-[4-(6eH300KCa30M-2-in0oKCK)-heHin]-nponin}-
LmknonponinMeTunnponinamiH;
1-[4-(6eH300Kca3on-2-inokcu)-deHoken]-3-niponiguH-
1-innponan-2-on;
1-[2-(4-6eH300Kca3on-2-inmeTundeHokci)-etun]-4-
deHinninepnanH-4-on;
1-[2-(4-6eH300Kca3on-2-inmeTundeHokci)-etun]-
ninepnanH-4-kapOoHoOBa K1CnoTa, amif;
2-[4-(2-mopdponiH-4-ineTokcu)-eHoKeH]-
6eH3o0kca3on Ta
{2-[4-(6eH300KCa30M-2-inoKcK)-heHoKCI]-eTnn}-
aieTnnamiH.

108. Cnoci6 3rigHo 3 M1.91, SKuin BiAPi3HAETLCA TUM,
WO B HbOMY 3as3HayeHun npuHaMHi oguH LTA4H
MoZynATop ABnsie cOb60l0 OQHY i3 HACTYMHUX CMOMYK:
{2-[4-(6-xnopobeH3oTia3zon-2-inokcu)-eHokcil-eTnn}-
aieTnnamin;
1-{2-[4-(6eH30Tia3on-2-inokcu)-heHoKci]-eTnr}-
ninepuanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-heHoKci]-eTnr}-
ninepnanH-4-kapboHOBa KUCMNoTa, ETUNOBUIA eqip;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHoKci]-eTnr}-
ninepnanH-4-kapboHoOBa KUCMOTa;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-peHokcil-eTnn}-
ninepnauH-4-in)-niponignH-1-inMeTaHoH;
3-[(1-{2-[4-(6eH30Tia3on-2-inokcu)-cheHokci]-eTnm}-
ninepnanH-4-kapboHin)-amiHo]-NponioHoBa  KUCNOTa,
eTnnosun ewip;
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1-{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTnr}-
ninepnanH-4-kapboHoBa K1cnoTa, amig,;
1-(1-{2-[4-(6eH30Tia3on-2-inokcu)-eHokcil-eTnn}-
ninepnanH-4-in)-niponignH-2-oH;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-eHokci]-eTun}-
[1,4]6ininepuanHin-2-oH;
8-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-etun}-2,8-
Aiasacnipo[4.5]aekaH-1-0H;
2-[4~(3-niponigunH-1-innponokcm)-deHokcu]-
©eH3oTiasorn;
{2-[4-(6eH30Tiazon-2-inokcu)-cpeHin]-etun}-
LMKIorekcuneTunamiH;
1-{2-[4-(6eH30Tia3on-2-inokcn)-ceHin]-eTur}-
ninepnanH-3-kapboHoBa K1CMOoTa, amig,;
1-(1-{2-[4-(©eH30Tiazon-2-inokcu)-peHin}-etnn}-
ninepnanH-4-in)-3-metnn-1,3-gurinpobeH3oimigason-
2-0OH;

1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTur}-
ninepnanH-4-kapOoHoOBa K1CNoTa, METUNOBUI eqdip;
(1-{2-[4-(©eH30Tiazon-2-inokcu)-deHin]-etun}-
ninepnanH-4-in)-(4-metunninepasuH-1-in)-MeTaHoH;
1-[2-(4-6eH30Tiazon-2-inmeTundeHoKci)-eTun)-
ninepnanH-4-kapOoHOBa K1CNoTa, METUNOBUI eqdip;
3-({2-[4-(6eHz0Tia3on-2-inokcm)-deHokKcil-eTun}-
UMKMONponinamMiHo)-npomnioHoBa KUCNOTa;
{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTur}-
ONMEeTUNamiH;
2-[4-(2-niponignH-1-ineTokcm)-geHokcu]-6eH3oTiason;
{3-[4-(6eH30TiB30M-2-iN0KCU)-PEHOKCH]-NPONI}-
ONMEeTUNaMmiH;
2-[4-(2-a3enaH-1-ineTokcn)-heHokcu]-6eH3oTiason;
2-[4-(2-a3enaH-1-ineTokcn)-heHokcm]-6-
MeToKcnbeH3oTiasorn;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokci]-eTnn}-4-
cpeHinninepnanH-4-on;
{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTnr}-
LMKINOrekcuneTunamiH;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokcil-etun}-4-(4-
xnopodeHin)-ninepuanH-4-onm;
{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTnr}-
anbyTunamin;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokcil-etnn}-4-(4-
6pomodeHin)-ninepnanH-4-or;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokcil-etun}-4-(4-
Xropo-3-TpudTopomeTundeHin)-ninepnanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokci]-eTun}-4-
6eH3unninepuanH-4-on;
1’-{2-[4-(6eH30oTia3on-2-inokcu)-heHokci]-eTun}-
[1,4']6ininepnauH;
(1-{2-[4-(6eH30Tia3zon-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-4-in)-meTtaHorn;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHokcil-eTun}-
ninepnanH-4-in)-2-cbeHinaueramiz;
2-(4-{2-[4-(2-mopcboniH-4-ineTnn)-ninepasuH-1-in]-
eTokcu}-cpeHokeu)-6eH3oTiazor;
2-(4-{2-[4-(2-mopcboniH-4-ineTnn)-ninepasuH-1-in]-
eTnn}-geHokcn)-6eH30Tiason;
1-{3-[4-(6eH30Tia3on-2-inokcu)-cgpeHokcu]-nponin}-4-
eHinninepnanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcn)-geHin]-etun}-4-
deHinninepnanH-4-on;
2-[4-(2-niponianH-1-inetnn)-ceHokcun]-6eH3oTiazon;
2-[4-(2-a3enaH-1-inetun)-ceHokcn]-6eH3oTiazon;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etun}-
LmKnonponinMeTunnponinamiH;
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{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
anbyTunamin;
2-[4-(2-ninepnanH-1-ineTnn)-ceHokcn]-6eH3oTiazon;
1-{2-[4-(6eH30Tia3on-2-inokcu)-deHin]-eTun}-
ninepnanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepuauH-4-kapboHoBa K1cnoTa, amig;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepnanH-3-kapboHoBa kncnoTa, eTnnosuii edip;
1-{2-[4-(6eH30Tia3on-2-inokcn)-geHin]-etun}-4-
deHinninepuanH-4-kapboHoBa  KUCroTa, E€TUIOBUIA
ewip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-eTun}-
ninepnanH-4-in)-ouToBa K1cnoTa, ETUNoBUIN eqip;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-eTnn}-
ninepnanH-4-in)-1,3-avrigpoiHoon-2-oH;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]l-eTnn}-
ninepuanH-4-in)-niponignH-2-oH;
N-(1-{2-[4-(6eH30Tiazon-2-inokcun)-geHin]-eTnn}-
ninepnanH-4-in)-2-cbeHinaueramiz;
8-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etnn}-2,8-
Jiasacnipo[4.5]aekaH-1-0oH;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
ninepuanH-3-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepnanH-4-kapOoHOBa KucnoTa, eTUNoBUN eqip;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTnn}-
[1,4']6ininepuauHx;
2-{4-[2-(4-meTunninepa3auH-1-in)-etun]-cpeHokcu}-
6eH3oTiason;
2-(4-{2-[4-(1-6eH3nn-1H-TeTpa3on-5-in)-ninepuguH-1-
in]-eTokcm}-cheHokcn)-0eH3oTiazorn;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-gpeHin}-etnn}-
ninepnanH-4-kapOoHin)-ninepasvH-1-kapboHoBa  Knc-
nota, TpeT-byTmunoBun eqip;
1-[2-(4-6eH30Tia3on-2-inmeTnndeHokci)-etun]-
ninepnanH-4-kapOoHoBa K1cnoTa, amif,;
1-{1-[2-(4-6eH30Tiazon-2-inMeTnndeHoKci)-eTnr]-
ninepnanH-4-in}-niponiguH-2-oH;
1-[4-(1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTnn}-
ninepnanH-4-kapOoHin)-ninepasvH-1-in]-eTaHoH;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-4-kapboHOBa KUCNOTa;
1-(1-{2-[4-(6eH30Tia3on-2-inokcu)-eHokcil-eTnn}-
ninepnanH-4-in)-niponignH-2-Tiox;
2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHokci]-eTnn}-
ninepasuH-1-in)-etaHon;
2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-heHokci]-eTnn}-
ninepasuH-1-in)-1-niponignH-1-ineTaHok;
2-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHokcil-eTnn}-
ninepasuH-1-in)-1-mopdoniH-4-ineTaHoH;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTur}-
ninepnanH-3-kapboHOBa KUCMOTa;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTur}-
ninepnanH-2-kapboHoBa KNCMOTa;
(1-{2-[4-(CeH30Tiazon-2-inokcu)-deHin]-etun}-
ninepnanH-3-in)-ouToBa KUCNOTa;
(1-{2-[4-(CeH30Tiazon-2-inokcu)-peHoKci]-eTnr}-
ninepnanH-4-in)-ouToBa K1cnoTa, eTunoBuin eqgip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokci]-eTnn}-
ninepnanH-4-in)-kap6amiHoBa Kucnora, Tper-
ByTunoBui edip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokci]-eTnn}-
ninepnanH-4-in)-ouToBa KUCNOTa;
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(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etnn}-
ninepnanH-3-in)-meTaHor;
({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
LMKINorekcunamiHo)-ouToBa  KUCfoTa,  METUMOBUNIA
ewip;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-peHokci]-eTnn}-
ninepasuH-1-in)-ouToBa KACMNOTa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHokcil-eTun}-
ninepnanH-4-in)-5-okconiponiguH-2-kapboHoBa  Kuc-
nota, eTunosun edip;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHokcil-eTun}-
ninepnanH-4-in)-5-okconiponiguH-2-kapboHosa  Kuc-
nota;
4-(4-{2-[4-(©eH30Tiazon-2-inokcu)-geHokcil-eTun}-
ninepasuH-1-in)-geHon;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHokcil-eTun}-
ninepuanH-4-in)-4-xnopo-N-
uuknonponinbeHsoncynbgoHamia;
3-({2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
LMKMonponiniMeTunamiHo)-nponioHoBa KMCNoTa;
3-({2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
izonponinamiHo)-nNponioHoBa KUCoTa;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHoKci]-eTnn}-
ninepnanH-4-inamix;
3-[{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokci]-eTun}-(1-
MeTunninepuanH-4-in)-amiHo]-NnponioHoBa KMUCNoTa;
3-({2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
6eH3nnamiHo)-nNponioHoBa KUCMOoTa;
3-((1-aueTunninepnamnn-4-in)-{2-[4-(6eH3oTia3on-2-
inokcu)-geHoKci]-eTun}-amiHo)-NponioHoBa KUCNoTa;
4-(1-{2-[4-(©eH30Tia3zon-2-inokcu)-gpeHokcil-etun}-1H-
TeTpason-5-in)-ninepnanH-1-kap6oHoBa KucrnoTa,
TpeT-6yTMnoBun eqip;
3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LMKnonponinamiHo)-nponioHoBa KUCIoTa;
3-((1-aueTunninepugnH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcu)-geHin]-eTnn}-amiHo)-NponioHoBa KNCNoTa;
3-[{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-(1-
MeTunninepuanH-4-in)-amiHo]-NnponioHoBa KMUCoTa;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LIMKNoNponinMeTUnamiHo )-npornioHoBa KUCNoTa;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
i3onponinamiHo)-nNponioHoBa KUCoTa;
2-(4-{2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
ninepasuH-1-in)-1-niponignH-1-ineTaHoH;
(R)-1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTnn}-
ninepnanH-3-kapboHoBa KNCMoTa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-eTnn}-
ninepnanH-4-in)-1,3-gurigpobeHsimigason-2-oH;
2-(4-{2-[4-(6-meTunnipuanH-2-in)-ninepasuH-1-inj-
eTun}-peHokem)-6eH30oTia3on;
2-{4-[2-(4-eTaHcynbdoHinninepaauH-1-in)-etun]-
deHokcm}-6eH3oTia3on;
2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-heHin]-eTnn}-
ninepasuH-1-in)-1-mopdoniH-4-ineTaHoH,;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-derin]-eTun}-
MeTUnamiHo)-NMponioHoBa KNCIOTa;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-eTun}-
LMKIONEHTMNaMiHO)-NPOoMnioHOBa KUCMOTa;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-eTun}-
uMKnobyTunamiHo)-NnponioHoBa KUCMOTa;
3-({2-[4-(6eHz0Tia3on-2-inokcn)-deHin]-etun}-
6eH3nnamiHo)-NponioHoBa KMCIoTa;
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(1-{2-[4-(6eH30Tia3zon-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-4-in)-(4-rigpokcumeTunninepuanH-1-in)-
METaHOH;
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
LMKrionponinamiH;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepuauH-4-in)-[4-(2-rigpokcietnn)-ninepasvH-1-inj-
METaHOH;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-eTnn}-
ninepuauH-4-in)-[4-(2-rigpokcietnn)-ninepuanH-1-inj-
METaHOH;
2-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LMKronponinamiHo)-eTaHorT;
3-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
LMKnonponinamiHo)-nponax-1-om;
4-({2-[4-(6eH30Tia3on-2-inokcu)-geHinl-etun}-
LMKonponinamiHo)-macnsHa KACnoTa;
3-[(1-{2-[4-(6eH30Tia3on-2-inokcn)-heHokci]-eTnn}-
ninepuanH-4-kapOoHin )-amiHo]-NponioHoBa KUCMOTa;
4-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
LMKnonponinamiHo)-6yTMpoHiTpun;
3-(1-{2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
ninepnanH-4-in)-nponioHoBa KNCNoTa;
[(1-{2-[4-(6eH30Tia3on-2-inokcu)-deHoKci]-eTun}-
ninepnanH-4-kapOoHin)-MmeTunamiHo]-ouToBa  KUCIo-
Ta;
3-(4-{2-[4-(6eH30Tia3on-2-inokcu)-heHokci]-eTnn}-
ninepasuH-1-in)-ceHon;
2-(4-{2-[4-(4-meTokcndpeHin)-ninepasuH-1-inj-eTokcu}-
deHokcm)-6eH30oTiason;
2-{4-[2-(5-ninepnauH-4-inTeTpason-1-in)-eTokcu]-
deHokcum}-6eH30oTia3on;
(S)-1-(1-{2-[4-(6eH30Tia3on-2-inokcum)-peHoKcil-eTnn}-
ninepnanH-4-in)-4-rigpokcuniponignH-2-oHx;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
LMKronponinveTnnamMiy;
2-[({2-[4-(6eH30Tia3on-2-inokcu)-peHin]-etun}-
uuknonponinamiHo)-meTun]-LuuknonponaHkapboHoBa
Kncrnota, eTunosumn eqip;
4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTnn}-
ninepasuH-1-kapboHin)-6eH3oMHa KucnoTa, eTUNoBUN
edip;
2-[({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
umknonponinamiHo)-meTun]-LuknonponaHkapboHoBa
KMCnoTa;
1-({2-[4-(6eH30Tia3on-2-inokcn)-geHrin]-eTnn}-
LMKIONponinamMiHo)-nponaH-2-oJ1;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-eTun}-
uuknonponinamiHo)-1,1,1-TpudToponponaH-2-or;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-eTun}-
uuknonponinamiHo)-nponioHamig;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-eTun}-
LuKnonponinamMiHo)-nponax-1,2-gion;
2-{4-[2-(5-cbeHinTeTpazon-2-in)-eTokcu]-deHoKe}-
6eH3oTiasorn;
2-{4-[2-(5-cbeHinTeTpa3zon-1-in)-eTokcu]-deHoKem}-
©eH3oTiasorn;
N-{2-[4-(6eH30Tia3on-2-inokcn)-geHrin]-etun}-N-
uuknonponin-2-(2H-teTpason-5-in)-auetamig,;
(S)-3-({2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
LMKMonponinamMiHo)-2-meTunnponax-1-or;
(R)-3-({2-[4-(6eH30Tia3on-2-inokcm)-deHin]-etnn}-
LMKonponinamMiHo)-2-metTunnponax-1-on;
2-{4-[2-(5-meTuncynbdaHinTeTpason-2-in)-eTokcu]-
deHokcm}-6eH3oTiason;
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2-{4-[2-(5-meTuncynbdaHinTeTpason-1-in)-etokcu]-
deHokcm}-6eH3oTiason;
2-[4-(2-TeTpa3zon-2-ineTokcu)-gpeHokcu]-6eH3oTiazon;
2-[4-(2-TeTpa3on-1-ineTokcu)-geHokcu]-6eH3oTiazon;
(1R,2R)-2-{2-[4-(6eH30Tia3on-2-inokcm)-deHin]-
eTunamiHo}-LuuknorekcaHkapboHoBa K1CNoTa;
(1S,2R)-2-{2-[4-(6eH30Tiazon-2-inokcn)-heHin)-
eTunamiHo}-uuknorekcaHkapboHoBa KMCnoTa;
(1R,2R)-2-{2-[4-(6eH30Tia3on-2-inokcm)-deHin]-
€TUNaMiHO}-LIMKINOreKcaHorT;
(1S,2R)-2-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-
€TUNaMiHO}-LIMKIOreKcaHorT;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cbeHin]-etnn}-
ninepnanH-4-in)-macnsiHa K1cnoTa;
(R)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-peHoKcil-eTnr}-
ninepnanH-4-in)-4-rigpokcmniponianH-2-oHx;
2-(4-{2-[4-(1H-TeTpason-5-in)-ninepnawH-1-in]-etun}-
deHokcn)-6eH30Tiasorn;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-eTnn}-
ninepnanH-2-in)-meTaHor;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-peHokcil-eTnn}-1H-
TeTpa3orn-5-in)-ouToBa KUcnoTa, eTunoBuin eqip;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-cpeHokcil-eTnn}-1H-
TeTpa3orn-5-in)-ouToBa KUcnoTa, eTunoBuii eqip;
2-{4-[2-(5-ninepnamnH-4-inTeTpason-2-in)-eTokcu]-
deHokcu}-6eH30Tiazon rigpoxnopua,;
7-{2-[4-(6eH30Tiazon-2-inokcu)-eHokcil-eTun}-4-
cnipo-[3-dTanigl-ninepnanH;
1-{3-[4-(6eH30Tiason-2-inokcu)-eHin]-nponin}-
ninepuanH-4-kapOoHOBa K1cnoTa, eTUnoBun eqip;
2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTunamiH - rigpo-
xnopua,
2-(4-{2-[4-(1H-TeTpa3zon-5-in)-ninepngmnH-1-in]-
eTokcu}-cpeHokeu)-6eH3oTiazorn;
umc-4-{2-[4-(6eH3oTiazon-2-inokcu)-geHin-
eTunamMiHo}-umknorekcaHkapboHoBa kucnoTa, Tpu-
pTOopoMeTaHCynbOHaTHA Cinb;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-(TeTparigpodypaH-2-in)-mMeTaHoH;
nponaH-2-cynbgoHoBa Kucnota (1-{2-[4-
(6eH30oTias3on-2-inokcu)-eHokcil-eTun}-ninepnanH-4-
kapOoHin)-amig;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
ninepasuH-1-in)-oKCooLTOBa  KUCMOTa, METWUMOBUIA
edip;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-eTnn}-
ninepuanH-4-kapOoHin)-6eH3oncynbgoHamia,  Tpu-
hTOpOoMeTaHCyNbOHaTHA Cinb;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-eTnn}-
ninepuanH-4-kapOoHin)-meTaHcynboHamia, TpU-
TOpOoMeTaHCyNbOHaTHA Cinb;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-oKkcooLuToBa KuUcnoTa, TpudTopome-
TaHCynNbOHaTHa Cinb;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-mopdoniH-4-inMeTaHoH;
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHinl-eTnn}-
ninepasuH-1-in)-2-TiodeH-2-ineTaHoH;
(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
ninepasavH-1-in)-nipuanH-3-inMeTaHoH;
(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-LMKNnonponiniMeTaHoH;
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-erin]-eTnn}-
nwepasuH-1-in)-2-MeToKCiETaHOH;
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1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etnn}-
ninepasuH-1-in)-2,2,2-1puTopoeTaHoH;
4-(4-{2-[4-(©eH30Tia3on-2-inokcu)-geHin]-etun}-
ninepasuH-1-kapOoHin)-6eH30MHa KUCNOoTa;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTun}-
ninepasuvH-1-in)-nipuanH-4-iNnMeTaHoH;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
ninepasuH-1-in)-(5-meTunnipasnH-2-in)-MeTaHoH;
(R)-(4-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
ninepasuH-1-in)-(TeTparigpodypaH-2-in)-mMeTaHoH;
(S)-(4-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepasuH-1-in)-(TeTparigpodypaH-2-in)-mMeTaHoH;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasauvH-1-in)-(TetparigpodypaH-3-in)-mMeTaHoH;
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-geHinl-eTnn}-
ninepasuvH-1-in)-2-riapokcieTaHoH;
2-[2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTnn}-
ninepasuH-1-in)-2-oKCOeTUN]-LMKNONEHTAHOH,;
3-(4-{2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
ninepasuH-1-in)-nponioHoBa KucroTta, TpudTopoMe-
TaHcynbgOHaTHa Cinb;
3-(1-{2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
ninepnanH-4-in)-okcasoniguH-2-oH;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-gpeHin}-etnn}-
ninepnanH-4-in)-mopdoniH-3-oH;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-heHokci]-eTnn}-
ninepnanH-4-in)-mopdoniH-3-oH;
3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-eHoKci]-eTnn}-
ninepnanH-4-in)-okcasoniguH-2-oH;
1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
ninepnanH-4-kapboHoBa KncnoTa, 6eH3unokciamia,;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-4-in)-ouToBa KUCNoTa;
(R)-1-(1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etnn}-
ninepnanH-4-in)-4-rigpokcuniponignH-2-oHx;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-4-kapboHOBa KMCNOTa, rigpokciamif,;
(S)-1-(1-{2-[4-(6eH3oTiazon-2-inokcu)-peHin]-eTun}-
ninepnanH-4-in)-4-rigpokcuniponignH-2-oHx;
(1-{2-[4-(CeH30Tiazon-2-inokcu)-ceHin]-eTun}-
ninepnanH-4-in)-kap6amiHoBa Kucnorta, TpeT-
OyTunosui edip;
2-{4-[2-(4-cpToponinepnamnH-1-in)-eTun]-deHoKkcu}-
©eH3oTiasorn;
2-{4-[2-(4,4-ovdpToponinepnamnn-1-in)-eTnn]-
deHokcu}-6eH3oTiason;
(R)-1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-eTur}-
niponiavH-3-on;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-eTnn}-
ninepnanH-4-in)-cbopmamig,;
(1-{2-[4-(CeH30Tiazon-2-inokcu)-ceHin]-etun}-
ninepnanH-4-in)-ce4oBuHa;
1-(1-{2-[4-(©eH30Tiazon-2-inokcu)-peHin}-etnn}-
ninepnanH-4-in)-3-uiaHo-2-geHinisaoce4oBnHa;
1-(1-{2-[4-(©eH30Tiazon-2-inokcu)-eHin}-etnn}-
ninepnanH-4-in)-3-uiaHo-2-MeTnni3oce4oBmHa;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepnanH-4-in)-meTaHcynboHamiz;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin}-etnn}-
ninepnanH-4-in)-3-uiaHo-2-MeTunryaHigny;
8-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-1-
denin-1,3,8-Tpunasacnipo[4.5]aexaH-4-oH;
8-{2-[4-(6eH3oTiazon-2-inokcu)-ceHin}-etnn}-1,3,8-
Tpuasacnipo[4.5]aekaH-2,4-aioH;
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(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
ninepuauH-4-in)-vetunkapbamiHoBa Kucrnorta, TpeT-
6yTunosui edip;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepuanH-4-in)-N-metnnauertamig;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
ninepuanH-4-in)-N-metnnMmeraHcynboHamiz;
outoBa kucnota [(1-{2-[4-(6eH30Tiazon-2-inokcu)-
deHin]-etun}-ninepmanH-4-in)-metunkapbamoin]-
MeTunoBun edip;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-eTnn}-
ninepuauH-4-in)-N-auetamig;

outoBa kucrnota  (1-{2-[4-(6eH30Tiazon-2-inokcu)-
deHin]-etun}-ninepuaunH-4-inkapbamoin)-MeTunoBui
edip;

2-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
MeTunamiHo)-3-(1H-imigason-2-in)-nponioHoBa  Knc-
noTa;
2-(4-{2-[4-(3-HiTponipnanH-2-in)-[1.4]niasenan-1-in]-
eTun}-geHokcn)-6eH30Tiason;
[(1-{2-[4-(6eH30Tia3on-2-inokcu)-deHoKci]-eTun}-
ninepuanH-4-kapOoHin)-MeTunamiHol-ouToBa  KUCIo-
Ta, eTnnosun eqip;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-cheHokci]-eTun}-
[1,4']6ininepnaunHin-4-kapboHoBa kucnoTta, eTUrNoBUiA
edip;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-heHokci]-eTun}-
[1,4']6ininepuauHin-4-kap6oHOBa KMUCOTa;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
LmknonponineTunami;
3-({2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
LMKronponinamiHo)-2-MeTuUnnponioHoBa KucnoTa,
TpUdTOPOMETaHCYNbPOHOKUCA Cinb;
2-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LMKIONponinMeTUNamMiHo)-eTaHo;
2-[2-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
LIMKNONponinMeTUnamiHo )-eToKci]-eTaHorm;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LuKnonponinmeTunamiHo)-nponax-1-or;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
uuknonponinmeTun-(3-tetTpason-2-innponin)-amiH;
{2-[4-(©eH30Tiazon-2-inokcu)-geHin]-etnn}-
uuknonponin-(3-nipon-1-innponin)-amix;
4-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
LMKNONponinMeTUnamiHo )-6y TMpoHiTpun;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-4-kapboHoBa  kucnota,  (2-uiaHoeTwn)-
amig;

{2-[4-(©eH30Tiazon-2-inokcu)-geHin]-etnn}-
umknonponinmetun-[3-(2H-tetpason-5-in)-nponin]-
amiH;
3-[5-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-eTnm}-
ninepnanH-4-in)-retpason-1-in]-nponioHiTpun;
{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
umknonponin-[3-(2H-teTpason-5-in)-nponinj-amix;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepngnH-4-kapboHoBa kucnota, (2-rigpokcun-1,1-
AvMeTuneTun)-amig;
{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
umknonponinmetun-[3-(1H-[1,2,4]Tpnason-3-in)-
nponinj-amix;
{2-[4-(6eH30Tiazon-2-inokcu)-cpeHin]-etun}-
umknonponinmetun-[3-(5-metun-1H-[1,2,4]1pnason-3-
in)-nponin]-amix;
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{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
uuknonponinvetun-[3-(5-dewin-1H-[1,2,4]tpnazon-3-
in)-nponin]-amix;
2-(4-{2-[4-(1-meTun-1H-TeTpason-5-in)-ninepugunH-1-
in]-eTun}-cpeHokcn)-6eH3oTiazon;
2-(4-{2-[4-(2-meTun-2H-TeTpason-5-in)-ninepugunH-1-
in]-eTun}-cpeHokcn)-6eH3oTiazon;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepnanH-4-kapOoHiTpun;
2-(4-{2-[4-(1H-[1,2,3]Tpnazon-4-in)-ninepugux-1-in)-
eTnn}-geHokcn)-6eH30Tiason;
4-{2-[4-(6eH30Tia3on-2-inokcu)-geHinl-eTunamiHo}-
MacnsHa KucnoTa, eTunoBuin eqip;
4-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
LMKIonponinMeTunamiHo)-MacrisiHa KucnoTa, eTuno-
BUI eqoip;
2-[3-({2-[4-(6eH30Tia3on-2-inokcm)-deHin]-etnn}-
LuKnonponinmeTunamiHo)-nponinj-isoiHgon-1,3-4ioH;
4-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
LMKIIonponinMeTunamiHo)-MacrsiHa KUCNoTa;
1-(3-{2-[4-(6eH3oTiazon-2-inokcn)-peHin]-eTunamiHo}-
nponin)-niponignH-2-oH;
N-1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-H1-
umknonponinMeTunnponax-1,3-giami;
5-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
uMKronponinamiHo)-neHTaHoBa KucrnoTta, MeTUIIOBUN
edip;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etnn}-
LuKnonponinMeTunamiHo)-nponinj-aueramig;
MopdoniH-4-kapboHoBa Kucnota
(6eH3oTia3on-2-inokcu)-geHinl-etun}-
LuknonponinmeTunamiHo)-nponinj-amia;
N-[3-({2-[4-(6eH30Tia3on-2-inokcm)-enin]-eTun}-
LuKnonponinMeTunamiHo)-nponinj-
MeTaHcynbgoHamiz;
5-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LMKnonponinamiHo)-neHTaHoBa KUCNoTa;
1-[3-({2-[4-(6eH30Tia3on-2-inokcum)-deHin]-etun}-
ionponinamiHo)-nponin]-niponiguH-2-oH;
1-[3-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etTnn}-
LMKnonponinMeTunamiHo)-nponin}-niponignH-2-oH;
1-[3-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etTnn}-
LMKnonponinamiHo)-nponin]-niponiguH-2-oH;
1-[3-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etTnn}-
nponinamiHo)-nponin]-niponianH-2-oH;
4-((1-aueTtnnninepuanH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcu)-geHin]-eTun}-amiHo)-macnsiHa KucrnoTa, eTu-
nosun edip;
4-((1-aueTtnnninepuanH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcn)-eHin]-eTun}-amiHo)-macnsHa KucrnoTa, e€Tu-
nosun ewip;
4-({2-[4-(6eH3oTia3on-2-inokcu)-ceHin]-etnn}-
MeTaHCyINb@OHINaMiHO)-MacnsiHa KUCMoTa;
({2-[4-(6eH30Tia3on-2-inokcu)-eHin}-etnn}-
LMKonponinamiHo)-oLToBa KUCNOTa;
6-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTnn}-
LUMKMONponinamiHo)-kanpoHoBa KUCMNoTa, eTUNoBUKA
edip;

7-({2-[4-(6eH30Tia3on-2-inokcu)-peHin]-eTun}-
UMKMIONponinaMiHo)-eHaHTOBa  KUCIoTa, ETWUMOBUN
edip;

6-({2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-eTnn}-
LMKnonponinamiHo)-kanpoHoBa KUCIoTa;
7-({2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-eTnn}-
uMKnonponinamiHo)-eHaHTOBa KMCMOTa;

[3-({2-[4-
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N-1-{2-[4-(6eH30Tia3on-2-inokcu)-peHin]-etmmn}-N1-
uuknonponinnponax-1,3-giamix;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
UMKnonponinamMiHo)-nponin]-aueTamis;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
uuknonponinamiHo)-nponin-iso0yTupamia;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
uuknonponinamiHo)-nponinj-6eHsamiz;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
uMkKnonponinamMiHo)-nponinj-4-xnopobexsamisg;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu )-deHin]-etun}-
LMKONpOonifnamMiHo)-nponin]-mMmeTaHcynboHaMia;

nponaH-2-cynbgoHoBa Kvucrota [3-({2-[4-
(6eH3oTiason)-2-inokcu)-geHin]-eTnn}-
uMknonponinamMiHo)-nponinl-amia,  TpudpTopomeTaH-

Cynb(OHOKMCA Cifb;
8-({2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etun}-
UMKMONpPOonifnamMiHo)-OKTaHoBa  KUCMOTa,  ETWUIOBUNA
edip;
1-[3-({2-[4-(6eH30Tiazon-2-inokcn)-eHin]-eTun}-
LmknonponinamiHo)-nponin]-3-deHince4oBnHa;
8-({2-[4-(6eH30Tia3zon-2-inokcu)-eHin]-etun}-
LMKNOMNponinamiHo)-oKTaHoBa KUCMOTa;
TeTparigpodypaH-2-kapboHoBa  kucrota  [3-({2-[4-
(6eH3oTiason-2-inokcn)-heHin]-eTun}-
UMKonponinamMiHo)-nponin]-amiz;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu }-deHin]-etun}-
UMKonponinamMiHo)-nponin]-2-rigpokcialeTramia;
4-({2-[4-(6eH30Tia3on-2-inokcu)-peHokci]-eTun}-
LMKnonponinamiHo)-mMacnsiHa KUCnoTa;
2-[4-(2-mopdhoniH-4-ineTokcn)-deHoken]-6eH3oTiazon
Ta

2-[4-(2-ninepnanH-1-ineTokcm)-peHokeu]-
6eH3oTiazon.

109. Cnoci6 3rigHo 3 N1.91, Akui BiAPI3HAETLCA TUM,
WO B HbOMY 3a3HavyeHwn npuvHaniMHi oamH LTA4H
MoaynATop ABNsie coboo 0AHY i3 HACTYMHUX CMOMYK:
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokci]-eTnn}-
4-peHinninepuauH-4-onm;
{2-[4-(1H-6eH30oimiga3on-2-inokcu)-deHin]-etun}-
LmKnonponinMeTunnponinamiH;
umknorekcunetun-{2-[4-(1-metun-1H-6eH30oimigason-
2-inokcu)-cbeHin]-eTun}-amin;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokcil-eTnn}-
4-(4-6pomodbeHin)-ninepnanH-4-om;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokcil-eTnn}-
4-(4-xnopodpeHin)-ninepuanH-4-on;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokcil-eTnn}-
4-6eH3nnninepuanH-4-on;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-deHin]-etun}-
LMKorekcuneTunamin;
2-[4-(2-niponianH-1-inetnn)-deHokcun]-1H-
6eH30oimigason;
2-[4-(2-a3enaH-1-inetun)-cdeHokcu]-1H-
6eH3oimMigason;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-deHin]-etun}-
anbyTunamiu;
1-{2-[4-(1H-6eH30imMiga3on-2-inokcu)-geHrin]-eTun}-
ninepuanH-4-on;
1-{2-[4-(1H-6eH30imMiga3on-2-inokcu)-geHrin]-eTun}-
ninepnanH-4-kapboHoBa kncnota, MeTunosui eqip;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-deHokcil-eTun}-
LMKIorekcuneTunamiy;
2-{4-[2-(4-meTunninepmauH-1-in)-etokcu]-beHokcu}-
1H-6eH3oimigason;



57

2-{4-[2-(2-eTunninepuamnH-1-in)-eTokcu]-deHoKCH} -
1H-6eH30oimigason;
2-[4-(2-ninepnanH-1-ineTokcu)-peHokeu]-1H-
OeH3oimigason;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokci]-eTnn}-
ninepnanH-4-on;
2-[4-(2-a3enaH-1-ineTokcn)-peHokcu]-1H-
OeH3oimMigaszonamiz;
{3-[4-(1H-6eH30imigazon-2-inokcu)-peHokcu]-nponin}-
OVMETUNaMiH; 2-[4-(2-niponiavH-1-inetokcn)-
eHokcm]-1H-6eH3oimigason;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-deHoKci]-eTnr}-
aietunamin;
2-[4-(2-mopdhoniH-4-ineTokcn)-deHokem]-1H-
OeH3oimigason;
2-[4-(2-ninepnanH-1-inetnn)-cdeHokcun]-1H-
6eH30oimMigasorn;
1-(1-{2-[4-(1H-6eH30imiaazon-2-inokcu)-geHokcil-
eTun}-ninepuanH-4-in)-niponiguH-2-oH;
(1-{2-[4-(1H-6eH30imMiga3on-2-inokcu )-cpeHokcil-
eTun}-ninepuanH-4-in)-metaHon ta
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-cgeHokcil-eTnn}-
ninepnanH-4-kapOoHOBa K1cnoTa, eTUNoBUN eqip.
110. Cnoci6 3rigHo 3 M.91, k1 BiAPI3HAETLCA TUM,
WO B HbOMY 3a3HadyeHun npuHamMHi oguH LTA4H
MoaynaTop BubMpatoTk i3 cnonyk doopmynu (I):

, -
z /
W—N,

R
abo ix eHaHTiOmepiB, AiacTepeomepiB, pauemaris,
TayToMmepiB, rigpaTiB, conbBaTiB abo hapmaLeBTU4HO
npmﬁHﬂTme conew, ecipiB abo amigis,

R R®, X, Y Z tTa W BuM3HauatoTb SK y cnonyui dop-
Mynu gl) R? BVISHaHarOTb sk R? y cnonyui opmynu
(1), i R* BusHauatots sik R y crionywi coopmynu (1),

3a YyMOBM, LU0

(a) npuHaivHi ofHa i3 3asHauveHux R® Ta R® He €
€TWIIOM, KONW 3a40BOSbHAETLCA OAMH BapiaHT BMOO-
py y rpyni, Wo cknagaeTtbcs i3 BapiaHTiB (s1), (s2),
(s3) Ta (s4), i KoxXeH i3 3a3Ha4YeHVX BapiaHTiB BU3Ha-
YaeTbCA K

(s1): R* aBnsie coBowo H, Z aBnsie coboto O, W saBnsie
coboto CHy, Y sBnsie coboto CHy, i X saiBnsie coboto S;
(s2): R* aBnsie coboro H, Z aBnsie coboro O, W saBnsie
coboto CHy, Y saBnsie coboto CHy, i X siBnsie coboto
NH;

(s3): R* aBnsie coboro H, Z aBnsie coboro O, W aBnsie
coboto CHay, Y saBnsie coboto O, i X aBnsie coboto S;
(s4): R* siensie coBoto 5-xnopo, Z siensie coGoto O, W
aBnsie coboto CHy, Y aBnsie coboo CHy, i X aBnse
coboto S;

(b) 3a [0OaTKOBOI YMOBW, WO, Komnu Z ABnse co6oro
3B' ;|30|< Y aBnsie coboto CHy, W FlBJ'IFle co6oro CHR'-
CHa, R' asnsie coBoto H, i ogHa i3 R? Ta R® ABnse
cobot 1H-imigason-2-in, Toai iHWwa i3 R? ta R® Bubw-
paetbces i3 A1), B)-L), ae B)-L) € Takumu, sk Bu3Have-
Ho Buwe Anda cnonyku copmynm (1), i A1) cknagaetb-
cs i3 H, Cz7ankeHiny, ge Byrneup y 3asHadyeHomy Cs.
7alnkKeHini, Wo npuegHaHWM OO0 a30THOrO YreHa, Mae
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nuwe npocti 3B'a3kn, CszankiHiny, Oe 3asHayveHui
BYyrneup y 3a3HadeHoMy arnkiHini, Wwo npueaHaHun go
a30THOrO u4neHa, Mae nuwe npocti 3B'A3ku, Cs.
7UMKnoarnkiny, wo €, npu notpebi, 6eHso3nutnm, Cs.
7umknoankeHiny, -CszumknoankinCizankiny, -Ci.
7ankinCsyumknoankiny; Ta

(c) 3a popaTtkoBOi ymMOBM, Lo, Konn X sBnse coboto
S, i Y aBnse cobowo O, Z aensie co6oro 3B 'a3ok, | W
asnsie coboto CHy, Toai ogHa i3 R? ta R® He € XCG,
konu iHwa € Cq.gankinom, ge XCG sasnsie coboto rpy-

ot

N—GO

(XCG) |
HC16

ae HC16 saBnse coboto ogHy i3 rpyn H, Cisankiny,
ranoCqeankiny, aniny ta Ci.sankokcumetuny, i GO €
rpynoto, KoTpa npuvegHaHa BYrMeLEeBMM YIIEHOM, Lo
mae =0 3aMicHuK, sikun yTBoproe amigorpyny (>N-
C(0O)-) 3 a30THMM 4reHoM, [0 SKOro MpuegHaHa 3a-
3Ha4veHa rpyna GO.

111. Cnocib 3r|,u,Ho 3 n.110, skMn BiApPI3HAETLCA
TUM, LLO B HbOMY R* siBnsie co6oto H.

112. Cnoci6 3rigHo 3 n.110, FlKMVI Blp,plsl-meTbc;l
TM, WO B HbOMY 3a3HaueHi R® Ta R’ BuGupatoTh,
He3anexHo, i3 rpynu, sika cknagaetecs i3 A), B), C),
D), E) ta l), six Bu3Ha4eHo y n.110.

113. Cnoci6 3rigHo 3 n.110, FlKMVI Blp,plsl-me'rbc;l
TUM, WO B HbOMY 3a3HaueHi R Ta R’ BuGupaioTh,
He3anexHo, i3 rpynu A), sik Bu3HadeHo y n.110.

114. Cnoci6 3rigHo 3 n.110, ﬂKmm BIApI3H$I€TbCiI
TUM, WO B HbOMY 3a3HaueHi R? Ta R’ BuGupaioTs,
He3anexHo, i3 rpynu B), sik Bu3HayeHo y n.110.

115. Cnoci6 3rigHo 3 n.110, FlKl/IM BIApI3Hﬂ€TbCH
TUM, L0 B HbOMY 3a3HaueHi R? Ta R® BuGupatoTs,
He3arnexHo, i3 rpynu C), sik Bu3HadveHo y n.110.

116. Cnoci6 3rigHo 3 n.110, FlKl/IM Bl,qp|3H;|eTbc;|
TUM, WO B HbOMY 3a3HaueHi R? Ta R’ BuGupaioTs,
He3anexHo, i3 rpynu D), sk Bu3HaveHo y n.110.

117. Cnoci6 3rigHo 3 n.110, FlKVIVI BIApI3Hﬂ€TbCﬂ
TUM, WO B HbOMY 3a3HaueHi R® Ta R’ BuGupatoTh,
He3anexHo, i3 rpynu E), sk Bu3HadeHo y n.110.

118. Cnoci6 3rigHo 3 n.110, FlKVIVI BIApISHﬂCTbCﬂ
TUM, WO B HbOMY 3a3HaueHi R? Ta R® BuGupatoTh,
He3arnexHo, i3 rpynu ), sk Bu3HayveHo y n.110.

119. Cnoci6 3rigHo 3 n.110, ﬂKI/IVI BiApi3HsETbLCSA
TM, WO B HbOMY 3a3HaueHi R? Ta R® GepyTb pasom 3
a30TOM, A0 SKOr0 BOHW MPWEdHAHi, 3 YTBOPEHHSIM
reTepoLUMKNIYHOro KifnbLs, KOTpe MICTUTb NPUHAVMHI
OOVH reTepoaToMHUIA YneH, TOBTO 3a3HayveHu npu-
€A4HyBanbHUI a30T, 3a3HavyeHe reTepouukIivyHe Kinb-
ue BMOUpatoTb i3 rpynu, sika cknagaeTbes i3 i) Ta i),
K BU3Ha4veHo y n.110.

120. Cnoci6 3rigHo 3 n.110, ﬂKI/IVI BiApi3HsETbLCA
TVM, WO B HbOMY 3a3HaueHi R Ta R® GepyTb pasom 3
a30TOM, A0 SIKOr0 BOHW MPWEdHAHi, 3 YTBOPEHHSM
reTepoLUMKNIYHOrO KinbLs, KOTpe MICTUTb NPUHAMHI
OOVH reTepoaToMHUIA YneH, TO6TO 3a3HayeHu npu-
€A4HyBalnbHUIA a30T, 3a3HavyeHe reTepouukIivyHe Kinb-
ue BubumpatoTh i3 rpynu i), sik Bu3HadeHo y n.110.

121. Cnoci6 3rigHo 3 n.110, 9|KI/II/I BiApi3HAETbLCSA
TUM, WO B HbOMY 3a3HaueHi R2 Ta R® 6epyTb pasom 3
a30TOM, A0 SIKOr0 BOHW MPWUEAHAHI, 3 YTBOPEHHSM
reTepoLUMKNIYHOro KinbLs, KOTpe MICTUTb NPUHAMHI
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OOMH reTepoaToMHUi uneH, TOOTO 3a3HaveHun npu-
€4HyBanbHUI asoT, 3a3HavyeHe reTepoumKIiyHe Kinb-
ue BnbumpatoTh i3 rpynu i), sk Bu3HadeHo y n.110.

122. Cnoci6 3rigHo 3 n.110, kv BiApi3HAETbCA
TMM, WO B HbOMY 3a3HayeHWn OnocepenKoBaHWN
LTA4H craH siBnsie coboto 3ananeHHsi, Wo cnpuyn-
HeHe MpUHaKMHI ofHieto i3 XBOpOO, TakMX sIK acTma,
XPOHiyHa 0b6CTpyKTMBHA XBOpoba nereHb, atepockre-
po3, peBMaToigHWUIA apTpuUT, PO3CISIHUA CKIepos, 3a-
nanbHa KvLwkoBa xBopoba Ta ncopias.

123. Cnocib 3rigHo 3 N1.91, Akui BiAPi3HAETLCA TUM,
WO B HbOMY 3a3HavyeHwn npuvHanMHi oamH LTA4H
MoaynaTop BubupatoTs i3 cnonyk doopmynu (11):

R
abo ix eHaHTiOMepiB, AiacTepeomepiB, paueMaris,
TayToMepiB, rigpaTiB, conbBaTiB abo hapmaLeBTU4HO
npmﬁHﬂTme conew, ecipiB abo amigis,

R R®, X, Y ZtaW BmsHaqarOTb SK y cnonyui dop-
mynu (1), R? BmsHaqarOTb sk R? y cnonyui dopmynu
(1), i R* BusHauatoms sik R® y cnonyui doopmynu (1),

33 ymoBY, WO

a) 3asHaveni R Ta R* gopaTkoBo 3a[0BONBHSIOTH
HaCTyMHUM yMOBaM:

(el): mpuHaiMHi ogHa i3 3a3Ha4YeHnx R* taR® He €
Cqsankinom, konu Z asnsie coboro O, i X aBnse co-
6ot S; § i

(e2): xopHa 3 R? Ta R* He € Cy4ankinC(O)R¥, ge R
ABnse cobo OAHY i3 HacT YNHYX Tpyn: C1 4ankin, OH,
-OC14arkin, -OCoankinR™" a6o -NR'RY, Konm Y sg-
nsie co6oro O, Z aBnsie coboto 3B'A30K, i R BiAMiHHaA
Big R® ;Ta

(e3): )KO,IJ,Ha 3 R? 1a R* He € Cy. 6an|<|nCN konm Y
SBMSE co6oro 0, Z siBnsie co6oto 3B'A30K, | R? BiAMiH-
Ha Bif R®

(b) 3a p,o,anKoao'l' yMOBM, WO, kKonu X sBnse coboto
S, Y aBnse coboo O, Z asnse coboto 38'A30K, | W
ABM1Ae coboio coboto rpyny CHa, Togi ogHa i3 R Ta
R® He € XCG, konu iHwa € C.sankinom, ae XCG saB-
nsie coboto rpyny

;(_CH 4)_(/N—GO

(XCG)
HC16

ae HC16 saBnse coboto ogHy i3 rpyn H, Cisankiny,
ranoCqeankiny, aniny ta Ci.sankokcumetuny, i GO €
rpynoto, KoTpa npuvegHaHa BYrfeLeBMM YIIEHOM, Lo
mae =O 3aMiCHUK, SIKWIA YyTBOPIOE amigorpyny 3 aso-
THVMM YfIeHOM, OO0 SIKOro NpuegHaHa 3as3HaveHa rpyna
GO.

124. Cnocio 3r|,u,Ho 3 n.123, skun BiApPI3HAETLCA
TUM, LLO B HbOMY R* siBnsie co6oto H.

125. Cnoci6 3rigHo 3 n.123, FlKMVI BIApISHﬂeTbCﬂ
TUM, WO B HbOMY 3a3HaueHi R® Ta R® BuGupatoTh,
HesanexHo, i3 rpynu, sika cknagaetbcs i3 A), B), C),
D), E) Ta l), sk Bu3Ha4eHo y n.123.
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126. Cnoci6 3rigHo 3 n.123, FlKMVI BIApI3H$I€TbCiI
TUM, WO B HbOMY 3a3HaueHi R> Ta R’ BuGupaioTs,
He3anexHo, i3 rpynu A), ik BU3HayeHo y n.123.

127. Cnoci6 3rigHo 3 n.123, ﬂKmm BIApI3H$I€TbCiI
TUM, IO B HbOMY 3a3HaueHi R? Ta R’ BuGupaioTh,
He3anexHo, i3 rpynu B), sik Bu3HayeHo y n.123.

128. Cnoci6 3rigHo 3 n.123, FlKl/IM B|,qp|3H;|e'rbc;|
TUM, IO B HbOMY 3a3HaueHi R® Ta R’ BuGupatoTh,
He3anexHo, i3 rpynu C), sk BU3HaveHo y n.123.

129. Cnoci6 3rigHo 3 n.123, FlKl/IM BIApI3HH€TbCﬂ
TUM, WO B HbOMY 3a3HaueHi R? Ta R® BuGupatoTh,
He3anexHo, i3 rpynu D), sik Bu3HaveHo y n.123.

130. Cnoci6 3rigHo 3 n.123, FlKVIVI Bl,qplsﬂﬂeTbc;I
TUM, WO B HbOMY 3a3HaueHi R? Ta R® BuGupatoTs,
He3anexHo, i3 rpynu E), sk Bu3HayeHo y n.123.

131. Cnoci6 3rigHo 3 n.123, FlKVIVI Blp,plsﬂﬂeTbc;I
TUM, WO B HbOMY 3a3HaueHi R? Ta R® BuGupatoTh,
He3arnexHo, i3 rpynu ), sk Bu3HayeHo y n.123.

132. Cnoci6 3rigHo 3 n.123, ﬂKI/IVI BiApi3HsETbLCSA
TUM, WO B HbOMY 3a3HaudeHi R2 Ta R® 6epyTb pasom 3
a30TOM, A0 SKOr0 BOHW MPWEOHAHi, 3 YTBOPEHHSIM
reTepouUMKNIYHOro KinbLs, KOTpe MICTUTb NPUHAVMHI
OOVH reTepoaToMHUIA YneH, TOBTO 3a3HayveHu npu-
€A4HyBanbHUIA a30T, 3a3HavyeHe reTepouukIivyHe Kinb-
ue BMOUpatoTb i3 rpynu, sika cknagaetbes i3 i) Ta i),
SIK BU3Ha4yeHo y n.123.

133. Cnoci6 3rigHo 3 n.123, ﬂKI/IVI BiApi3HAETbLCSA
TVM, WO B HbOMY 3a3HaueHi R? Ta R® GepyTb pasom 3
a30TOM, A0 SIKOr0 BOHW MPWEAHAHi, 3 YTBOPEHHSM
reTepoLUMKNIYHOro KinbLs, KOTpe MICTUTb NPUHAVMHI
OOVH reTepoaToMHUIA YneH, TOBTO 3a3HayeHu npu-
€A4HyBalbHUIA @30T, 3a3HavyeHe reTepouuknivyHe Kinb-
ue BnubmpatoTh i3 rpynu i), ik BU3HadeHo y n.123.

134. Cnoci6 3rigHo 3 n.123, F|KI/II/I BiApi3HsAETbLCSA
TWM, WO B HbOMY 3a3HaueHi R? Ta R® 6epyTb pasom 3
a30TOM, A0 SIKOrO BOHW MPWEAHAHI, 3 YTBOPEHHSM
reTepoLUMKNIYHOro KinbLs, KOTpe MICTUTb NPUHAMHI
OOVH reTepoaToOMHUIA YneH, TO6TO 3a3HayveHu npu-
€A4HyBasllbHUI a30T, 3a3HayeHe reTepouuknivyHe Kinb-
ue BMOUpatoTb i3 rpynu ii), K BU3HayeHo y n.123.

135. Cnoci6 3rigHo 3 n.123, skuin Bigpi3HAETbCA
TUM, WO B HbOMY 3a3HayeHWn onocepenKoBaHWN
LTA4H cTtaH sBnsie coboo 3ananeHHsi, o crnpuyn-
HeHe MpUHaNMHI ofHieto i3 XBOpob, TakMX SIK acTMa,
XpOHiyHa obCcTpykTMBHA XBOpoba rereHb, atepockrie-
po3, peBMaToidHUN apTpUT, PO3CISHWUIA CKnepos, 3a-
nanbHa K1LKoBa xBopoba Ta ncopias.

136. ®apmaueBTUYHa KOMMO3ULid, WO MICTUTb Tepa-
NEBTUYHO €eMEKTUBHY KiNMbKiCTb MPUHANMHI  OOHIET
cnonyku cpopmynu (1)

s

R6

- 2
Z_\W_N/R
\

R ()
ae

X Bm6mpar0Tb i3 rpynu, LWo cknagaetbes i3 NR®, O Ta
S, ne R® sensie cobowo H a6o CHs3;

Y BubBupatoTh i3 rpynu, Wwo cknagaetbcs i3 CH, 1a O;
Z BnbupatoTh i3 rpynu, Wo cknagaetbes i3 O Ta 38'As-

KY;
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w Bm6mparoTb i3 [TPYNK, WO CKraAaeTbea i3 CHz Ta
CHR'-CH_, ne R' € H a6o OH, ne R -npueaHaHun
BYINeLEeBUN YreH y 3a3HadveHin CHR'-CH, npsiMo He
npuegHaHWM 40 a30THOrO YrieHa, A0 SKOro npuedHa-
Ha 3a3HadeHa W;

R* BMOMpaloTh i3 rpynu, wo cknagaetscs i3 H, OCHa,
Cl, F, Br, I, OH, NH», CN, CF3 Ta CH3;

R® siBnsie coboro H abo F;i

R?1aR® BUOVPalOTb, KOXHY He3arnexHo, i3 rpynu, sika
cKnagaeTtbes i3

A) H, Cirankiny, CsrankeHiny, ne Byrneub y 3asHa-
YEeHOMY ankeHini, Wo npueaHaHWn 0O a30THOro 4ne-
Ha, Mae nuLe npocTi 3B'a3kn, CazankiHiny, ae Byrne-
Ub Yy 3a3HayeHOMy arnkiHini, wo npueaHaHun [o
a30THOrO urfeHa, Mae nwuwe npocTi 3B'A3ku, Ca.
7UMKNoankiny, wo €, npn notpebi, 6eH3o3nntum, Cs.
7umknoankeHiny, -CszumknoankinCizankiny, -Ca.
7ankinCsyumknoarnkiny Ta deHiny, Ae KoXeH i3 3aM|c-
HUKIB A) 3aMilLeHuit, HesanexHo, 0, 1 abo 2 R%,
KOXHa i3 3a3HaueHnx R € 3amicHukoMm npu Byrneue-
BOMY u4feHi, Wo aBnse coboto npuHaiMHI OguH Byr-
rneueBun YneH, BUNy4YeHnii Big 3a3HayeHoro a3oTHoro
uneHa;

B) samicHuka HetR?;
C) C1 7an|<|r|C(O R
CH,R"a6o CH,R*

D) C2.5an|<|nC(O)R, Oe [Ba BaNEeHTHO Y3roMKEHMX
BYrneLeBux YneHn y gaHomy Cosankini 3asHadyeHoro
-Co.5ankinC(O)R* € yvacTuHol HacudeHoro  Cs.
skapbouukny;

E) -Co.sankinOH, oe oBa BaneHTHO Y3ropKeHWUX BYr-
neuesunx YneHn y gaHomy Co.sankini 3aaHaveHoro -Co.
sankinOH € yacTuHoo HacuyeHoro Cs.skapbouukny;
F) -Co-sankindpeHiny, oe naHumn geHin y 3asHayeHoMy
-Co4ankindeHini € 3anMTM No ABOX CyCifHiX ByrneLe-
BUX YneHax y 3a3HavyeHoMy dpeHini 3 R', a6o € Genso-
3NUTUM;

G) -Co.4an|<inAr6, ne Ar® aBrsie coBoto 6-uneHHWi
reTepoapws, Lo Mae TOYKY NPUEAHAHHS BYrneLeBoro
yneHa i mae ogvH abo Aga -N= reTepoaTOMHMX une-
HW, Ta € 6eH303NNTUM;

H) -Co.4an|<inAr3, ne Ar® aBnsie coBolo 5-ureHHWiA
rerepoapwn, WO Mae OAWH reTepoaTOMHUIA urleH,
KOTpui BM6V|paeTbc;| i3 rpynu, sika cknagaetbes i3 O,
S ta >NR", i mae 0 a6o 1 -N= [0OaTKOBUI reTepo-
aTOMHUWI YNEH, WO MiCTUTb, Npu notpebi, ABi kapbo-
HINbBHI rpynn, Ta €, Npu n0Tpe6| 6eH303nnTNM;

1) C1.4au'||<u'|Ar5 pe Ar’ sensie cobolo 5-UneHHuii re-
Tepoapwun, Wwo MicTUTe 3 abo 4 a30THI YneHn, KoTpi
3amileHi, npu noTpebi, R RY, i MaloTb BaneHTHO y3ro-
[PKEHUI canT K TO4KY MPUERHAHHS;

J) -CosankinAr®® ne Ar®® apnse coBow Co
sankinnpuegHaHumn cbeHln, 3NUTUIA NO BareHTHO Y3ro-
[KeHVX canTax 3 6-4neHHUM reTepoapurioM, ge 3a-
3Ha4YeHUn 6-4neHHW retepoapun mae oavH abo aBa
-N= reTepoaTOMHYX YreHi;

K) -Co. 4ankinAr® ) Ar®® aBnse coBow Co.
4ankinnpuegHaHvun deHin, 3anMTuin No BaneHTHO y3ro-
[KeHUX camTax 3 5-4neHHUM reTepoapwiiom, 3asHa-
YeHUN 5-YneHHUn reTepoapun Mae oauH retTepoaro-
MHWM  4neH, wWo BVI6VIpa€TbCFl i3 rpynu, ska
cknagaetbesa i3 O, S Ta >NR", i 3asHaueHuit 5-
yneHHun retepoapun mae 0 abo 1 [oJaTKOBUN reTe-
pPOaTOMHMI YNeH, KOTpuN siBnsie coboto -N=; i

3amilleHoro, npu notpeodi,
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L) opHiei cnonykn i3 2-(4-eTundpeHokcm)-
6eHsoTiazony, 2-(4-eTundeHokcun)-0eH3ookcasony Ta
2-(4-eTnndeHokcm)-1H-6eH30oimigasony;

M) SO2Cq4ankiny;

K anbTepHaTuBa, R? Ta R® 6epyTh pasom 3 a3oTom,
[0 SIKOrO BOHW NPUEQHAHI, 3 YTBOPEHHAM reTepoLmK-
NiYHOro Kinbus, KOTPe MICTUTb NPUHANMHI OOUH reTe-
poaTOMHUI 4rneH, TOBTO 3a3HayeHWun NpuegHyBarib-
HUA  a30T, 3a3HayeHe reTepouuKIliyHe Kinbue
BMOMpaloTh i3 rpynu, ska cknagaeTbcs i3

i) 4-7-4nNeHHOro reTepoLMKNiYHOro KinbLs HetR®, 3a-
3HayeHe 4-7-4neHHe reTepouuknivyHe Kinbue HetR
Ma€e OAWH reTepoaTOMHWIA YrneH, TOBTO 3a3HaveHui
npuegHyBanbHUA a3oT, i 3amiweHe 0, 1 abo 2 3amic-
HVMKaMKn No TMM caMmmm abo Mo pi3HUM 3amiCHUM une-
HaMm, 3a3HayeHi SaMICHVIKI/I Bm6mpar0Tbc;| i3 rpynu, ska

cknagaeTbes i3 -R”, -CN -C(O)R", -Co4ankinCO2RY,

CManKmC(O)COZR -C(Maru(anRY -Co.
4an|<|J'|C&O)NR R?, -Co.4aJ'IKIJ'INRYC(O) -
C(O)NR?OR?, -CManKmNRYC( Q)CHC(O)R] R, -Co.
4aJ-|K|J-|NRYCOQR -Co4an|<|r|NR C(O JNR R -Co-

4anK|nNRYC(S)NR RZ -NR'C(0)COzR’, -NR'R?, -Co.
sankinNR"YSO.R", 1 3 -aurigpoiHgon-2-oH-1-iny, 1, 3-
/:l,mrl,qpo6eH30|M|,qa30n -2-0H-1-iny, TeTpason-5-in ‘y

RY- -1H-TeTpason-5-iny, Y-Tpvlasorlu'ly, 2-R 2H-
TeTpason-5-iny, niponignH-2-TioH- 1 -iny, I'III'IepI/I,EI,VIH -2-

TiOH-1- |ny, -Co. 4ar|K|nC(O)N(R )(SO2RY), -Co-
4an|<|r|N(R )(SO2)NR'RY, -Co.-
sankinN(R") (SOZ)NRYCOZR rano,

/CN _CN

/OH

||) 5-7-qneHHoro reTepouMKiYHOro Kinbusa HetR®, 3a-
3HaueHe reTepouuKniyHe Kinble HetR® mae oauH
[oOaTKOBUA FeTepoaTOMHUIA YrfeH, BiJOKpeMneHun
Bij 3a3Ha4YeHOro NpMeaHyBanbHOro a3oTy MPWHaMHI
OOHVM BYrfneLeBMM YreHOM, 3a3HavyeHunii JOAaTKOBUN
reTepoaToMHUIA  YreH Bm6mpaeTbC$| i3 rpynu, wWwo
cknapaetbes i3 O, S(=0)o2 Ta >NRY, 3asHauene 5-7-
UYreHHe reTepoumkniyHe Kinbue HetR mae 0 abo 1
KapOOHiINbHWIA YneH, i 3amiweHe 0, 1 abo 2 3amicHu-
KaMu no TMM cammm abo no pi3HMM 3aMiCHUM une-
HaM, 3a3HayeHi 3aMICHVIKVI Bm6mpar0Tbc;1 i3 rpyny, Aka
CKnagaeTbcg i3 -C(O)R", -CO2R", -Cs4ankinCO2R"
Ta R%;

iiil) o,u,HleT cnonykw i3 imigasoniaunH-1-iny, 2-imigasoniH-
1-iny, nipason-1-iny, imigason-1-iny, 2H-teTpason-2-
iny, 1H-tetpason-1-iny, nipon-1-iny, 2-niponiH-1-iny
Ta 3-niponiH-1-iny, Ae KOXHa i3 3a3HavyeHux Cnonyk
2H-TeTpason-2-iny Ta 1H-TeTpason-1-iny 3amiweHa
Mo TOMy camoMy BYIIELEBOMY uneHy 0 abo 1 -Co.
sankinR®, -Co. 4ar||<|nSR -Coankin CO:R Ta 3amic-
Hukom HetR?;

iv) ogHiei CI'IOJ'IyKI/I i3 1,2,3,4-TeTparigpoxiHoniH-1-iny,
1,2,3,4-TeTparigpoi3oxiHoniH-2-iny, iHgon-1-iny, i30-
iHoon-2-iny, iHgoniH-1-iny, ©eHsimigason-1-iny, 2,8-
Aiasacnipo[4.5]aexaH-1-0H-8-iny, 4-{[(2-TpeT-
OyTokcrkapboHinamiHoumknobyTaHkapOoHin)-amiHo]-
MeTu}-ninepnanH-1-iny, 4-{[(2-
amiHouwmknobyTaHkapOoHin)-amiHo]-meTnn}-

'1/ CN
)\ RY
\N o/

H

Ta
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ninepnanH-1-iny, 3,9-giazacnipo[5.5]yHaekaH-3-
kapboHoBa kucnoTa-9-in TpeT-6yTunosoro egipy, 4-
okco-1-dpeHin-1,3,8-Tpmnasacnipo[4.5]aek-8-iny T1a 4-
okco-1,3,8-Tpuasacnipo[4.5]aek-8-iny;

ae

3amicHK HetR® aBnsie coboto 4-7-uneHHe retepoum-
KniYHe KinbLe, WO Mae TOYKy NpuegHaHHs Byrneue-
BOTO YrieHa Ta MicTuTb uneH >NRY s retepoaToMHuUi
ureH, i 3a3HayeHu reTepoaToMHUIN YreH BiJOKpeM-
NeHWn BiJ 3a3HavyeHol TOYKN NPUEHAHHS ByrmneLeBo-
ro uneHa NpMHanMMHiI O4HUM OOAATKOBMM BYrfeLeBUM
HI1eHOM;

R BuGMpaioTs i3 rpynu, sika Cknapaetbes i3 H, -Ci.
sankiny, -Cos4ankinR™, KoxeH i3 AKYX 3aMiLLeHniA, npu
n0Tpe6| 1, 2 a6o 3 3amicHukamm RY;

R Bm6mpar0Tb i3 rpynu, sika cknagaetbest i3 -CO,R®
Ta -C(O)NR°R?®;

RM BuGupatoTh i3 rpynu, sika cknapaeTbes i3 R%,
pon-7-iny, -SOzR -C34ankinCOzR”, -COzR -
C(O)Cq4 4ar||<|nOR -Co4ankinC(O)NRSR?, Co-
4,ankinC(0)CO.R"  1,3-auriapoinaon-2-o1-1-iny, 1, 3-
AavrigpobeHsoimigason-2-oH-1-iny, TeTpason-5-in \y
R'- 1H-TeTpason-5-iny, Y-Tp|/|a30r|| yy 2- R 2H-
TeTpason-5-iny Ta -Co4ankinC(O)N(R")(SO2R"), ko-
XKEH i3 KX 3amilleHnid, npu noTpebi, 1, 2 abo 3 3a-
MiCHMKaMm RN;

RY BuGMpaloTh i3 rpynu, sika cknapaetbes i3 OCHS,

Cl, F, Br, I, OH, NH,, CN, CF3, CHs, OC(O)CH3 Ta
Noz,

RP BVI6VIpaIOTb i3 Eynm fAKa cknagaeTbces |3 RY, -Co.
4an|<|r|OR -C1.2anK|nCozR Ci.

zaJ'IKIJ'ICONR R® IH,EI,OJ'I -7-iny Ta SOzC1.4an|<|ny,
R® BuUGMpaloTh i3 rpynu, sika cknafaeTbest i3 pTopo,
xropo, 6pomo, 1ogo, TPUTOPOMETUITY, TRUXIOpO-

MeTI/IJ'Iy, . -CN, -C1.4ar||<|r|y, -Co. 4an|<|r|R -Co.
sankinRY -Co 4an|<|r|OR -Co.4ankinCO,R" , -Co.
4an|<|nNR R? , -Co.4aJ'IKiJ'INRYCORY, -Co.
4anKinNRYCONRYRZ, -Co4ankinNRYSO,RY T1a -Co.
4anKinSRY;

R® ta R® BMOMpaloTb, HEe3anexHo, i3 rpynu, sika
cknagaertbes i3 H, C1.4an|<|ny Ta -CosankindeHiny; sk
anbTepHaTMBa, RS Ta R® GepyTbcs pasom 3 asoTHMM
4YNEHOM, [0 SIKOro MpueaHaHi 3asHaueni RS Ta RS,
YTBOPEHHSAM 4-7-YNIEHHOTO reTepoLMKIiYHOro KIJ'IbLI,Fl,
wo mae 0 abo 1 goOaTKOBWIA reTEepOaTOMHUIA YrEeH,
KOTpUi B|/|6v|paeTbc;| i3 rpynu, sika cknagaetbes i3 O,
S ta >NR", 3a ymMOBW, WO 3a3HAYEHUIi JOATKOBUIA
reTepoaTOMan?l ureH BiJOKPeMMeHUA npUHaNMHI
ABOMa ByrneLeBuMM YrieHamu Bif 3a3Ha4YeHoro aso-
THOrO uneHa, AO SIKOro I'IpVIeJ:l,HaHI 3asHaveHi R° Ta
RS, i, 3a yMOBVI o, Konu R aBnse coboto Co.
4an|<|r|R R He e 3aMiLeHnm R

RY BM6V|par0Tb i3 rpynu, ska ckrnagaetbes i3 R 1a -
Cs.7umknoankiny;

R* Bm6mpar0Tb i3 rpynu, sika cknagaeTbest i3 -ORY,
NR R?, -Ci4ankiny Ta -Co4ankinR™";

RY Bm6mparoTb i3 rpynu, sika CknapaeTbes i3 H, -C1.
sankiny, -Co4ankinR™ ta -Co4ankinR™, koxeH i3 AKX
3aM|u.|,eva| npu notpebi, 1, 2 abo 3 3aMICHMKaMVI RM:
R? Bm6mpar0Tb i3 rpynu, ska | CKIIaAaeTbCS i3 R, -Cz.
4ankinoRY, -C1.2ar||<|r|COgR -C1.2anK|J'|C(O)NR R®
Ta -Co4ankinNR°R®;

KOJ'II/I RY 1a R? npuegHaHi o a3oTHOro LU'leHa RY Ta
R? BMOMpaTb FlK BI/I3HaLIeHO BULe, abo R" Ta R?
6epyTb pa3om 3 R'- Ta R%-, 110 NpueaHaHi 4o a30THO-
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ro uneHa, 3 yTBOpeHHﬂM 4-7-4NEeHHOro reTepoLMKIiy-
HOrO Kinbus HetR wo mae 0 abo 1 popaTkoBUN re-
TEPOaTOMHUIA YNEH, KOTpUN Bl/lﬁl/lﬂaeTbCﬂ i3 rpynm,
ska cknagaetbes i3 O, S Ta >NR", 3asHaque 4-7-
UYreHHe reTepoumkniyHe Kinbue HetR mae 0 abo 1
KapOOHINbHUIA YneH, i 3a3Haque 4-7-4neHHe retepo-
LUMKMiYHE Kinbue HetR? mae 0 a6o 1 BaneHTHO [03BO-
neHnn ByFJ'IeLI,eBVII/I YneH, SaMILLKgHVIVI npuvHamMHi oa-
Hieto R™, -CO2H Ta -Co.1ankinOR";

R aBnsie co6oto CKIagoBy 3 TOYKOK NpPUEOHaHHS
BYIELEBOro YsieHa, i 3a3HaveHy cknagoBy Bubupa-
10Tb i3 rpynu, WO BKMoYae dyeHin, nipuavn, nipyumigun
Ta nipasuHin, e KOXeH BaneHTHO Y3romMKeHU Byrne-
LeBUIA YNEeH Y KOXHIiM i3 3a3HayeHuX CKnagoBuX 3a-
MILIJ,eHMM Hesane>|<Ho npuHanMHi ogHum i3 0, 1, 2
a6o 3R, i0a6o1R"

R saBnsie coGoto 3- 8 -4neHHe kinbue, wo mae 0, 1
abo 2 reTepoaTOMHUX YfEHW, KOTpi BM6I/IpaIOTb i3
rpynu, ska cknagaetbcs i3 O, S, N T1a >NRY, wo mae
0, 1 abo 2 HeHacuyeHux 3B'A3kn, Mae 0 abo 1 kapbo-
HIMbHUIA YneH, e KOXeH BaneHTHO Y3ropKeHUn YneH
Yy KOXHOMY i3 3a3Haqumx Kineup 3amillleHuin, Hesa-
nexHo, 0, 1 a6o 2 R;

Ta

R" sBnse coGoto NiHinHYy 3-5-4neHHy BYrneBoAHeEBY
cknagosy, Wo mae 0 abo 1 HeHacKuyeHui 3B'A30K BYT-
neub-Byrneub, i Mae 0 abo 1 kKapOOHINbHMIA YneH;

abo i eHaHTiOMepa, aiactepeomepy, palemary, Tay-
ToMepy, TrigpaTy, conbBaty abo dapmaueBTU4HO
NPUAHATHOI coni, edipy 4n amigy.

137. ®apmaueBTU4Ha KOMMNO3KLia 3rigHO 3 N.136, Aka
BiApI3HAETbLCA TUM, LLO B Hil 3a3Ha4yeHa NpUHaMHi
ogHa cnonyka copmynu (I) siBnsie coboro NpuHanMHI

opnHy cnonyky coopmynu (I1):

_oes

R6

z= R
W—N,
R
abo il eHaHTiomep, AiacTepeoMep, pauemar, TayTo-
Mep, rigpaT, conbeaT, abo hapmaLeBTU4HO NPUIAHS-
THy cinb, edip abo awmig,

R R®, X, Y ZtaW BmsHaqarOTb SK y cnonyui dop-
Mynu gl) R? BMSHaHarOTb sk R? y cnonyui opmynu
(), i R* BusHauatots sik R y crionywi coopmynu (1),

3a YMOBM, LU0

(a) npuHaimMHi ogHa i3 3a3HavYeHux R® ta R® He €
€TUNOM, KON 3a0BOSbHAETLCA OAUH BapiaHT BUOO-
py y rpyni, WO cknagaeTtbcs i3 BapiaHTiB (s1), (s2),
(s3) Ta (s4), i KOXeH i3 3a3Ha4YeHNx BapiaHTiB BU3Ha-
YaeTbCs SK

(s1): R* aBnsie coboro H, Z aBnsie coboro O, W aBnsie
coboto CHy, Y saBnsie coboto CHy, i X saiBnsie coboto S;
(s2): R* aBnsie coboro H, Z saBnsie coboto O, W aBnsie
coboto CHy, Y saBnsie coboto CHy, i X siBnsie coboto
NH;

(s3): R* aBnsie coboro H, Z aBnsie coboro O, W aBnsie
coboto CHy, Y saBnsie coboto O, i X aBnsie coboto S;
(s4): R* siensie coBoto 5-xnopo, Z siensie coGoto O, W
aBnsie coboto CHy, Y aBnsie coboto CHy, i X aBnsie
coboto S;
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(b) 3a [00aTKOBOI YMOBW, WO, Konu Z ABMse co6oro
3B' FlSOK Y asnsie coboto CHy, W ﬂBnﬂe coGoro CHR'-
CHa, R' asnsie coBoro H, i ogHa i3 R? Ta R® ABnse
coboto 1H-imigason-2-in, Toai iHwWa i3 R? ta R® Bubu-
paetbes i3 A1), B)-L), ge B)-L) € Takumu, sik BU3Have-
Ho Buwe Ans cnonyku dopmynu (1), i A1) cknagaetb-
cs i3 H, Cs.7ankeHiny, ge Byrneup y 3asHavyeHomMy Cs.
7ankKeHini, Wo npuegHaHMM A0 a30THOrO YrneHa, mae
nuwe npocti 3B'a3kn, CszankiHiny, Ae 3asHayeHun
BYyrfeLpb y 3a3HayeHoMy arnkiHini, wo npueaHaHun 4o
a30THOrO u4neHa, Mae nuwe npocTi 3B'A3ku, Ca.
7UMKNoankiny, wo €, npy notpebi, 6eH3o3nntum, Cs.
7umknoankeHiny, -CszumknoankinCizankiny, -Ca.
7ankinCsyuuknoankiny; Ta

(c) 3a pogaTtkoBoOi ymoBW, WO, Konu X aBnse coboto
S, i Y aBnse coboto O, Z anse co6010 3B a30kK, | W
aBnse coboto CHy, Toai ogHa i3 R? ta R® He € XCG,
konu iHwa € Cqsankinom, ge XCG asnsie coboto rpy-

;(_CH 4)_<\ZI—GO

(XCG)
HC16

ae HC16 saBnse coboto ogHy i3 rpyn H, Cisankiny,
ranoCqeankiny, aniny ta Ci.sankokcumeTuny, i GO €
rpynot, KoTpa npueaHaHa BYIMELIEBMM YIIEHOM, LLO
mae =O 3aMiCHUK, SIKUIA yTBOpPIOE amigorpyny 3 aso-
THUM 4YfIEHOM, [0 SIKOrO MpPUELHAHA 3a3HadyeHa rpyna
GO.

138. ®apmaueBTU4HaA Komnoswum 3rigHo 3 nN.136, sika
BiAPi3HAETbCA TUM, LLO B HilA R* sBnsie co6oto H.

139. dapmaueBTMYHa KOMNO3WLis 3rigHO 3 M. 136 AKa
BiAPi3HAETbCA TUM, LLO B Hill 3a3HadeHi R? ta R®
BUOMpaloTb, HE3ANEXHO, i3 FPynu, sika CKrnaaaeTbes i3
A), B), C), D), E) Ta l), ik Bu3HayeHo y n.136.

140. ®apmaueBTUYHa KOMNO3WLLS 3rigHO 3 M. 136 sAKa
BiApPi3HAETbCA TUM, LLO B Hill 3a3HadYeHi R? ta R®
BUOMpaloTb, HE3AMNEXHO, i3 rpynu A), sik BU3HAYEHO Y
n.136.

141. ®apmaueBTUYHa KOMNO3WLLiS 3rigHO 3 M. 136 sKa
BiApPi3HAETbCA TUM, LLO B Hill 3a3HadeHi R? ta R®
BUOMpaloTb, HE3aNeXHo, i3 rpynu B), sik BU3HAYEHO Y
n.136.

142. ®apmaueBTUYHa KOMNO3WLLiS 3rigHO 3 M. 136 sKa
BiApPi3HAETbCA TUM, LLO B Hill 3a3HadeHi R? ta R®
BMOMpaloTb, He3anexHo, i3 rpynu C), Sk BU3HA4YeHO Y
n.136.

143. ®apmaueBTUYHa KOMNO3WLiS 3rigHO 3 M. 136 sKa
BiApPi3HAETbCA TUM, LLO B Hill 3a3HadeHi R? ta R®
BMOMpaloTb, HE3anexHo, i3 rpynu D), Sk BU3HAYEHO y
n.136.

144. ®apmaueBTUYHa KOMNO3WLiS 3rigHO 3 M. 136 ;u(a
BigpIi3HAETLCA TUM, LWO B Hill 3a3HAYeHi R? 1a R®
BUOMpaloTb, HE3anexHo, i3 rpynu E), sk BU3HAYeHO y
n.136.

145. ®apmaueBTUYHa KOMNO3WLLiS 3rigHO 3 M. 136 ;u(a
BigpIi3HAETLCA TUM, WO B Hill 3a3HayeHi R? 1a R®
BMOMpaloTb, He3anexHo, i3 rpynu ), sk BU3Ha4YeHo y
n.136.

146. ®apmMaueBTUYHa KOMNO3WLiS 3rigHO 3 M. 136 ‘;lKa
BiApI3HAETLCA TUM, WO B Hill 3a3HauyeHi R? 1a R®
OepyTb pa3oM 3 a30TOM, 4O SKOrO BOHW MpUeEaHaHi, 3
YTBOPEHHAM reTepoLUKNiYHOro KifbUs, KOTpe MICTUTb
NPUHaNMHi OAMH reTepoaToOMHUI YneH, TobTo 3a3Ha-
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YeHWU NpUEAHYBanbHUIA as3oT, 3a3HayeHe reTepoLyK-
nivHe Kinbue BMOMpaoTh i3 rpynu, sika cknagaeTbes i3
i) Taii), ik BU3Ha4eHo y n.136.

147. ®apmaueBTUYHa KOMNO3WLis 3rigHO 3 M. 136 ﬂKa
BiAPI3HAETLCA TUM, IO B Hiil 3a3Haveni R® 1a R®
6epyTb pa3om 3 a30TOM, A0 SKOro BOHW NPUEAHaHI, 3
YTBOPEHHSAM reTepOoLMKIIYHOrO KifbLs, KOTPE MICTUTb
NPUHaNMHi OAMH reTepoaToOMHUI YneH, TobTo 3asHa-
YeHWU NpUEAHYBanNbHUIA as3oT, 3a3HadyeHe reTepoLyk-
niyHe Kinbue BMBMpaloTb i3 rpynu i), K BU3HAYEHO Y
n.136.

148. ®apmaueBTUYHA KOMNO3WLis 3rigHO 3 M. 136 ;u(a
BiAPI3HAETLCA TUM, LWO B Hiil 3a3Haveni R® 1a R®
6epyTe pa3om 3 a30TOM, A0 SKOro BOHW NPUEAHaHI, 3
YTBOPEHHSAM reTepOLMKNIYHOrO KifbLUs, KOTpe MIiCTUTb
NPUHaNMHi OAMH reTepoaToOMHUI YneH, TobTo 3a3Ha-
YeHWN NpUEQHYBanbHUIA asoT, 3a3HayeHe reTepoLyK-
nivHe KinbLe BMOUpatoTk i3 rpynu ii), K BU3HAYEHO Y
n.136.

149. dapmaueBTUYHa KOMNO3uMLUia 3rigHO 3 N.136, gka
BiApi3HAETLCA TUM, LLO B Hil 3a3Ha4YeHa NpUHaVMHi
ogHa cnonyka copmynu (II) siBnsie coboto ogHy i3
HaCTYMHWX CMONYK:

2-[4-(2-ninepnanH-1-ineTokcm )-peHokeu]-
6eH3ookcasorn;
(1-{2-[4-(6eH300KCa3011-2-iNnoKCH)-hEHOKCI|eTnI}-
ninepnanH-4-in)-meTaHon;
1-{2-[4-(6eH300KCa30m-2-inokcn)-heHokKci]-eTnn}-
ninepuavH-4-on;
{2-[4-(6eH300KCa30mMn-2-inokcn)-heHokKci]-eTnn}-
anbyTunamin;
(1-{2-[4-(6eH300KCa30M-2-iNOoKCK)-heHOKCI]-eTnI}-
ninepuanH-2-in)-meTaHor;
1-{3-[4-(6eH300KCa30n-2-inokcu)-peHokcu]-nponin}-4-
deHinninepnanH-4-on;
1-{3-[4-(6eH300KCa30n-2-inokcu)-peHokcu]-nponin}-4-
GeH3unninepnamH-4-or;
2-[4-(2-ninepnauH-1-ineTun)-deHokeu]-
6eH3ookcasor;
{3-[4-(6eH300KCaz0mn-2-inoken)-eHin]-nponin}-
LMKnorekcuneTunamiy;
1-{3-[4-(6eH300KCa30n-2-inokcn)-cpeHokcu]-nponin}-
ninepuavH-4-on;
1-{3-[4-(6eH300KCa30n-2-inokcu)-peHokcm]-2-
rigpokcmnponin}-4-deninninepuanH-4-on;
1-[2-(4-6eH300KCa3on-2-inmeTnndeHokci )-eTun]-
ninepnanH-4-kapboHoBa K1cnoTa, eTunosui eqip;
2-[4-(2-niponigunH-1-ineTokcn)-deHokcu]-
6eH3ookcasorn;
{3-[4-(6eH300KCa301-2-inoKcH)-heHoKeu]-nponing-
ONMEeTUNamiH;
{2-[4-(6eH300KCa30mM-2-inokcn)-heHoKci]-eTnn}-
AMMETUMNaMIH Ta
2-[4-(2-a3enaH-1-ineTokcu)-heHokcu]-6eH300Kcason.
150. ®apmaueBTrMyHa KoMNo3wuLis 3rigHo 3 n.136, ska
BiApi3HAETLCA TUM, LLO B Hi 3a3HaYeHa NpUHaNMHi
opHa cronyka dopmynu (Il) sBnse coboto ogHy i3
HaCTYMHWUX CMONyK:
1-{2-[4-(6eH300Kca3on-2-inokcu)-gpeHokci]-eTun}-4-
deHinninepnaunH-4-onm;
{2-[4-(6eH300KCa30m-2-inoKcK)-heHoKCi]-eTnn}-
LMKINorekCuneTunamiH;
2-{4-[2-(2-eTvnninepngunH-1-in)-eTokcu]-deHokeu}-
6eH3ookcason;
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1-{2-[4-(6eH300KCca3on-2-inokcu)-heHokci]-eTun}-4-
deHinninepnanH-4-kapboHiTpun;
1-(1-{2-[4-(6eH300KCa30r-2-iN0KCK )-PEHOKCI]-eTnI}-4-
deHinninepuauH-4-in)-eTaHor,
2-{4-[2-(4-meTunninepuaunH-1-in)-etokcu]-cpeHokcu}-
©eH300Kcasorm;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTnn}-4-(4-
xrnopodpeHin)-ninepuann-4-on;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTnn}-4-(4-
6pomodeHin)-ninepnanH-4-or;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTnn}-4-(4-
xnopo-3-TpudTopomeTundeHin)-ninepuanH-4-on;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTnn}-4-
©eH3unninepnanH-4-or;
{2-[4-(6eH300KCa30mM-2-inoKcK)-heHOKCI]-eTnn}-
LMKorekcunmeTunamMii Ta
{2-[4-(6eH300KCa30mM-2-inoKkcK)-heHOKCI]-eTnn}-
LmKnonponinMeTunnponinamiH.

151. ®apmaueBTU4Ha KOMNO3WLis 3rigHO 3 N.136, Aka
BiApPi3HAETLCA TUM, LLO B Hil 3a3Ha4YeHa NpUHaMHI
ogHa cronyka dopmynun () saBnse coboto ogHy i3
HaCTYMHWUX CMONYK:
{2-[4-(6eH300KCa30m-2-inoKkcn)-heHoKCI]-eTnn}-
OyTuneTunamin;
2-({2-[4-(6eH300kca3on-2-inokcu)-geHokci]-eTnn}-
OeH3unnamiHo)-eTaHorT;
2-{4-[2-(4-6eH3umnninepuanH-1-in)-eTokcu]-eHokcu}-
OEeH300KCa30/T;
(1-{2-[4-(6eH300KCa301-2-inoKCK)-hEeHOKCI]-e T} -
ninepuanH-3-in)-meTaHon;
2-({2-[4-(6eH300kca3on-2-inokcu)-geHokci]-eTnn}-
nponinamiHo)-eTaHor;
2-[4-(2-a3eTnamnH-1-ineTokcm)-cpeHokeu]-
OEeH300KCas30/T;
N-(1-{2-[4-(6eH300KCca30-2-inokcu)-peHoKCi]-eTun}-
ninepnanH-4-in)-2-ceHinauetamia;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHoKCi]-eTnn}-
ninepnanH-3-kapboHoBa K1cnoTa, eTnnosuii edip;
2-{4-[3-(4-cbeHinninepnaunH-1-in)-nponokcu]-
eHokcm}-6eH300Kcas3or;
1-{2-[4-(6eH300KCa30M-2-inokcn)-heHin]-eTnn}-4-
deHinninepnanH-4-on;
{2-[4-(6eH300KCa30mM-2-inoKkcu)-cheHin]-eTun}-
LMKIorekcuneTunamiy;
2-[4-(2-niponianH-1-inetnn)-geHokcun]-6eH3o00Kkca3on
Ta
2-[4-(2-a3enaH-1-ineTun)-geHokcn]-6eH300Kca30on.
152. dapmaueBTUYHa KOMMNO3u1Uia 3rigHO 3 N.136, gka
BiApi3HAETLCA TUM, LLO B Hil 3a3Ha4YeHa NpUHaMHi
ogHa crnonyka dopmyrun (II) asnse coboio ogHy i3
HaCTYMHWX CMONYK:
{2-[4-(6eH300KCa30mM-2-inokcu)-eHin]-eTun}-
uuknonponinMeTunnponinamiH;
{2-[4-(6eH300KCa30mM-2-inokcu)-heHin]-eTun}-
anbyTunamix;
1-{2-[4-(6eH300KCa30m-2-inoKcn)-heHin]-eTn}-
ninepuanH-4-on;
1-{2-[4-(6eH300KCa30m-2-inoKcK)-heHin]-eTn}-
ninepnanH-4-kapOoHoBa K1cnoTa, MeTunosui eqdip;
1-{3-[4-(6eH300KCa30M-2-inoKcu )-eHin]-nponin}-4-
deHinninepuanH-4-on;
2-[4-(3-ninepngnH-1-innponin)-eHokcu]-
DOEeH300KCcas3o0IrT;
{3-[4-(6eH300KCaz0n-2-inoken)-eHin]-nponin}-
anbyTunamin;
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{3-[4-(6eH300KCcaz0n-2-inoken)-eHin]-nponin}-
uuknonponinMeTunnponinamiH,;
1-[4-(6eH300KCa30M-2-inoKem )-peHokeu]-3-niponignH-
1-innponaH-2-on;
1-[2-(4-6eH300KCa30M-2-iNMeTUNdEHOKCI )-eTHI]-4-
deHinninepuanH-4-on;
1-[2-(4-6eH300KCa30M-2-iNMEeTUNEHOKCI )-eTHI]-
ninepnanH-4-kapboHoOBa K1cnoTa, amig,;
2-[4-(2-mopdboniH-4-ineTokcu)-cbeHokeu]-
6eH3ookca3on Ta
{2-[4-(6eH300KCa30n-2-inokcn)-heHokKci]-eTnn}-
aieTunamin.

153. ®apmaueBTryHa koMnosuuis 3rigHo 3 n.136, sika
BiApi3HAETLCA TUM, LLO B Hi 3a3Ha4eHa NpUHaMHi
ogHa cnonyka dopmyru (Il) saBnse coboto ogHy i3
HaCTYMHWX CMONYyK:
{2-[4-(6-xnopobeH3oTiazon-2-inokcn)-heHoKci]-eTnnm}-
aieTunamin;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHoKci]-eTnr}-
ninepuavH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHoKci]-eTnr}-
ninepnanH-4-kap6oHoOBa KMCNoTa, eTUNOBUIA eqip;
1-{2-[4-(6eH30Tia3on-2-inokcu)-heHoKci]-eTnr}-
ninepnanH-4-kapboHOBa KNCMOTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokci]-eTnn}-
ninepnanH-4-in)-niponignH-1-inMeTaHoH;
3-[(1-{2-[4-(beH30Tiazon-2-inokcu)-heHoKci]-eTnm}-
ninepnanH-4-kapboHin)-amiHo]-NponioHOBa  KUCIoTa,
eTunosui eqip;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHoKci]-eTnr}-
ninepnanH-4-kap6boHOBa KMCNOTa, amig,;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHokcil-eTun}-
ninepnanH-4-in)-niponignH-2-oH;
1’-{2-[4-(6eH30oTia3on-2-inokcn)-eHokci]-eTun}-
[1,4’]6ininepuanHin-2-oH;
8-{2-[4-(6eH30Tiazon-2-inokcu)-deHokcil-etun}-2,8-
Aiasacnipo[4.5]aekaH-1-0H;
2-[4-(3-niponiguH-1-innponokcm)-deHokeu]-
©eH3oTiasorn;
{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etun}-
LMKINOrekcuneTunamiH;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTm}-
ninepuanH-3-kapboHoBa K1cnoTa, amig;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etnn}-
ninepuauH-4-in)-3-metun-1,3-gurigpobeHsoimigason-
2-OH;

1-{2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTmn}-
ninepuanH-4-kapboHoBa k1cnoTta, MeTunosuii edip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
ninepuauH-4-in)-(4-metunninepasuvH-1-in)-mMmeTaHoH,;
1-[2-(4-6eH30Tiazon-2-inmeTundeHoKci)-eTun]-
ninepuanH-4-kapboHoBa k1cnota, MeTunosui edip;
3-({2-[4-(6eH30Tia3on-2-inokcm)-deHokcil-eTun}-
LMKronponinamiHo)-nponioHoBa KUCIoTa;
{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTun}-
AMMeTUnamin;
2-[4-(2-niponianH-1-ineTokcu)-eHokeun]-6eH3oTiason;
{3-[4-(6eH30Tiason-2-inokcu)-deHokeu]-nponin}-
aMMeTunamin;
2-[4-(2-a3enaH-1-ineTokcu)-heHokeu]-6eH3oTiason;
2-[4-(2-a3enaH-1-ineTokcu)-dpeHokeun]-6-
MeTokcubeHsoTia3on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokci]-eTnn}-4-
eHinninepnanH-4-on;
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{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTnr}-
LMKINOrekcuneTunamiH;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokcil-etun}-4-(4-
xnopodeHin)-ninepuanH-4-onm;
{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTun}-
anbyTunamin;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokcil-etun}-4-(4-
6pomodeHin)-ninepnanH-4-or;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokcil-etnn}-4-(4-
xnopo-3-TpudTopomeTundeHin)-ninepuanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHokcil-eTun}-4-
6eH3unninepManH-4-on;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-cheHokci]-eTun}-
[1,4']6ininepnauH;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-4-in)-meTtaHon;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHokcil-eTnn}-
ninepnanH-4-in)-2-cbeHinaueramiz;
2-(4-{2-[4-(2-mopchoniH-4-ineTnn)-ninepasuH-1-in]-
eTokcu}-cpeHokcn)-6eHsoTiazorn;
2-(4-{2-[4-(2-mopchoniH-4-ineTun)-ninepasuH-1-in]-
eTun}-geHokcn)-6eH30Tiason;
1-{3-[4-(6eH30Tia3on-2-inokcu)-cgeHokcu]-nponin}-4-
deHinninepnanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHinl-etun}-4-
deHinninepnanH-4-on;
2-[4-(2-niponianH-1-inetnn)-deHokcu]-6eH3oTiazon;
2-[4-(2-a3enaH-1-inetun)-ceHokcn]-6eH3oTiazon;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
LumknonponinMeTunnponinamiH;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
anbyTunamiu;
2-[4-(2-ninepnanH-1-inetnn)-deHokcu]-0eHs3oTiazon;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHin]-etun}-
ninepuanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-4-kapboHoBa K1cnoTa, amif;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-3-kapboHoBa K1cnoTa, eTnnoBui edip;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-4-
deHinninepnanH-4-kapboHoBa  kUCnoTa, ETUOBUIA
edip;
(1-{2-[4-(OeH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepnanH-4-in)-ouToBa K1cnoTa, eTUrnoBun eqip;
1-(1-{2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
ninepnanH-4-in)-1,3-gurigpoinoon-2-oH;
1-(1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTnn}-
ninepnanH-4-in)-niponignH-2-oH;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cdeHin]-etnn}-
ninepnanH-4-in)-2-ceHinauetamia;
8-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-2,8-
Aiasacnipo[4.5]aekaH-1-0H;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTur}-
ninepuavH-3-on;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTur}-
ninepnanH-4-kapboHOBa KMCNOTa, ETUIOBUIA eqoip;
1’-{2-[4-(6eH30Tia3on-2-inokcn)-ceHin]-eTnn}-
[1,4]6ininepuauH;
2-{4-[2-(4-meTunninepasuH-1-in)-eTun]-ceHokcu}-
©eH30Tias3or;
2-(4-{2-[4-(1-6eH3un-1H-TeTpason-5-in)-ninepuanH-1-
in]-eTokcu}-cheHokcn)-6eH3oTiasorn;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etTnn}-
ninepnanH-4-kapboHin)-ninepasvH-1-kapboHoBa  Kuc-
nota, TpeT-6yTunoBun edip;
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1-[2-(4-6eH30Tiazon-2-inmeTundeHoKci)-eTun)-
ninepnanH-4-kapboHOBa KMCNOTa, amig,;
1-{1-[2-(4-6eH30Tia3on-2-inMeTnndeHoKci)-eTnn]-
ninepnanH-4-in}-niponiguH-2-oH;
1-[4-(1-{2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
ninepnanH-4-kapOoHin)-ninepasvH-1-in]-eTaHoH;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTm}-
ninepnanH-4-kapboHOBa KNCMOTa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHokcil-eTun}-
ninepnanH-4-in)-niponignH-2-TioHx;
2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-geHokci]-eTnn}-
ninepasuH-1-in)-eTaHon;
2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-geHokci]-eTnn}-
ninepasuH-1-in)-1-niponianH-1-ineTaHoH;
2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-geHokci]-eTnn}-
ninepasuH-1-in)-1-mopdoniH-4-ineTaHoH,;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTmn}-
ninepuanH-3-kapboHoBa KNCMOTa;
1-{2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTun}-
ninepuanH-2-kapboHOBa KNCMNOTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
ninepuanH-3-in)-ouToBa KMCNOTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-4-in)-ouToBa K1cnoTa, eETUNoBuIn eqip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-4-in)-kapbamiHosa KucnoTa, Tpet-
6yTunosui edip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-4-in)-ouToBa KUCNoTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-eTun}-
ninepuanH-3-in)-meTaHon;
({2-[4-(6eH3oTia3on-2-inokcu)-eHin]-etun}-
LMKIorekcunamiHo)-outoBa  KMCnoTta, MEeTUIIOBUN
edip;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepasuH-1-in)-ouToOBa KACMOTAa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTnn}-
ninepnanH-4-in)-5-okconiponiguH-2-kapboHoBa  Knc-
nota, eTunosun edip;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTnn}-
ninepnanH-4-in)-5-okconiponiguH-2-kapboHoBa  Knc-
nota;
4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-heHokci]-eTnn}-
ninepasuH-1-in)-ceHon;
N-(1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokcil-eTnn}-
ninepnanH-4-in)-4-xnopo-N-
uuknonponinéeHsoncynbgoHamiz;
3-({2-[4-(6eH30Tia3on-2-inokcn)-heHokKci]-eTun}-
LMKNonponiniMeTunamiHo )-nponioHoBa KUCNoTa;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-eHokci]-eTun}-
i3onponinamiHo)-nNponioHoBa KUCoTa;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHoKci]-eTnr}-
ninepuanH-4-inami;
3-[{2-[4-(6eH3oTiazon-2-inokcu)-deHokci]-eTum}-(1-
MeTunninepuanH-4-in)-amiHo]-nponioHoBa KMUCroTa;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-eHokci]-eTun}-
6eH3nnamiHo)-NponioHoBa KMUCIoTa;
3-((1-aueTunninepuamnn-4-in)-{2-[4-(6eHsoTiazon-2-
inokcu)-gpeHOKCI]-eTun}-amiHo )-NponioHoBa KUCMNOTa;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-gpeHokcil-etun}-1H-
TeTpason-5-in)-ninepuaun-1-kapboHosa KucnoTa,
TpeT-0yTMnoBun eqip;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-eTun}-
LMKonponinamiHo)-nponioHoBa KUCoTa;
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3-((1-aueTunninepnamnn-4-in)-{2-[4-(6eHsoTiazon-2-
inokcu)-goeHin]-eTnn}-amiHo)-nponioHoBa KNCNOTa;
3-[{2-[4-(6eH30Tia3on-2-inokcn)-derin]-etnn}-(1-
MeTUN-ninepuanH-4-in)-amiHo]-nponioHoBa KUCMOTa;
3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTun}-
LMKMonponiniMeTunamiHo)-nponioHoBa KMCNoTa;
3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
i3onponinamiHo)-nNponioHoBa KUCoTa;
2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-derin]-eTnn}-
ninepasuH-1-in)-1-niponiguH-1-inetaHoH;
(R)-1-{2-[4-(6eH30Tia3on-2-inokcn)-deHrin]-eTnn}-
ninepnanH-3-kapboHoBa KNCMOTa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-eTnn}-
ninepnanH-4-in)-1,3-gurigpobeHsiminason-2-oH;
2-(4-{2-[4-(6-meTunnipuanH-2-in)-ninepasuH- 1-in]-
eTun}-geHokcn)-6eH30Tia3on;
2-{4-[2-(4-eTaHcynboHinninepasuH-1-in)-etun]-
deHokcum}-6eH3oTiason;
2-(4-{2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
ninepasuH-1-in)-1-mopdoniH-4-ineTaHoH,;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
MeTUNamiHo)-nMponioHoBa KNCMoTa;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LMKIONEHTMIaMiHO)-NPOMiOHOBA KUCMOTa;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
uMKnobyTnnamiHo)-nponioHoBa KUCMNOTa;
3-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
6eH3nnamiHo)-NponioHoBa KMUCoTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-(4-rigpokcumeTunninepuauH-1-in)-
METaHOH;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
LumKnonponinamiH;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-[4-(2-rigpokcietvn)-ninepasun-1-in)-
METaHOH;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-[4-(2-rigpokcietvn)-ninepnanH-1-inj-
METaHOH;
2-({2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
LMKMoNponinamMiHo)-eTaHorT;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-eTun}-
LMKMonponinamMiHo)-nponax-1-o;
4-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-etnn}-
LMKnonponinamiHo)-mMacrisiHa KUCrnoTa;
3-[(1-{2-[4-(6eH30Tia3on-2-inokcu)-cheHokci]-eTnn}-
ninepnanH-4-kapOoHin)-amiHo]-NponioHOBa KUCNOTa;
4-({2-[4-(6eH3oTia3on-2-inokcu)-ceHin]-etnn}-
UUKnonponinamiHo)-6yTMpoHiTpun;
3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-deHinl-etnn}-
ninepnanH-4-in)-nponioHoBa KNCNoTa;
[(1-{2-[4-(©eH30Tia30on-2-inokcu)-gdeHokci]-eTun}-
ninepnanH-4-kapboHin)-meTunamiHol-ouToBa  KUCMo-
Ta;
3-(4-{2-[4-(6eH30Tia3on-2-inokcm)-heHoKcil-eTnn}-
ninepasuH-1-in)-deHon;
2-(4-{2-[4-(4-meTOKCcudpeHin)-ninepasvH-1-in]-eTokcn}-
deHokcm)-6eH3oTiason;
2-{4-[2-(5-ninepnanH-4-in-TeTpason-1-in)-eTokcu]-
deHokcu}-6eH3oTiason;
(S)-1-(1-{2-[4-(6eH3oTiazon-2-inokcu)-peHokcil-eTnn}-
ninepnanH-4-in)-4-rigpokcmniponianH-2-oHx;
{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etun}-
LMKIonponinveTunamiu;
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2-[({2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTur}-
LMKMonponinamMiHo)-MeTun]-LuknonponaHkapboHoBa
KucnoTa, eTnnosun edip;
4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHokci]-eTnn}-
ninepasuH-1-kapboHin)-6eH30oMHa KUCroTa, eTUNoBUN
edip;
2-[({2-[4-(6eH30Tia3on-2-inokcn)-peHin]-etun}-
LMKMoNponinamMiHo)-MeTun]-LuknonponaHkapboHoBa
KMCnoTa;
1-({2-[4-(6eH30oTia3on-2-inokcu)-deHin]-eTnn}-
LMKIonponinamMiHo)-nponaH-2-or;
3-({2-[4-(6eHs0Tia3on-2-inokcu)-deHin]-etun}-
umknonponinamiHo)-1,1,1-TpudgpToponponaH-2-or;
3-({2-[4-(6eHsoTia3on-2-inokcm)-deHin]-etun}-
UMKNonponinamMiHo)-npomnioHamig;
3-({2-[4-(6eHsoTia3on-2-inokcu)-deHin]-etun}-
UuKnonponinamMiHo)-nponax-1,2-aion;
2-{4-[2-(5-cbeHinTeTpaszon-2-in)-eTokcu]-deHokem}-
©eH3oTiasorn;
2-{4-[2-(5-cbeHinTeTpason-1-in)-eTokcu]-deHokem}-
©eH3oTiasorn;
N-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-N-
uuknonponin-2-(2H-tetpason-5-in)-avuetamig;
(S)-3-({2-[4-(6eH30oTia3on-2-inokcn)-deHin]-eTun}-
LMKrnonponinamiHo)-2-MeTunnponaH-1-orm;
(R)-3-({2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
LiMKnonponinamiHo)-2-MmetunnponaH-1-orm;
2-{4-[2-(5-meTuncynbdaHinTeTpason-2-in)-eTokcu]-
deHokcn}-6eH30Tiason;
2-{4-[2-(5-meTuncynbdaHinTeTpason-1-in)-eTokcu]-
deHokcn}-6eH30Tiason;
2-[4-(2-TeTpason-2-ineTokcu)-gpeHokcu]-6eH3oTiason;
2-[4-(2-TeTpason-1-ineTokcm)-peHokcu]-6eH3oTiason;
(1R,2R)-2-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-
eTunamMiHo}-LmkrorekcaHkapboHoBa KUCMNoTa;
(1S,2R)-2-{2-[4-(6eH30oTiazon-2-inokcn)-eHin)]-
eTunamMiHo}-LmkrorekcaHkapboHoBa KMCNoTa;
(1R,2R)-2-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-
€TMNamMiHO}-LIMKIorekcaHorT;
(1S,2R)-2-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-
€TMUNamMiHO}-LIMKIorekcaHorT;
4-(1-{2-[4-(©eH30Tiazon-2-inokcu)-gpeHin]-etnn}-
ninepnanH-4-in)-macnsHa KucnoTa;
(R)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHoKci]-eTun}-
ninepnanH-4-in)-4-rigpokcuniponignH-2-oH;
2-(4-{2-[4-(1H-TeTpa3on-5-in)-ninepuguH-1-in]-etnn}-
deHokcn)-6eH3oTiason;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-2-in)-meTaHon;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-1H-
TeTpason-5-in)-ouToBa KucrnoTa, eTunoBuii edip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHokcil-eTnn}-1H-
TeTpason-5-in)-ouToBa K1ucnoTa, eTunoBuii edip;
2-{4-[2-(5-ninepnaunH-4-inTeTpason-2-in)-eTokcu]-
(peHokcm}-6eH30Tia3on riapoxnopug,;
7-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTun}-4-
cnipo-[3-dTanigl-ninepnavy;
1-{3-[4-(6eH30Tia3on-2-inokcm)-denin]-nponin}-
ninepnanH-4-kapboHOBa K1CMNoTa, ETUNOBUIN eqip;
2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTunamid - rigpo-
xnopwa,
2-(4-{2-[4-(1H-TeTpa3zon-5-in)-ninepmuguH-1-in]-
eTokcu}-cpeHoken)-6eHsoTiazorn;
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uunc-4-{2-[4-(6eH3oTiazon-2-inokcn)-deHin)-
eTunamMiHo}-umkrorekcaHkapboHoBa kucnoTa, Tpu-
pTOpOoMeTaHCyNbOHaTHa Cifb;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-(TeTparigpodypaH-2-in)-mMmeTaHoH;
nponaH-2-cynbgoHoBa Kucnora (1-{2-[4-
(6eH30oTia3on-2-inokcu)-eHoKci]-eTun}-ninepnanH-4-
kapOoHin)-amig;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-okcooLToBa KUCMoTa, METWUMOBUIA
edip;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-eTnn}-
ninepuanH-4-kapOoHin)-6eH3oncynbgoHamia,  Tpu-
hTOpOoMeTaHCyNbOHaTHA Cinb;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-eTnn}-
ninepuanH-4-kapOoHin)-meTaHcynboHamia, TpU-
pTOpOoMeTaHCyNbOHaTHA Cinb;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-eTun}-
ninepasuH-1-in)-oKkcooLToBa KUcnoTa, TpudTopome-
TaHCynNbOHAaTHa Cinb;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-mopdoniH-4-inMeTaHoH;
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-ceHinl-eTnn}-
ninepasuH-1-in)-2-TiodeH-2-ineTaHoH;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-peHin]-etun}-
ninepaavH-1-in)-nipuavH-3-inMeTaHoH;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-LMKNonponinIMeTaHoH;
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHinl-eTnn}-
ninepasuH-1-in)-2-MeToKCieTaHOH,;
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHinl-eTnn}-
ninepasuH-1-in)-2,2,2-TpuTOPOETAHOH;
4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-gpeHin}-etnn}-
ninepasuH-1-kapboHin)-6eH3oHa KUCNoTa;
(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepasuvH-1-in)-nipnanH-4-inMeTaHoH;
(4-{2-[4-(OeH30Tiazon-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-(5-meTunnipa3unH-2-in)-MeTaHoH;
(R)-(4-{2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTm}-
ninepasuH-1-in)-(TeTparigpodypaH-2-in)-MeTaHoH;
(S)-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-(TeTparigpodypaH-2-in)-MeTaHoH;
(4-{2-[4-(OeH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-(tetparigpodypaH-3-in)-mMeTaHoH;
1-(4-{2-[4-(©eH30Tia3on-2-inokcu)-peHin}-etnn}-
ninepasuH-1-in)-2-riapokcieTaHoH;
2-[2-(4-{2-[4-(6eH30Tia3on-2-inokcn)-ceHin]-eTnn}-
ninepasuH-1-in)-2-0KCoeTW]-LUMKNONEHTaHOH;
3-(4-{2-[4-(6eH30Tia3on-2-inokcm)-deHinl-etnn}-
ninepasuH-1-in)-nponioHoBa KucnoTta, TpudgTOopoMeE-
TaHcynbOHaTHa Cinb;
3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-deHinl-etnn}-
ninepnanH-4-in)-okcasonignH-2-oH;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etnn}-
ninepnanH-4-in)-mopdoniH-3-oHx;
4-(1-{2-[4-(6eH30Tia3on-2-inokcu)-eHokcil-eTnn}-
ninepnanH-4-in)-mopdoniH-3-oH;
3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-cheHoKcil-eTnn}-
ninepnanH-4-in)-okcasonignH-2-oH;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTm}-
ninepnanH-4-kapboHoBa KncnoTa, 6eH3nnokciamiz,;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTm}-
ninepnanH-4-in)-ouToBa KUCNOTa;
(R)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
ninepnanH-4-in)-4-riapokcvniponianH-2-oHx;

87986 74

1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTu}-
ninepnanH-4-kap6oHOBa KMCMOTa, rigpokciamiz;
(S)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-eTnn}-
ninepuanH-4-in)-4-rigpokcuniponiguH-2-oH;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepuanH-4-in)-kapbamiHosa KucnoTa, TpeT-
6yTunosui edip;
2-(4-[2-(4-dpToponinepnamnH-1-in)-eTun]-deHokcn}-
©eH3oTiasorn;
2-{4-[2-(4,4-ondpToponinepnamnH-1-in)-etnn]-
deHokcn}-6eH30Tiason;
(R)-1-{2-[4-(6eH30Tia3on-2-inokcn)-derin]-eTnn}-
niponianH-3-or;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
ninepuanH-4-in)-coopmamig;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-eTun}-
ninepuanH-4-in)-ce4oBuHa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-ceHinl-etnn}-
ninepnanH-4-in)-3-uiaHo-2-eHinizoce4oBnHa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-eTnn}-
ninepnanH-4-in)-3-uiaHo-2-MeTuMi30ce40BUHa;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-eTnn}-
ninepuanH-4-in)-meTtaHcynsgoHamig;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHinl-eTnn}-
ninepuanH-4-in)-3-uiaHo-2-MeTunryaHiany;
8-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-1-
¢eHin-1,3,8-Tpmasacnipo[4.5]aekaH-4-0H;
8-{2-[4-(6eHz0Tia3on-2-inokcu)-dpeHinl-etnn}-1,3,8-
Tpuasacnipo[4.5]aekaH-2,4-aioH;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-peHin]-eTun}-
ninepnanH-4-in)-metunkapbamiHoBa Kucrnora, TpeT-
OyTunosui edip;
N-(1-{2-[4-(6eH30Tia3on-2-inokcun)-geHin]-eTnn}-
ninepnanH-4-in)-N-metunauertamia;
N-(1-{2-[4-(6eH30Tia3on-2-inokcun)-geHin]-eTnn}-
ninepnanH-4-in)-N-metunmetaHcynboHamiz;
outoBa kucnota [(1-{2-[4-(GeH30Tiazon-2-inokcu)-
deHin]-etun}-ninepuanH-4-in)-metunkapbamoin]-
MeTunosun eqip;
N-(1-{2-[4-(©eH30Tia3on-2-inokcu)-eHin]-etnn}-
ninepnanH-4-in)-N-auetamig;

outoBa kucrnota  (1-{2-[4-(6eH30Tiazon-2-inokcu)-
deHin]-etun}-ninepuanH-4-inkapbamoin)-MeTunoBuii
edip;

2-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
mMeTunamiHo)-3-(1H-imigason-2-in)-nponioHoBa  Kuc-
nota;
2-(4-{2-[4-(3-HiTpONnipnauH-2-in)-[1,4]aiasenan-1-inl-
eTun}-cheHokemn)-6eH30oTia3on;
[(1-{2-[4-(©eH30Tia30n-2-inokcu)-deHokci]-eTun}-
ninepnanH-4-kapOoHin)-MmeTnunamiHol-ouToBa  KUCMo-
Ta, eTnnosun eqip;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-heHokci]-eTnn}-
[1,4']6ininepuanHin-4-kapboHoBa kucnota, eTUnoBUi
edip;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-heHokci]-eTnn}-
[1,4']6ininepuanHin-4-kapboHoBa KMCIOTa;
{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
uuknonponineTunamix;
3-({2-[4-(6eHz0Tia3on-2-inokcun)-deHin]-eTun}-
LMKNONponinamMiHo)-2-MeTuUnnponioHoBa KucnoTa,
TpudTOpOMETAHCYNb(POHOKUCHA Cinb;
2-({2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-eTun}-
LMKNONponinMeTUnamMiHo)-eTaHor;
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2-[2-({2-[4-(6eH30Tia3on-2-inokcn)-derin]-eTun}-
UMKIONponinMeTnnamMiHo)-eTokci]-eTaHor;
3-({2-[4-(6eHs0Tia3on-2-inokcu)-deHin]-etun}-
LMKrnonponinmMeTunamiHo)-nponat-1-or;
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
uuknonponinmetun-(3-tetpason-2-innponin)-amiH;
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
uuknonponin-(3-nipon-1-innponin)-amix;
4-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
LMKNONponinMeTunamiHo )-6yTMpoHiTpun;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepuanH-4-kapboHoBa  kucnota,  (2-uiaHoeTwn)-
amig;

{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
uuknonponinmetun-[3-(2H-tetTpason-5-in)-nponin]-
amiH;
3-[5-(1-{2-[4-(6eH30Tia3on-2-inokcu)-deHin]-eTnn}-
ninepnanH-4-in)-retpason-1-in]-nponioHiTpun;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
uuknonponin-[3-(2H-teTpason-5-in)-nponin]-amix;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
ninepuanH-4-kapboHoBa  kucnota, (2-rigpokcun-1,1-
AvmeTuneTun)-amig;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
yuknonponinvetun-[3-(1H-[1,2,4]tpnason-3-in)-
nponinj-amix;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
yuknonponinmetun-[3-(5-metun-1H-[1,2,4]tpnason-3-
in)-nponin]-amix;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
yuknonponinmetun-[3-(5-genin-1H-[1,2,4]tpnazon-3-
in)-nponin]-amix;
2-(4-{2-[4-(1-meTun-1H-TeTpason-5-in)-ninepuanH-1-
in]-etun}-cbeHokcn)-6eH3oTia3on;
2-(4-{2-[4-(2-meTun-2H-TeTpason-5-in)-ninepuanH-1-
in]-etun}-cbeHokcn)-6eH3oTiazon;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-4-kapOoHiTpun;
2-(4-{2-[4-(1H-[1,2,3]Tpnason-4-in)-ninepnanH-1-in)-
eTun}-cheHokcm)-6eH30Tia3orn;
4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTmnamiHo}-
MacnsiHa KucrnoTa, eTunosui eqip;
4-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etnn}-
LMKIonponinMeTunamMiHo)-MacnsHa Kucnora, eTuno-
BUIA edoip;
2-[3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
uMknonponinMeTunamMiHo)-nponin)-isoiHgon-1,3-4ioH;
4-({2-[4-(6eH3oTia3on-2-inokcu)-ceHin]-etTnn}-
LMKNonponinMeTunamMiHo)-MacnsiHa KucnoTa;
1-(3-{2-[4-(©eH30Tia30on-2-inokcu)-gpeHin]-eTunamiHo}-
nponin)-niponignH-2-oH;
N-1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etnm}-N-1-
uuknonponinMeTunnponaH-1,3-aiamix;
5-({2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etnn}-
uMknonponinamiHo)-neHTaHoBa KWCNoTa, MEeTUIIOBWN
edip;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
UMKnonponinMeTunamMiHo)-nponinj-aueramig;
MopdoniH-4-kapboHoBa Kucnota
(6eH3oTia3on-2-inokcu)-eHin]-etun}-
UMKnonponinMeTunamiHo)-nponinj-amig;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
UMKnonponinveT1namMiHo)-nponinj-
MeTaHcynboHamia,;

[3-({2-[4-
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5-({2-[4-(6eHz0Tia3on-2-inokcum)-deHin]-etun}-
LMKnonponinamiHo)-neHTaHoBa KMUCNOoTa;
1-[3-({2-[4-(6eH30Tiazon-2-inokcn)-eHin]-eTun}-
i3onponinamMiHo)-nponin]-niponignH-2-oHx;
1-[3-({2-[4-(6eH30Tiazon-2-inokcn)-eHin]-eTun}-
UMKMonponinMeT1namMiHo )-nponinj-niponiguH-2-oHx;
1-[3-({2-[4-(6eH30Tiazon-2-inokcn)-eHin]-eTun}-
UMKMoNponinamMiHo)-nponin]-niponignH-2-oHx;
1-[3-({2-[4-(6eH3oTiazon-2-inokcw)-eHin]-eTun}-
nponinamiHo)-nponin]-niponiamH-2-oH;
4-((1-auetnnninepuanH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcm)-beHin]-eTnn}-amiHo)-macnsHa KucnoTa, eTu-
nosun edip;
4-((1-aueTvnninepmaunH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcun)-beHin]-eTnn}-amiHo)-macnsHa KucnoTa, eTu-
nosun edip;
4-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
MeTaHCyIb(OHINaMiHO)-MacrsiHa KACMOoTa;
({2-[4-(6eH3oTia3on-2-inokcu)-eHin]-etun}-
LMKNonponinamiHo)-oLToBa KNCMOTa;
6-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LMKronponinamiHo)-kanpoHoBa KUCIoTa, eTUroBuiA
ewip;
7-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
LMKMonponinamiHo)-eHaHTOBa  KACMOTa,  €TUIOoBUIA
edip;
6-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LMKonponinamiHo)-kanpoHOBa KMCNOoTa;
7-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
LMKIionponinamiHo)-eHaHTOBa KUCOTa;
N-1-{2-[4-(6eH30Tia3on-2-inokcu)-peHin]-etmm}-N-1-
umknonponinnponax-1,3-giamix;
N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LMKnonponinamiHo)-nponinj-aueramiz;
N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LuknonponinamiHo)-nponinj-isodytupamig,;
N-[3-({2-[4-(6eH30Tia3on-2-inokcwn)-deHin]-eTnn}-
LuknonponinamiHo)-nponin]-6eHsamig;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-eTnn}-
uuknonponinamiHo)-nponinj-4-xnopobeH3amig;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-eTnn}-
LuKnonponinamiHo)-nponinj-metaHcynsgoHamia;

nponaH-2-cynbgoHoBa KucnoTa [3-({2-[4-
(6eH3oTiason)-2-inokcn)-deHin]-eTnn}-
uuknonponinamiHo)-nponinj-amia,  TpucTOpOMETAH-

cynboHOKMCNA Cinb;
8-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LMKIonponinamiHo)-okTaHoBa  KUCNOTa,  €TUMOBUIA
edip;
1-[3-({2-[4-(6eH30Tia3on-2-inokcum)-eHin]-eTun}-
uuknonponinamiHo)-nponinj-3-deHince4oBrHa;
8-({2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTnn}-
LMKIonponinamiHo)-oKTaHoBa K1CIOoTa;
TeTparigpodypaH-2-kapboHoBa  kucrota  [3-({2-[4-
(6eH3oTia3on-2-inokcu)-geHinl-etun}-
LuKnonponinaMiHo)-nponinj-amig;
N-[3-({2-[4-(6eH30Tia3on-2-inokcun)-enin]-eTun}-
uuknonponinamiHo)-nponin]-2-rigpokciaveTtamia;
4-({2-[4-(6eH30Tia3on-2-inokcu)-cheHokKci]-eTun}-
LMKnonponinamiHo)-mMacnsiHa KACroTa;
2-[4-(2-mopdoniH-4-ineTokcn)-gpeHokem]-6eH30Tiazon
Ta

2-[4-(2-ninepnanH-1-ineTokcu)-cpeHokcu]-
6eH3oTiason.
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154. ®apmaueBTUYHa KOMNO3WLis 3rigHo 3 n.136, ska
BiApi3HAETLCA TUM, LLO B Hil 3a3Ha4YeHa NpUHanNMHi
ogHa cnonyka copmynu (Il) saBnse coboto ogHy i3
HaCTYMHUX CMOMyK:
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokci]-eTnn}-
4-peHinninepuguH-4-onm;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-deHin]-etun}-
LMKonponinMeTUunnponinami;
umknorekcunetun-{2-[4-(1-metun-1H-6eH30oimigason-
2-inokcu)-peHin]-eTun}-amin;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokci]-eTnn}-
4-(4-6pomodbeHin)-ninepuanH-4-om;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokci]-eTnn}-
4-(4-xnopodpeHin)-ninepuanH-4-on;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokcil-eTnn}-
4-6eH3nnninepuaunH-4-on;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-deHin]-etun}-
LMKIiorekcuneTunamin;
2-[4-(2-niponianH-1-inetnn)-cdeHokcum]-1H-
6eH3oimMigasorn;
2-[4-(2-a3enaH-1-inetun)-cdeHokcu]-1H-
6eH3oimMigasorn;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-deHin]-etun}-
anbyTunamiu;
1-{2-[4-(1H-6eH30imMiga3on-2-inokcn)-geHrin]-eTun}-
ninepuanH-4-or;
1-{2-[4-(1H-6eH30imMiga3on-2-inokcu)-geHrin]-eTun}-
ninepnanH-4-kapboHoBa k1cnota, MeTunosui eqip;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-deHokci]-eTurn}-
LMKIorekcuneTunamiy;
2-{4-[2-(4-meTunninepmauH-1-in)-etokcu]-beHokcu}-
1H-6eH3oimigason;
2-{4-[2-(2-eTunninepuamH-1-in)-eTokcu]-beHokcu}-
1H-6eH30imigason;
2-[4-(2-ninepunanH-1-ineTokcu)-cpeHokeu]-1H-
6eH3oimigason;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-cgeHokcil-eTnn}-
ninepuanH-4-on;
2-[4-(2-a3enaH-1-ineTokcun)-peHokeu]-1H-
6eH3oiMigasonamipa;
{3-[4-(1H-B6eHz0imigazon-2-inokcn)-peHokcu]-nponin}-
aumeTunamin;
2-[4-(2-niponianH-1-ineTokcu)-cerHoken]-1H-
6eH3oimigason;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokcil-eTun}-
aieTnnamin;
2-[4-(2-mopdponiH-4-ineTokcn)-deHokem]-1H-
6eH3oimigason;
2-[4-(2-ninepnanH-1-inetnn)-deHokcm]-1H-
6eH3oimigason;
1-(1-{2-[4-(1H-6eH30imMinazon-2-inokcu)-geHokcil-
eTun}-ninepuanH-4-in)-niponiguH-2-ox;
(1-{2-[4-(1H-6eH30imiga3on-2-inokcu )-cpeHokci]-
eTun}-ninepuanH-4-in)-meTaHon Ta
1-{2-[4-(1H-6eH30oimiga3on-2-inokcu)-ceHokcil-eTnn}-
ninepnanH-4-kapboHOBa KMCMNoTa, ETUINOBUIA eqoip.
155. ®apmaueBTU4Ha KOMNO3uMUia 3rigHO 3 N.136, gka
BiApi3HAETLCA TUM, LLO B Hil 3a3Ha4YeHa NpUHaMHi
ogHa cronyka cdopmynu (1) sBnsie coboto NpuHaMHI

onHy cnonyky coopmynu (ll1):
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R?"
‘ W
N,
Ry
abo il eHaHTiomep, OiacTepeomMep, pauemar, TayTo-
Mep, rigpat, conbBaT abo hapMaueBTUYHO NPUAHAT-
HY Ccinb, ecbip abo amig,
Ae
RYR% XY, ZtaW BmsHaqarOTbc;ﬂ SIK 'y cnonyui ¢o-
pmynm (U} R? BVISHaHarOTb sk R? y cnonyui dopmynu
(1), i R* BusHauatoms sik R® y cnonyui doopmynu (1),
3a yMOBM, LU0
(a) 3a3Haueri R® Ta R® [onaTkoBO 3a0BOMbHSIOTH
HaCTyMHUM yMOBaM:
(e1): npvHariMHI ogHa i3 3a3Ha4YeHUx R”taR¥ Hee
Cisankinom, konu Z sense coboto O, i X aBnse co-
6ot S; i i
(e2): xopHa 3 R? Ta R® He € Cy4ankinC(O)R¥, ge R
ABns€ coboo OAHY i3 HacT YMHAX TPy C1 4ankin, OH,
-OC14arkin, -OCo4ankinR"" a6o -NR'RY, Konm Y se-
nsie coﬁoro O, Z aBnsie coboto 3B'AA30K, i R BiAMiHHaA
gig R® X X
(e3): >|<o,u,Ha 3 R? 1a R* He € CysankinCN, korm Y
ABMAe co6oro O, Z aBnsie coboto 3B’5130K, | BiAMIHHA
Big R®
(b) 3a p,o,anKoao'l' yMOBM, WO, Konu X sBnse coboto
S, Y aBnse coboto O, Z aense cobow 3B'A30k, i W
ABNAE co6oro co6oro rpyny siBnse coboto CHa, ToAj
ofHa i3 R 1a R He € XCG, komm iHwa € Ci.
eankinom, ge XCG siBnsie coboto rpyny

ont

N—GO

(XCG)
HC16

ae HC16 saBnse coboto ogHy i3 rpyn H, Cisankiny,
ranoCqeankiny, aniny ta Ci.sankokcumeTuny, i GO €
rpynot, KoTpa npueaHaHa BYIMELIEBMM YIIEHOM, LLO
mae =O 3aMiCHUK, SIKMIA yTBOPIOE amigorpyny 3 aso-
THUM 4YfIEHOM, [0 SIKOrO MpPUELHAHA 3a3HadyeHa rpyna
GO.

156. ®apmaueBTU4HaA Komnoswum 3rigHo 3 n.155, aka
BiAPi3HAETbCA TUM, LLO B HilA R* sBnsie co6oto H.

157. ®apmaueBTM4Ha KOMNO3WLis 3rigHO 3 M. 155 FlKa
BiApPi3HAETbCA TVM, LLO B Hill 3a3HadeHi R? ta R®
BUOVpaloTb, HE3ANEXHO, i3 FPyNn, sika CKIaaaeTbes i3
A), B), C), D), E) Ta l), ik BU3HayeHo y n.155.

158. ®apmaueBTUYHa KOMNO3WLiS 3rigHO 3 M. 155 FlKa
BiApPi3HAETbCA TVM, LLO B Hill 3a3HadeHi R? ta R®
BUOMpaloTb, HE3amNeXHO, i3 rpynu A), sik BU3HAYEHO Y
n.155.

159. ®apmaueBTUYHa KOMNO3WLLiS 3rigHO 3 M. 155 FlKa
BiApPi3HAETbCA TVMM, LLO B Hill 3a3HadeHi R? ta R®
BUOMpaloTb, HE3amNEeXHO, i3 rpynu B), sik BU3HAYEHO Y
n.155.

160. ®apmaueBTUYHa KOMNO3WLLiS 3rigHO 3 M. 155 ;||<a
BiApPi3HAETbCA TUM, LLO B Hill 3a3HadeHi R? ta R®
BMOMpaloTb, He3anexHo, i3 rpynu C), Sk BU3HA4YeHO Y
n.155.

161. ®apmaueBTUYHa KOMNO3WLLiS 3rigHO 3 M. 155 ;|Ka
BiApPi3HAETbCA TUM, LLO B Hil 3a3HadeHi R? ta R®
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BMOMpaloTb, He3anexHo, i3 rpynu D), sk BU3Ha4eHo y
n.155.

162. ®apmaueBTMYHa KOMNO3WLis 3rigHO 3 M. 155 aKka
BiAPI3HAETLCA TUM, WO B Hill 3a3Haveni R? Ta R®
BMOMpaloTb, He3anexHo, i3 rpynu E), sk Bu3HaveHo y
n.155.

163. ®apmaueBTMYHa KOMNO3WLis 3rigHO 3 M. 155 aka
BiAPI3HAETLCA TUM, LIO B Hill 3a3Haveni R? Ta R®
BMOMpaloTb, He3anexHo, i3 rpynu I), sk BU3HAYEHO Y
n.155.

164. ®apmaueBTUYHa KOMNO3WLiS 3rigHO 3 M. 155 sKa
BiAPI3HAETLCA TUM, LIO B Hill 3a3Haveni R? Ta R®
6epyTb pasom 3 a30TOM, 4O SKOro BOHMW NpUESHaHI, 3
YTBOPEHHSAM reTepoLMKIiYHOrO KinbLs, KOTpe MICTUTb
NpVHaMMHi 0AWH reTepoaTtoMHUIA YneH, To6To 3a3Ha-
YeHWIn NpUeaHyBarbHUIA a3oT, 3a3HayeHe reTepoLuK-
nivHe KinbLe BUOUpaETLCS i3 rpynu, Ska cknagaeTbes
i3 i) Taii), Ak BU3HayeHo y n.155.

165. ®apmaueBTUYHa KOMNO3WLiS 3rigHO 3 M. 155 sKa
BiAPI3HAETLCA TUM, LIO B Hill 3a3Haveni R? Ta R®
6epyTb pa3om 3 a30TOM, A0 SKOro BOHW NPUEAHAHI, 3
YTBOPEHHAM reTepoLMKITiYHOro KinbLs, KOTpPEe MiCTUTL
NPUHaNMHi OAMH reTepoaToOMHUI YneH, TobTo 3a3Ha-
YeHUn NpueaHyBarnbHUN a3oT, 3a3HayYeHe reTepoLmk-
nivyHe Kinbue BMBMpatoTb i3 rpynu i), SK BU3HAYEHO Y
n.155.

166. ®apmaueBTUYHa KOMNO3WLiS 3rigHO 3 M. 155 sKa
BiAPI3HAETLCA TUM, LIO B Hill 3a3Haveni R? Ta R®
6epyTb pa3om 3 a30TOM, A0 SKOro BOHW NPUEAHaHI, 3
YTBOPEHHAM reTepoLMKITIYHOro KinbLs, KOTpPEe MiCTUTb
NPUHaNMHi OAMH reTepoaToOMHUI YneH, TobTo 3a3Ha-
YeHW NpPUEAHYBarbHUIA as3oT, 3a3HadveHe reTepoLyK-
nivHe KinbLe B1ObMpatoTeb i3 rpynu ii), K BU3HAYEHO Y
n.155.

167. Cnonyka cbopmynu (I1):

e (I
abo il eHaHTiomMep, AiacTepeomMep, pauemar, TayTo-
Mep, rigpat, conbBaT abo hapMaueBTUYHO MPUAHAT-
Ha cinb, edip abo amig,
ae
X Bm6mpar0Tb i3 rpynu, LWo cknagaetbes i3 NR®, O Ta
S, ne R® sensie cobowo H a6o CHs;
Y BubupatoTh i3 rpynu, Wwo cknagaetbces i3 CHaz ta O;
Z BnbupatoTb i3 rpynu, Wwo cknagaetbes i3 O Ta 38'As-
Ky;
w Bm6mpar0Tb i3 [TPYNK, IO CKraAaeTbCa i3 CHz Ta
CHR'-CH_, ne R' € H a6o OH, ne R’ -npueaHaHun
BYrMeLeBUn YNeH y 3a3HadeHin CHR'-CH. npsiMo He
npuegHaHWM 40 a30THOroO YrieHa, OO SKOro npuedHa-
Ha 3a3HadveHa W;
R* BMOMpaloTh i3 rpynu, wo cknagaetscs i3 H, OCHs,
CI F, Br, I, OH, NH, CN, CF3 ta CHs;
R “aBnsie coboro H a6o F; |
R? BusHavaoTb sik R%, i R® BusHauatots sik R®, y Ha-
CTyI'IHMI/I cnocio6:
R? Ta R® BU6MpaloTh, KOXHY HE3anexHo, i3 rpynu, sika
cknagaeTbes i3
A) H, Cirankiny, CarankeHiny, ge Byrneup y 3asHa-
YeHOMY ankeHini, Wo npueaHaHWn OO a30THOro une-
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Ha, Mae nuvwe npocTi 3B'A3kn, CazankiHiny, ae Byrne-
Ub Yy 3a3HayeHOMY arnkiHini, Wo npueaHaHun [o
a30THOrO ureHa, mMae nwvwe npocTi 3B'A3ku, Ca.
7UMKNoankiny, wo €, npu notpebi, 6eHso3nutum, Cs.
7umknoankeHiny, -CszumknoankinCizankiny, -Ci.
7ankinCsyumknoankiny Ta deHiny, Ae KOXeH i3 3aM|c-
HUKIB A) 3aMilLeHuii, HeanexHo, 0, 1 a6o 2 R%,
KOXHa i3 3a3HaueHnx R® € 3amicHuKoMm npu Byrneue-
BOMY ufeHi, Wo ABnse coboo npuHaiMHI OguH Byr-
neueBun YneH, BUNy4YeHnii Big 3a3HayeHoro a3oTHoro
yneHa;
B) samicHuka HetR?;
C) -C1 7an|<|r|C(O)R
CH2R abo CH2R
D) C2.5anK|nC(O)R, Ae [iBa BaneHTHO Y3ro[hKeHuX
BYyrneueBnx YneHu y gaHomy Cosankini 3asHayeHoro
-C2.5ankinC(O)R* € yvacTuHol HacuyeHoro  Cs.
skapbouukny;
E) -CosankinOH, ge ABa BaneHTHO Y3roMKeHUX BYr-
neuesunx YneHn y gaHomy Co.sankini 3aaHaveHoro -Co.
sankinOH e yacTtuHoo HacuuyeHoro Cs.skapbouukny;
F) -Co-sankindpeHiny, oe naHun gerin y sasHaueHoMy
-CosankindeHini € 3nMTMm No ABOX cycuqux Byrnee-
BMX UreHax y 3asHaueHoMmy ceHini 3 R', a6o € 6eH3o-
3NUTUM;
G) -Co.4an|<inAr6, oe Ar® aBnsie cobow 6-uneHHM
reTepoapws, Lo Mae TOYKY NPUEAHAHHS BYrneLeBoro
yneHa i Mmae oguH abo Aga -N= reTepoaTOMHMX une-
HUY, Ta € 6eH303NNTUM;
H) -Co.4anKinAr5, oe Ar® aBnsie coBo 5-uneHHuit
rerepoapwn, WO MaE OAWH reTepoaTOMHUIA ureH,
KOTpUi BVI6I/Ipa€.TbC$I i3 rpynu, sika cknagaetbes i3 O,
S ta >NR", i mae 0 a6o 1 -N= JoOaTKoBUIA reTepo-
aTOMHUWI YNEH, WO MiCTUTb, Npu notpebi, ABi kapbo-
HINbHI rpynn, Ta €, Npu n0Tpe6| 6eH303nnTNM;
)] C1.4ar||<|r|Ar5 ne Ar’ siBnsic cobolo 5-UneHHuii re-
Tepoapwun, Wwo MiCTUTb 3 abo 4 a30THi YneHn, KoTpi
3amiweHi, npu notpebi, R RY, i MaloTb BaneHTHO y3ro-
[PKEHUIN canT sK TOuKY MPUERHAHHS;
J) -CosamkinAr®® e A sapnse coBowo Co
sankinnpuegHaHvmn d)eHIJ'I, 3MUTUIA MO BaneHTHO Y3ro-
[KeHUX camTax 3 6-4neHHUM reTepoapurioM, ge 3a-
3HaYeHUN 6-4neHHW reTepoapun Mae oguH abo Aga
-N= reTepoaToMHYX YneHy;
K) -CosankinAr®®, ne Ar®® sBnse coboio Co.
sankinnpuegHaHvn dDeHIJ'I, 3MUTUIA MO BanNeHTHO Y3ro-
[KeHUX camTax 3 5-4neHHUM reTepoapwriom, 3asHa-
YEHUN S5-YnNeHHWU reTepoapun mMae oauH reTepoaro-
MHUA  4neH, LWo Bm6mpaeTbc;| i3 rpynu, ska
cknagaetbesa i3 O, S Ta >NR", i 3asHavueHwit 5-
yneHHu retepoapun mae 0 abo 1 [oJaTKOBUN reTe-
pPOaTOMHMI YNEH, KOTpUN siBnsie coboto -N=; i
L) opHiei cnonykn i3 2-(4-eTundpeHokcm)-
6eHsoTiazony, 2-(4-etundeHokcun)-0eH3ookcasony Ta
2-(4-eTundpeHokcm)-1H-6eH3oimigasony;

M) SO,C14ankiny;
sk anbTepHaTuBa, R? Ta R® GepyTb pa3om 3 azoTom,
00 SIKOrO BOHW NPUEQHaHi, 3 YTBOPEHHSM reTepoLmK-
NiYHOro Kinbus, KOTpe MIiCTUTb NPUHANMHI OOUH reTe-
poaTOMHUI 4neH, TO6TO 3a3HayeHWn NpuegHyBarb-
HAM  a30T, 3a3HadeHe reTepouukniyHe  Kinbue
BMOMpaeTbCs i3 rpynu, ska cKnagaeTbes i3

i) 4-7-4nNeHHOro reTepoLMKNiYHOro KinbLs HetR®, 3a-
3HayeHe 4-7-4neHHe reTepouuknivyHe Kinbue HetR
Mae OAVH reTepoaTOMHWUIA YreH, TOBTO 3a3HaveHui

3amilleHoro, npu notpedi,
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npueaHyBanbHUIA a3oT, i 3amiweHe 0, 1 abo 2 3amic-
HMKaMu No TMM cammM abo Mo Pi3HUM 3aMiCHUM une-
HaM, 3a3HayeHi 3aMICHVIKVI Bm6mpar0Tbc91 i3 rpynm, sika
cknapaetsest i3 -RY, -CN, -C(O)R”, Co4anK|nC02R

Co4anK|nC(O)COZR -Co4arnkinOR”, -Co.
4ar|K|nC§ )NR R?, -Co.- 4anK|nNRYC(O)R -
C(O)NR“OR?, -Co ,ankinNRYC( )CHZC(O RY, -Co.
4an|<|r|NRYCO RY, -Co sankinNR C(O JNR R -Co.-
4anK|nNRYC(S)NR RZ -NR'C(O)CO:R’, -NR'RZ, -Cy.
sankinNR"YSO.R", 1 3 -gurigpoingon-2-oH-1-iny, 1,3-
,lJ,VIFI,D,pO6eH30IMI,EI,aSOJ'I -2-0H-1-iny, TeTpason-5- |n\)/ 1-
RY- 1H-TeTpason-5-iny, Y-TpI/IaSOJ'IIJ'Iy, 2-R"-2H-
TeTpason-5-iny, niponignH-2-TioH- 1-|r|y, nlnepw:MH -2-

TioH-1- my, -Co.- 4an|<|nC(O)N(R )(SO.R"). -Co-
4an|<|r|N(R )(SO2)NR'RY, -Co-
sankinN(R )(SOz)NRYCOZR rano,

/CN /CN /CN

/OH

\)\/

R

ii) 5-7-qneHHoro reTepoLMKiYHOro Kinbusa HetR®, 3a-
3HaueHe reTepouuKniyHe Kinbue HetR® mae oauH
[oOaTKOBUA FreTepoaTOMHUWN YreH, BiJOKpemneHun
Bi, 3a3Ha4YeHOro NpMeaHyBanbHOro a3oTy MPWHaMHI
OOHVM BYrneLeBMM YreHOM, 3a3HavyeHunii JOAaTKOBUN
reTepoaToMHUIA  YreH Bm6mpaeTbC$| i3 rpynu, wo
cknagaeTbes i3 O, S(=0)o2 Ta >NRY, 3asHaueHe 5-7-
UYreHHe reTepoumkniyHe Kinbue HetR mae 0 abo 1
KapOOHiINbHWIA YneH, i 3amiweHe 0, 1 abo 2 3amicHu-
KaMu no TMM cammm abo no pi3HMM 3aMiCHUM une-
HaM, 3a3HayeHi 3aMICHVIKVI BVI6VI88POTbC$| i3 rpynu, Aka
CKnapaeTben i3 -C(O)R", -CO2R", -C34ankinCOzR" Ta
R%;

iii) ogHiei cnonyku i3 imigasoniguH-1-iny, 2-imigasonix-
1-iny, nipason-1-iny, imigason-1-iny, 2H-teTpason-2-
iny, 1H-tetpason-1-iny, nipon-1-iny, 2-niponiH-1-iny
Ta 3-niponiH-1-iny, Ae KOXHa i3 3a3HavyeHuXx Cnonyk
2H-TeTpason-2-iny Ta 1H-TeTpason-1-iny 3amiweHa
Mo TOMy camoMy BYrneLeBOMy uneHy 0 a6o 1 -Co.
sankinR®, -Co. 4ar||<|r|SR -Co4ankinCOzR" Ta 3amic-
Hukom HetR?;

iv) ogHiei CI'IOJ'IyKI/I i3 1,2,3,4-TeTparigpoxiHoniH-1-iny,
1,2,3,4-TeTparigpoi3oxiHoniH-2-iny, iHgon-1-iny, i30-
iHoon-2-iny, iHgoniH-1-iny, ©eHsimigason-1-iny, 2,8-
Aiasacnipo[4.5]aexaH-1-0H-8-iny, 4-{[(2-TpeT-
OyTokcrkapboHinamiHoumknobyTaHkapOoHin)-amiHo]-
MeTum}-ninepuanH-1-iny, 4-{[(2-
amiHoumknobyTaHkapOOoHin)-amiHo]-meTnn}-
ninepuauH-1-iny, 3,9-piasacnipo[5.5]yHaekan-3-
kapboHoBa KkmucnoTa-9-in TpeT-6yTunoBoro egipy, 4-
okco-1-eHin-1,3,8-Tpuasacnipo[4.5]aek-8-iny T1a 4-
okco-1,3,8-Tpuasacnipo[4.5]aek-8-iny;

ae

3amicHuK HetR® aBnsie coboto 4-7-uneHHe retepoum-
KniyHe KinbLe, WO Mae TOYKy NpuedHaHHs Byrneue-
BOTO YnieHa Ta MicTUTb uneH >NRY sik retepoaToMHuUi
yneH, i 3a3Ha4YeHun reTepoaToMHUN YneH BiOOKpeM-
NeHWN BiA 3a3HavYeHol TOYKM NpUEAHaHHS ByrneLeBo-
ro YfieHa NpMHanMHiI OOHUM OOAATKOBMM BYIIeLEeBUM
YreHoMm;

Ta

87986 82

R BuGMpatoTh i3 rpynu, sika Cknapaetbes i3 H, -Ci.
sankiny, -CosankinR™, KoxeH i3 Ky 3amilLLleHuiA, npu
n0Tpe6| 1, 2 abo 3 3amicHukamu R";

R B|/|6V|par0Tb i3 rpynu, sika cknapaeTbest i3 -COzR®
Ta -C(O)NR®R?;

R™ BuGupatoTs i3 rpynu, sika cknapaeTbes i3 R%,

gon-7-iny, -SOzR -Cs. 4anK|nCOZR -COzR -
C(0)Cq 4an|<|r|OR -Co. 4anK|nC(O)NR RS, Co-
4anK|nC(O)COQR 1,3-gurigpoingon-2-oH-1-iny, 1,3-

,D,VIFI,D,pO6eH30IMIJJ,a3OJ'I -2-0H-1-iny, TeTpason-5- |ny 1-
RY-1H- -TeTpason-5-iny, Y-Tp|/|a3or|| Yy 2- R -2H-
TeTpason-5-iny Ta -Co4ankinC(O)N(R")(SO2RY), ko-
XeH i3 KMX 3amilieHun, npu notpebi, 1, 2 abo 3 3a-
MiCHUKaMn RN;

RN BuBuMpaloTh i3 rpynu, sika cknapaeTbes i3 OCHa,
Cl, F, Br, I, OH, NHz, CN, CF3, CHs;, OC(O)CH3 Ta
Noz,

R” BM6V|par0Tb i3 r/PynM, dKa cKknagaeTbca i3 RY, -Co.
,ankinoRY, -C12ankinCOzR”, -C1.
zaJ'IKIJ'ICONR R® IH,EI,OJ'I -7-iny Ta -SO2Cq4ankiny;

R® B6MpaloTh i3 rpynu, sika cKnafaeTbes i3 hTopo,
xropo, 6pomo, nopo, TpudpTopoMeTuny, TPUXIOPo-

MeTvmy, -CN, -C1.4aJ'IKIJ'Iy, -CosankinR™, -Co.
sankinR™ -Co.46]'IKIJ'IOR -C04anKinC02RY, -Co.
4anK|nNR R? , -CManKinNRYCORY, -Co.
4anKinNRYCONRYRZ, -Co4ankinNRYSO,R" Tta -Co.
4anKinSRY;

R® 1a R® BMOMPalOTb, HE3anexHo, i3 rpynu, ska
ckrnagaetbes i3 H, C1.4aJ'IKIJ'Iy Ta -CosankindeHiny; sk
anbTepHaTuBa, R° Ta R® 6GepyThcs pasom 3 a30THVM
4NeHoM, [0 SIKOro MpueaHaHi 3asHaveni R® Ta RS,
YTBOPEHHAM 4-7-4NEHHOro reTepoLmKTiYHOro Kinbuﬂ,
wo mae 0 abo 1 goaaTKOBUIA reTepOaTOMHUIA YIeH,
KOTpUn Bm6mpaeTbc;1 i3 rpynun, ska cknagaeTbes i3 O,
S 1a >NRY, 3a ymMOBM, WO 3a3HAYEHWIi AOAATKOBUN
reTepoaTOMHVII7I 4YneH BiJOKPEMMEHUN MPUHaNMHI
ABOMa BYrreueBrMU YneHamn Bif 3a3HavyeHoro a30-
THOTO urneHa, [0 SIKOro MpueAHaHi 3asHaueHi R° Ta
RS, i, 3a yMOBVI o, Komnu RY aBnsie cobowo Co.
4anK|r|R R He € 3aMiLLeHNM R

RY Bm6|/|par0Tb i3 rpynu, ska cknagaetbes i3 R 1a -Ca.
LI,I/IKJ'IoaJ'IKIJ'Iy,

R* Bm6mpar0Tb i3 rpynu, sika CKnajaeTLCa i3 -OR”,
NR R?, -Ci4ankiny Ta -Co4ankinR™;

RY Bm6mpa|OTb i3 rpynu, sika CKNapaeTbCs i3 H, -Ci.
sankiny, -Co4ankinR™ 1a -Co4ankinR™, koxeH i3 skux
SaMILLI,EHVIM npu notpebi, 1, 2 abo 3 SaMICHI/IKaMVI RM:
R? Bm6mpar0Tb i3 rpynu, ska | CKNanaeTLCs i3 R, -Cz
.ankinoRY, -Cq zaﬂKIJ'ICOzR -C4 zaJ'IKIJ'IC(O)NR R®
Ta -Co. 4ar||<|r|NR °RS;

KOJ'IM RY ta R? npuegHaHi 4O a3oTHOro lmeHa RY Ta
R” BMOMpaloTb ;||< BmsHaquo Bue, abo R’ 1a R”
GepyTb pasom 3 R'- Ta R%-, 4o NpueaHaHi [0 a3oTHO-
rO 4neHa, 3 yTBOPEHHSAM 4 7-4NEHHOro reTepoLmKiy-
HOrO Kinbus HetR wo mae 0 abo 1 gogaTkoBuK re-
TEpoaTOMHUA YNeEH, KOTPUN BVI6I/IBa€TbCﬂ i3 rpynu,
faKka cknagaetbes i3 O, S Ta >NR", 3a3Haque 4-7-
YneHHe reTepouukniyHe Kinbue HetR® mae 0 a6o 1
KapOOHINbHWIA YrneH, i JasHaqere 4-7-4neHHe retepo-
LMKMiYHe Kinbue HetR® mae 0 a6o 1 BaneHTHO [03BO-
neHun ByFJ'IeLl,eBI/II/I YneH, 3aM|u.|,eHv||/| npuHanMHi og-
HIGIO RM -CO.H T1a -Co.1ankinOR";

RY sBnsic coBolo CKNaoBy 3 TOUKOIO MPUEAHAHHS
BYINELEBOro uneHa, i 3asHadveHy cknagosy Bubupa-
I0Tb i3 rpynu, WO BKMOYaE deHin, nipyavn, nipumignn
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Ta nipasuHin, e KOXeH BaneHTHO Y3roMKeHU Byrne-
LUEBUN YMeH Yy KOXHIN i3 3a3HauYeHuX CKragoBux 3a-
MILIJ,eHVIVI Hesane>|<Ho npuHanMHi ogHum i3 0, 1, 2
a6o 3R, i0a6o1R":

R saBnsie coGoto 3- 8 -4neHHe Kinbue, wo mae 0, 1
abo 2 reTepoaTtoMHUX YreHu, KOTpi Bm6|/|par0Tbc;| i3
rpynu, ska cknagaetbes i3 O, S, N Ta >NRY, wo mae
0, 1 abo 2 HeHacuyeHux 3B'A3kn, Mae 0 abo 1 kapbo-
HIMIbHWIA YfeH, e KOXEH BaneHTHO Y3ropKeHUn yneH
Yy KOXHOMY i3 3a3Haqumx Kineupb 3amillleHun, Hesa-
nexHo, 0, 1 a6o 2 RX;

Ta

R" siBnsie co6oto NiHINHY 3-5-uneHHy BYrneBOAHEBY
cknagosy, Wo mae 0 abo 1 HeHacK4eHwi 3B'A30K BYT-
neupb-Byrneup, i mae 0 abo 1 kKapOOoHINbHUIA YneH;

3a yMOBM, LU0

(a) npuHaimMHi ogHa i3 3a3HavYeHux R ta R® He €
€TUNOM, KON 3a[0BONbHAETLCSA OAUH BapiaHT BUOO-
py Yy rpyni, WO cknagaeTtbcs i3 BapiaHTiB (s1), (s2),
(s3) Ta (s4), i KOXeH i3 3a3Ha4YeHNx BapiaHTiB BU3Ha-
YaeTbCs SK

(s1): R* aBnsie coboro H, Z aBnsie coboto O, W aBnsie
coboto CHy, Y sBnsie coboto CHy, i X saiBnsie coboto S;
(s2): R* aBnsie coboro H, Z aBnsie coboro O, W aBnse
coboto CHy, Y saBnsie coboto CHy, i X siBnsie coboto
NH;

(s3): R* aBnsie coboro H, Z aBnsie coboto O, W aBnsie
coboto CHy, Y saBnsie coboto O, i X aBnsie coboto S;
(s4): R* siensie coBoto 5-xnopo, Z siensie coGoto O, W
aBnsie coboto CHy, Y aBnsie coboto CHy, i X aBnsie
coboto S;

(b) 3a [0OaTKOBOI YMOBW, WO, Komnn Z ABnse co6oro
3B' ;|30|< Y aBnsie coboto CHy, W ﬂBnﬂe co6oro CHR'-
CHa, R' aBnsie coboto H, i ogHa i3 R? Ta R® ABnse
cobot 1H-imigason-2-in, Toai iHWwa i3 R? ta R® Bubu-
paetbces i3 A1), B)-L), ae B)-L) € Takumu, sk Bu3Haye-
Ho Buwe Anga cnonyku copmynm (1), i A1) cknagaeTtb-
cs i3 H, Cz7ankeHiny, ge Byrneup y 3asHadyeHomy Cs.
7alnkKeHini, Wo npyegHaHWM OO0 a30THOrO YrieHa, Mae
nuwe npocti 3B'a3kn, Cs.zankiHiny, ge 3asHayveHui
BYrneupb y 3a3HadeHoMy arnkiHini, Wwo npueaHaHun go
a30THOrO u4neHa, Mae nuwe npocti 3B'A3kyu, Cs.
7UMKnoarnkiny, wo e, npu notpebi, 6eHso3nutnm, Cs.
7umknoankeHiny, -CszumknoankinCizankiny, -Ci.
7ankinCszumknoarnkiny; Ta

(c) 3a mopaTtkoBOi yMOBWU, WO, ko X sBNsie coboto
S, i Y aBnse coboo O, Z asnsie co6o+o 3B 'a3ok, | W
asnsie coboto CHy, Toai ogHa i3 R? ta R® He € XCG,
konu iHwa e Cq.gankinom, ge XCG saBnsie coboto rpy-

ot

N—GO

(XCG)
HC16

ae HC16 saBnse coboto ogHy i3 rpyn H, Cisankiny,
ranoCqeankiny, aniny ta Ci.sankokcumetuny, i GO €
rpynoto, KoTpa npuegHaHa BYrfeLEeBMM YIIEHOM, Lo
mae =O 3aMiCHUK, iKW yTBOPIOE amigorpyny 3 aso-
THVMM YNIeHOM, OO0 SIKOro npuegHaHa 3as3HaveHa rpyna
GO.

168. Cnonyka 3r|,u,Ho 3 n.167, dka Bigpi3HAETbLCA
TUM, WO B Hin R* Brsie coboto H.

169. Cnonyka 3rigHo 3 n. 167 FlKa BiApi3HAETLCA
TWM, WO B Hill 3a3HaueHi R® Ta R® BU6MpaioTh, Hesa-
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nexHo, i3 rpynu, sika cknapaetbcs i3 A), B), C), D), E)
Ta l), Ak Bu3Ha4eHo y n.167.

170. Cnonyka 3rigHo 3 . 167 FlKa BiApi3HAETLCA
TWM, WO B Hill 3a3HaueHi R® Ta R® BU6MpaioTh, Hesa-
NEXHO, i3 rpynu A), sik BU3Ha4eHo y n.167.

171. Cnonyka 3rigHo 3 n. 167 ;||<a Bigpi3HAETLCA
TUM, WO B Hill 3a3HaueHi R® Ta R® BMGWpaloTh, Hesa-
NexHo, i3 rpynu B), sik Bu3Ha4eHo y n.167.

172. Cnonyka 3rigHo 3 n. 167 ;|Ka BiApi3HAETLCA
TUM, WO B Hill 3a3HaueHi R® Ta R® BMGKpaloTh, Hesa-
nexHo, i3 rpynu C), sik Bu3HayeHo y n.167.

173. Cnonyka 3rigHo 3 n. 167 ;|Ka BiAApPi3HAETLCA
TUM, WO B Hill 3a3HaueHi R® Ta R® BMGUpaloTh, Hesa-
nexHo, i3 rpynu D), sik BU3Ha4YeHo y n.167.

174. Cnonyka 3rigHo 3 n. 167 ;u(a BiApi3HAETLCA
TUM, WO B Hill 3a3HaueHi R® Ta R® BMGUpaloTh, Hesa-
nexHo, i3 rpynu E), sik Bu3Ha4eHo y n.167.

175. Cnonyka 3rigHO 3 n. 167 ﬂKa BiApi3HAETLCA
TUM, WO B Hill 3a3HaueHi R® Ta R® BM6UpaloTh, Hesa-
nexHo, i3 rpynu l), sik BuU3Ha4eHo y n.167.

176. Cnonyka 3rigHo 3 n.167, ﬂKa BiApi3HAETLCA
TUM, WO B Hiit 3a3Haveni R? Ta R® GepyTb pasom 3
a30TOM, A0 SKOr0 BOHW MPWEdHAHi, 3 YTBOPEHHSIM
reTepoUMKNIYHOro KinbLUs, KOTPEe MICTUTb NPUHAVMHI
OOWH reTepoaToMHUIA YneH, TO6TO 3a3HayveHui npu-
€A4HyBanbHUI a30T, 3a3HavyeHe reTepouyukIivyHe Kinb-
ue BMOUpatoTb i3 rpynu, sika ckrnagaeTbes i3 i) Ta i),
K BU3Ha4yeHo y n.167.

177. Cnonyka 3rigHo 3 n.167, ﬂKa BiApi3HAETLCA
TWM, WO B Hiil 3a3Hayeni R? Ta R® GepyTb pasom 3
a30TOM, A0 SIKOr0 BOHW MPWEAHAHI, 3 YTBOPEHHSM
reTepoUMKNIYHOro KinbLs, KOTPe MICTUTb NPUHAVMHI
OOVH reTepoaToMHUIA YneH, TO6TO 3a3HayveHun npu-
€A4HyBalnbHUIA a30T, 3a3HavyeHe reTepouyukivyHe Kinb-
Le BMbUpatoTb i3 rpynu i), ik Bu3HayeHo y n.167.

178. Cnonyka 3rigHo 3 n. 167 ;u(a BiApi3HAETLCA
TWM, WO B Hiit 3a3Hayeni R? Ta R® GepyTb pasom 3
a30TOM, A0 SIKOr0 BOHW MPWEAHAHi, 3 YTBOPEHHSM
reTepoLUMKNIYHOro KinbLs, KOTpe MICTUTb NPUHAWMHI
OOVH reTepoaToMHUIA YneH, To6To 3a3HayveHu npu-
€A4HyBasbHUIA a30T, 3a3HayeHe reTepouukIivyHe Kinb-
ue BMOUpatoTh i3 rpynu ii), K BU3Ha4eHo y n.167.

179. Cnonyka 3rigHo 3 n.167, sika BiApPi3HAETbCA
TUM, LWO B Hil 3a3HadyeHa cnonyka dopmynu (Il) sie-
nsie coboto 0AHy i3 HACTYMHWUX CMOyK:
2-[4-(2-ninepyamnH-1-ineTokcu)-cpeHokeu]-
DOEeH300KCcaso0IrT;
(1-{2-[4-(6eH300KCa3011-2-inoKCH)-heHOKCI|eTnI}-
ninepnanH-4-in)-meTtaHon;
1-{2-[4-(6eH300Kca3on-2-inokcu)-gpeHokci]-eTun}-
ninepuavH-4-on;
{2-[4-(6eH300KCa30Mn-2-inokcn)-heHokKci]-eTnn}-
anbyTunamin;
(1-{2-[4-(©eH300KCa30M-2-iNoKCK)-heHOKCI]-eTnI}-
ninepnanH-2-in)-meTaHon;
1-{3-[4-(6eH300KCa30M-2-inokeu)-peHokcu]-nponin}-4-
deHinninepuanH-4-on;
1-{3-[4-(6eH300KCa30n-2-inokeu)-peHokcu]-nponin}-4-
GeH3unninepnanH-4-on;
2-[4-(2-ninepnanH-1-inetun)-ceHokcu]-
DOeH300KCcas0rT;
{3-[4-(6eH300KCa30m-2-inokcu)-deHin]-nponin}-
LMKIorekcuneTunamiH;
1-{3-[4-(6eH300KCa30M-2-inoKcn)-cheHokcu]-nponin}-
ninepuavH-4-on;
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1-{3-[4-(6eH300KCa30n-2-inokcu)-heHokem]-2-
riapokcunponin}-4-cgeHinninepuanH-4-on;
1-[2-(4-6eH300KCa30r-2-iNMEeTUNEHOKCI )-eTnn]-
ninepuanH-4-kapOoHOBa K1cnoTa, eTUnoBun eqip;
2-[4-(2-niponianH-1-ineTokcu)-cgeHokeu]-
©eH300Kcasorm;
{3-[4-(6eH300KCa30M-2-inoKcK)-heHokeu]-nponiny-
AMMeTunamin;
{2-[4-(6eH300KCa30m-2-inokcn)-heHoKCI]-eTnn}-
AMMeTunamiH Ta
2-[4-(2-a3enaH-1-ineTokcu)-cheHokcu]-6eH3ookcason.
180. Cnonyka 3rigHo 3 n.167, dka BiApi3HAETbCA
TUM, IO B Hil 3a3HadyeHa cnonyka dgopmynu (Il) aB-
nsie coboto ofHy i3 HACTYMHUX CNOMYK:
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokci]-eTun}-4-
eHinninepnanH-4-on;
{2-[4-(6eH300KCa30m-2-inoKkcn)-heHoKCI]-eTnn}-
LMKrorekcuneTunamiy;
2-{4-[2-(2-eTunninepnauH-1-in)-eTokcu]-peHokcu}-
OEeH300KCca30/T;
1-{2-[4-(6eH300kCca30n-2-inokcn)-heHokci]-eTnn}-4-
deHinninepnanH-4-kapOboHiTpur;
1-(1-{2-[4-(6eH300KCa30M-2-iN0oKCK )-cheHOoKCi]-eTnn}-4-
deHinninepuauH-4-in)-eTaHor;
2-{4-[2-(4-meTunninepmauH-1-in)-etokcu]-beHokcu}-
OEeH300KCas30/T;
1-{2-[4-(6eH300KCa30n-2-inokcn)-heHokci]-eTnn}-4-(4-
xrnopodpeHin)-ninepuanH-4-on;
1-{2-[4-(6eH300KCa30n-2-inokcn)-heHokci]-eTnn}-4-(4-
©pomodoeHin)-ninepuanH-4-or;
1-{2-[4-(6eH300KCca30n-2-inokcn)-eHokci]-eTnn}-4-(4-
Xnopo-3-TpudTopomeTundeHin)-ninepnanH-4-on;
1-{2-[4-(6eH300KCca30n-2-inokcn)-heHokKci]-eTnn}-4-
O6eH3unninepnanH-4-or;
{2-[4-(6eH300KCa30mM-2-inoKkcn)-heHoKCI]-eTnn}-
LMKIorekcunMeTunamMii ta
{2-[4-(6eH300KCa30M-2-inoKCK)-heHOKCI]-eTnn}-
LmknonponinMeTunnponinamiH.

181. Cnonyka 3rigHo 3 n.167, ska Bigpi3HAETbCA
TMM, WO B HiiA 3a3HadveHa cnonyka cdopmynu (Il) se-
nsie coboko 0AHy i3 HACTYMHUX CNOMYK:
{2-[4-(6eH300KCa30mM-2-inoKcK)-heHOKCI]-eTnn}-
OyTunetTunamin;
2-({2-[4-(6eH300Kca3on-2-inokcu)-geHokci]-eTnn}-
OeH3unamiHo)-eTaHor;
2-{4-[2-(4-6eH3unninepnanH-1-in)-eTokcu]-cheHokcu}-
DOEeH300KCas3o0IrT;
(1-{2-[4-(6eH300KCa30M-2-iNoKCK)-heHOKCI]-eTn}-
ninepnanH-3-in)-meTaHon;
2-({2-[4-(6eH300Kca3on-2-inokcu)-geHokci]-eTnn}-
nponinamiHo)-eTaHor;
2-[4-(2-a3eTnamnH-1-ineTokcu)-cpeHokeu]-
DOEeH300KCcas3o0IrT;
N-(1-{2-[4-(6eH300KCa30M-2-inokcu)-cheHoKci]-eTnr}-
ninepnanH-4-in)-2-ceHinauetamia;
1-{2-[4-(6eH300KCa30n-2-inokcn)-heHokKci]-eTnn}-
ninepnanH-3-kapboHOBa KMCNoTa, ETUNOBUIA eqoip;
2-{4-[3~(4-dbeHinninepnamnH-1-in)-nponokcu]-
deHokcm}-6eH3o0Kcason;
1-{2-[4-(6eH300Kca3on-2-inokcn)-geHinl-etnn}-4-
deHinninepuanH-4-on;
{2-[4-(6eH300kCa30/1-2-inoKCcH)-heHin]-eTnr}-
LMKIorekcuneTunamiy;
2-[4-(2-niponignH-1-ineTun)-ceHokcn]-6eH3ookcason
Ta
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2-[4-(2-a3enaH-1-inetun)-ceHokcu]-6eH3ookcason.
182. Cnonyka 3rigHo 3 n.167, sika BiApPi3HAETbCA
TUM, WO B HiiA 3a3HayeHa cnonyka dopmynu (Il) sie-
nsie coboto 0AHy i3 HACTYMHWUX CMOyK:
{2-[4-(6eH300kCca3011-2-inoKcH)-heHin]-eTur}-
uuknonponinMeTunnponinamiH;
{2-[4-(6eH300KCa3011-2-inoKcK)-heHin]-eTnr}-
anbyTunamin;
1-{2-[4-(6eH300Kca3on-2-inokcu)-deHin]-etnn}-
ninepuavH-4-on;
1-{2-[4-(6eH300Kca3on-2-inokcu)-ceHin]-etTnn}-
ninepnanH-4-kapOoHoOBa K1CNoTa, METUNOBUI eqdip;
1-{3-[4-(6eH300KCca30n-2-inokcu)-eHin]-nponin}-4-
deHinninepuavH-4-on;
2-[4-(3-ninepuauH-1-innponin)-gpeHokcu]-
©eH300KCcas0rT;
{3-[4-(6eH300KCa30m-2-inokcu)-deHin]-nponiny-
anbyTunamin;
{3-[4-(6eH300KCa30m-2-inokcu)-deHin]-nponin}-
uuknonponinMeTunnponinamiH;
1-[4-(6eH300KCa30m-2-inokem )-dpeHokeu]-3-niponignH-
1-innponaH-2-on;
1-[2-(4-6eH300KCa30M-2-iNMeTUNdEHOKCI )-eTWI]-4-
deHinninepuavH-4-on;
1-[2-(4-6eH300KCa30M-2-iNMETUNEHOKCI )-eTUI]-
ninepnanH-4-kap6boHOBa KMCMOTa, amig;
2-[4-(2-mopdboniH-4-ineTokcu)-cpeHokeu]-
6eH3o0kcason Ta
{2-[4-(6eH300KCa30m-2-inoKkcK)-heHoKci]-eTnn}-
aietunamin.

183. Cnonyka 3rigHo 3 n.167, sika BiApPi3HAETbCA
TUM, LIO B Hil 3a3Ha4yeHa cnonyka dopmynu (Il) siB-
nsie coboto ofHy i3 HACTYMHUX CNOMYK:
{2-[4-(6-xnopobeH3oTiazon-2-inokcn)-deHoKci]-eTnm}-
aietunamin;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokci]-eTnr}-
ninepuavH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTur}-
ninepnanH-4-kap6oHOBa KMUCNoTa, eTUNOBUIA edip;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTur}-
ninepnanH-4-kap6oHOBa KNCMOTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-4-in)-niponiguH-1-inMeTaHoH;
3-[(1-{2-[4-(6beH30Tia3on-2-inokcu)-eHokci]-eTnn}-
ninepuanH-4-kapOoHin)-amiHo]-NponioHoBa  KUCIoTa,
eTunosun edip;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHoKci]-eTnn}-
ninepuanH-4-kapboHoBa K1cnoTa, amiz;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTun}-
ninepuanH-4-in)-niponianH-2-oH;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-heHokci]-eTun}-
[1,4']6ininepnaunHin-2-oH;
8-{2-[4-(6eH30Tia3on-2-inokcu)-ceHokcil-etun}-2,8-
Jiasacnipo[4.5]aekaH-1-oH;
2-[4-(3-niponianH-1-innponokcu)-gpeHokcu]-
©eH3oTiasorn;
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
LMKrorekcuneTunamiy;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHinl-eTun}-
ninepuanH-3-kapboHOBa K1CNoTa, amiz;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-eTnn}-
ninepnanH-4-in)-3-metun-1,3-gurigpobeH3oimigason-
2-OH;

1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepnanH-4-kapboHoBa k1cnota, MeTunosui edip;
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(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
ninepuauH-4-in)-(4-metunninepasuvH-1-in)-mMeTaHoH,;
1-[2-(4-6eH30Tiazon-2-inmeTundeHoKci)-eTun]-
ninepuanH-4-kapboHoBa K1cnoTta, MeTunosuii edip;
3-({2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-eTnn}-
LMKnonponinamiHo)-nponioHoBa KUCoTa;
{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTun}-
AMMeTUnamin;
2-[4-(2-niponianH-1-ineTokcu)-geHokeun]-6eH3oTiason;
{3-[4-(6eH30Tia3on-2-inokcu)-deHokeu]-nponin}-
AMMeTunamin;
2-[4-(2-a3enaH-1-ineTokcu)-peHokcu]-6eH3oTiason;
2-[4-(2-a3enaH-1-ineTokcu)-deHokeun]-6-
MeTokcubeHsoTia3on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokci]-eTnn}-4-
eHinninepnanH-4-on;
{2-[4-(6eH30Tia3on-2-inokcu)-peHoKci]-eTun}-
LMKIiorekcuneTunamin;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokcil-eTnn}-4-(4-
xrnopodpeHin)-ninepuann-4-on;
{2-[4-(6eH30Tia3on-2-inokcu)-eHoKci]-eTun}-
anbyTunamiu;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokcil-etnn}-4-(4-
©pomodbeHin)-ninepuanH-4-or;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokcil-etun}-4-(4-
xrnopo-3-TpudTopomeTundeHin)-ninepnanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokcil-eTnn}-4-
OeHaunninepnanH-4-or;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-heHokci]-eTun}-
[1,4']6ininepuauH;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-metaHon;
N-(1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokcil-eTnn}-
ninepnanH-4-in)-2-ceHinaueramia;
2-(4-{2-[4-(2-mopdhoniH-4-ineTun)-ninepasuH-1-in]-
eTokcu}-cpeHokcn)-6eHsoTiazorn;
2-(4-{2-[4-(2-mopdboniH-4-ineTun)-ninepasuH-1-in]-
eTun}-eHokemn)-6eH30oTia3on;
1-{3-[4-(6eH30Tia3on-2-inokcm)-eHokeu]-nponin}-4-
deHinninepnanH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-4-
deHinninepuanH-4-on;
2-[4-(2-niponianH-1-inetnn)-deHokcu]-0eH3oTiazon;
2-[4-(2-a3enaH-1-inetun)-deHokcn]-6eH3oTiazon;
{2-[4-(©eH30Tiazon-2-inokcu)-geHin]-etnn}-
uuknonponinMeTunnponinamiH;
{2-[4-(6eH30Tiazon-2-inokcu)-cpeHin]-etun}-
anbyTunamix;
2-[4-(2-ninepnaunH-1-inetnn)-deHokcun]-0eHs3oTiazon;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepuavH-4-on;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-4-kapboHoBa K1cnoTa, amif,;
1-{2-[4-(6eH30Tia3on-2-inokcn)-ceHin]-eTur}-
ninepnanH-3-kapboHOBa KMCNOTa, ETUINOBUI eqoip;
1-{2-[4-(6eH30Tia3on-2-inokcn)-ceHin]-etun}-4-
deHinninepnanH-4-kapboHoBa  kUcnoTta, E€TUNOBUIA
edip;
(1-{2-[4-(©eH30Tiazon-2-inokcu)-ceHin]-etun}-
ninepunanH-4-in)-ouToBa K1cnoTa, eTunoBun eqip;
1-(1-{2-[4-(©eH30Tiazon-2-inokcu)-peHin}-etnn}-
ninepnanH-4-in)-1,3-guriopoiHoon-2-oH;
1-(1-{2-[4-(©eH30Tiazon-2-inokcu)-peHin}-etnn}-
ninepnanH-4-in)-niponignH-2-oH;
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N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepnavH-4-in)-2-ceHinauertamig;
8-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-2,8-
Aiasacnipo[4.5]aekaH-1-0H;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTmr}-
ninepuavH-3-on;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTur}-
ninepnanH-4-kap6oHOBa KMCNoTa, eTUNnoBuin eqip;
1’-{2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
[1,4]6ininepuauH;
2-{4-[2-(4-meTunninepasuH-1-in)-eTun]-cdeHokcu}-
©eH3oTiasorn;
2-(4-{2-[4-(1-6eH3un-1H-TeTpason-5-in)-ninepuamH-1-
in]-eTokcu}-cpeHokcn)-6eH3oTiazon;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-beHin]-eTnn}-
ninepnanH-4-kap6oHin)-ninepasuH-1-kapboHoBa  KuC-
norta, Tpet-6yTunosun eqip;
1-[2-(4-6eH30Tiazon-2-inmeTundeHoKci)-eTun)-
ninepnanH-4-kapboHoOBa KMCNOTa, amig;
1-{1-[2-(4-6eH30Tia3on-2-inMeTnndeHoKci)-eTnn]-
ninepnanH-4-in}-niponiguH-2-oH;
1-[4-(1-{2-[4-(6eH30Tia3on-2-inokcn)-ceHin]-eTnn}-
ninepuanH-4-kapOoHin)-ninepasvH-1-in]-eTaHoH;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTmn}-
ninepuanH-4-kapOboHOBa KNCMOTa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTun}-
ninepuanH-4-in)-niponiguH-2-TioH;
2-(4-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTun}-
ninepasuH-1-in)-etaHon;
2-(4-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTun}-
ninepasuH-1-in)-1-niponiguH-1-inetaHoH;
2-(4-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTun}-
ninepasuH-1-in)-1-mopdoniH-4-ineTaHoH,;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepmanH-3-kapboHoBa KNCMOTa;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHinl-etun}-
ninepuanH-2-kapboHOBa KUCMOTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
ninepuanH-3-in)-ouToBa KMCNOTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-ouToBa K1cnoTa, ETUNoBMIn eqip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-kapbamiHosa Kucnota, TpeT-
OyTunosui edip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepnanH-4-in)-ouToBa KUCNoTa;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-peHin]-eTun}-
ninepuanH-3-in)-meTaHon;
({2-[4-(6eHz3oTia3on-2-inokcu)-eHin]-etnn}-
UMKIorekcunamiHo)-ouToBa  KMCnoTta, METUIIOBUN
edip;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
ninepasuH-1-in)-ouToBa KACMOTA3;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTnn}-
ninepnanH-4-in)-5-okconiponiguH-2-kapboHoBa  Knc-
nota, eTnnosun edip;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTnn}-
ninepnanH-4-in)-5-okconiponiguH-2-kapboHoBa  Knc-
nota;
4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-heHokci]-eTunn}-
ninepasuH-1-in)-ceHon;
N-(1-{2-[4-(©eH30Tia3zon-2-inokcu)-eHokcil-eTun}-
ninepnanH-4-in)-4-xnopo-N-
uuknonponinéeHsoncynbgoHamia;



89

3-({2-[4-(6eH30Tia3on-2-inokcm)-deHoKcil-eTun}-
UMKIONponinIMeTUNaMiHo)-NponioHOBa KUCMOTa;
3-({2-[4-(6eH30Tia3on-2-inokcm)-deHoKcil-eTun}-
izonponinamiHo)-nponioHoBa KMCoTa;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHoKci]-eTnn}-
ninepnanH-4-inamix;
3-[{2-[4-(6eH30Tia3on-2-inokcu)-dpeHokci]-eTun}-(1-
MeTunninepuanH-4-in)-amiHo]-nponioHoBa KUCNoTa;
3-({2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-
6eH3nnamiHo)-NponioHoBa KMCNoTa;
3-((1-aueTunninepunamnH-4-in)-{2-[4-(6eH3oTia3on-2-
inokcu)-geHoKci]-eTun}-amiHo)-nNponioHoBa KUCNoTa;
4-(1-{2-[4-(©eH30Tia3on-2-inokcu)-geHokcil-etun}-1H-
TeTpa3son-5-in)-ninepnavH-1-kap6oHoBa KucrnoTa,
TpeT-0yTunosui edip;
3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
LMKronponinamiHo)-nponioHoBa KUCIoTa;
3-((1-aueTunninepnamnn-4-in)-{2-[4-(6eH3oTia3on-2-
inokcu)-geHin]-etTnn}-amiHo)-nponioHoBa KNCNoTa;
3-[{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-(1-
MeTunninepuanH-4-in)-amiHo]-NnponioHoBa KMUCNoTa;
3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LMKNonponinmMeTunamiHo)-nponioHoBa KUCNoTa;
3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
i3onponinamiHo)-nNponioHoBa KUCoTa;
2-(4-{2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
ninepasuH-1-in)-1-niponignH-1-inetaHoH;
(R)-1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTnn}-
ninepmanH-3-kapboHoBa KNCMoTa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-eTnn}-
ninepnanH-4-in)-1,3-gurigpobeHsiminason-2-oH;
2-(4-{2-[4-(6-meTunnipuanH-2-in)-ninepasuH- 1-inj-
eTun}-eHokemn)-6eH3oTia3on;
2-{4-[2-(4-eTaHcynboHinninepasuH-1-in)-etun]-
eHokcum}-6eH3oTia3on;
2-(4-{2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
ninepasuH-1-in)-1-mopdoniH-4-ineTaHoH,;
3-({2-[4-(6eHz0Tia3on-2-inokeu)-denin]-eTun}-
MeTUnamiHo)-NMponioHoBa KNCIOTa;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-eTun}-
LMKIONEHTMNaMiHO)-NPOoMnioHOBa KUCMOTa;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-eTun}-
UMKnNobyTunamiHo)-NponioHoBa KNUCMOTa;
3-({2-[4-(6eHz0Tia3on-2-inokcu)-deHin]-eTun}-
6eH3nnamiHo)-NponioHoBa KMCIoTa;
(1-{2-[4-(OeH30Tiazon-2-inokcu)-peHokcil-eTnn}-
ninepnanH-4-in)-(4-rigpokcumeTnnninepuaunH-1-in)-
METaHOH;
{2-[4-(6eH30Tiazon-2-inokcu)-cpeHin]-etun}-
umknonponinamiH;
(1-{2-[4-(OeH30Tiazon-2-inokcu)-peHokci]-eTnr}-
ninepnanH-4-in)-[4-(2-rigpokcietvn)-ninepasun-1-in)-
MeTaHOH;
(1-{2-[4-(OeH30Tiazon-2-inokcu)-peHoKci]-eTnr}-
ninepnanH-4-in)-[4-(2-rigpokcietvn)-ninepnanH-1-inj-
MeTaHOH;
2-({2-[4-(6eH3oTia3on-2-inokcu)-ceHin]-eTnn}-
LMKMONponifnamMiHo)-eTaHorT;
3-({2-[4-(6eHz0Tia3on-2-inokcun)-deHin]-eTun}-
LMKMonponinamMiHo)-nponax-1-or;
4-({2-[4-(6eH3oTia3on-2-inokcu)-ceHin]-eTnn}-
LMKnonponinamiHo)-MacrisiHa KUCnoTa;
3-[(1-{2-[4-(beH30Tia3on-2-inokcu)-cheHokci]-eTnm}-
ninepnanH-4-kapboHin)-amiHo]-NponioHOBa KMCOTa;
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4-({2-[4-(6eH3oTia3on-2-inokcu)-deHin]-eTnn}-
LMKNONponinamiHo)-6yTMpoHITpun;
3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-deHinl-etnn}-
ninepnanH-4-in)-nponioHoBa KUCNoTa;
[(1-{2-[4-(©eH30Tia30on-2-inokcu)-dpeHokci]-eTun}-
ninepnanH-4-kapboHin)-meTnnamiHol-ouToBa  KUcno-
Ta;
3-(4-{2-[4-(6eH30Tia3on-2-inokcm)-cheHoKcil-eTnn}-
ninepasuH-1-in)-geHon;
2-(4-{2-[4-(4-meToKCcudbeHin)-ninepasuH-1-in]-eTokcn}-
deHokem)-6eH3oTiason;
2-{4-[2-(5-ninepnawnn-4-inTeTpason-1-in)-eTokcu]-
deHokcm}-6eH3oTiason;
(S)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-heHoKci]-eTnn}-
ninepnanH-4-in)-4-riapokcmniponianH-2-oHx;
{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etun}-
LMKIonponinMeTunamiu;
2-[({2-[4-(6eH30Tia3on-2-inokcn)-cpeHin]-etmn}-
LMKonponinamMiHo)-MeTun]-uuknonponaHkapboHoBa
KucnoTa, eTnnosun edip;
4-(4-{2-[4-(©eH30Tia3on-2-inokcu)-geHokcil-eTun}-
ninepasuH-1-kapboHin)-6eH30MHa KMCcnoTa, eTUNoBUn
edip;

2-[({2-[4-(6eHn30Tia3on-2-inokcn)-cpeHin]-etmn}-
UMKIonponinamMiHo)-MeTun]-uuknonponaHkapboHoBa
KUCnoTa;
1-({2-[4-(6eH30oTia3on-2-inokcu)-deHin]-eTnn}-
LMKronponinamiHo)-nponax-2-oJ1;
3-({2-[4-(6eHs0Tia3on-2-inokcm)-deHin]-etun}-
uuknonponinamiHo)-1,1,1-TpudtoponponaH-2-or;
3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
LKnonponinamiHo)-nponioHamiz;
3-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
LuKnonponinamiHo)-nponax-1,2-gion;
2-{4-[2-(5-cbeHinTeTpazon-2-in)-eTokcn]-cbeHokem}-
©eH3oTiasorn;
2-{4-[2-(5-cpeHinTeTpazon-1-in)-eTokcn]-cbeHokcum}-
©eH3oTiason;
N-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-N-
uuknonponin-2-(2H-tetpason-5-in)-avuetamig;
(S)-3-({2-[4-(6eH30Tiason-2-inokcn)-geHin]-eTun}-
LiMKnonponinamiHo)-2-metunnponax-1-orm;
(R)-3-({2-[4-(6eH30Tiazon-2-inokcu)-geHin]-eTnn}-
LiMKnonponinamiHo)-2-metunnponax-1-orm;
2-{4-[2-(5-meTuncynbdaHinTeTpason-2-in)-eTokcu]-
eHokcum}-6eH30Tiason;
2-{4-[2-(5-meTuncynbdaHinTeTpason-1-in)-eTokcu]-
eHokcum}-6eH30Tiason;
2-[4-(2-TeTpason-2-ineTokcu)-peHokcu]-6eH3oTiazon;
2-[4-(2-TeTpason-1-ineTokcu)-peHokcu]-6eH3oTiazon;
(1R,2R)-2-{2-[4-(©eH30Tia3on-2-inokcu)-geHin]-
eTunamMiHo}-LmknorekcaHkapboHoBa KMCMNoTa;
(1S,2R)-2-{2-[4-(6eH30oTiazon-2-inokcu)-eHin)-
eTunamMiHo}-LmknorekcaHkapboHoBa KMCMNoTa;
(1R,2R)-2-{2-[4-(©eH30Tia30on-2-inokcu)-geHin]-
€TMNaMiHO}-LIMKITOreKCcaHorT;
(1S,2R)-2-{2-[4-(6eH30oTiazon-2-inokcu)-eHin)-
€TMNaMiHO}-LIMKITOreKCcaHorT;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-gpeHin}-etnn}-
ninepnanH-4-in)-macnsHa K1cnoTa;
(R)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHokci]-eTun}-
ninepnanH-4-in)-4-rigpokcuniponignH-2-oHx;
2-(4-{2-[4-(1H-TeTpa3on-5-in)-ninepuauH-1-in]-etnn}-
deHokcm)-6eH3oTiason;
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(1-{2-[4-(6eH30Tia3zon-2-inokcu)-cpeHokcil-eTnn}-
ninepuanH-2-in)-meTaHor;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-1H-
TeTpa3orn-5-in)-ouToBa KUcrnoTa, eTunoBuin eqip;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHokcil-eTnn}-1H-
TeTpa3orn-5-in)-ouToBa KMcroTa, eTunoBuii eqip;
2-{4-[2-(5-ninepuaunH-4-inTeTpa3on-2-in)-eTokcu]-
deHokcu}-6eH30Tiason rigpoxnopua,;
7-{2-[4-(6eH30Tiazon-2-inokcu)-cdeHokcil-eTun}-4-
cnipo-[3-dTanigl-ninepuanH;
1-{3-[4-(6eH30Tia3on-2-inokcu)-geHin]-nponin}-
ninepuanH-4-kapOoHOBa K1cnoTa, eTUNnoBun eqip;
2-[4-(6eH30Tia3on-2-inokcn)-geHin]-eTunamiH - rigpo-
XnopwA,
2-(4-{2-[4-(1H-TeTpa3on-5-in)-ninepuguH-1-in]-
eTokcu}-cpeHokeK)-6eHsoTiazorn;
umnc-4-{2-[4-(6eH3oTiazon-2-inokcu)-geHin]-
eTunamMiHo}-uuknorekcaHkapboHosa kucnoTa, Tpu-
TOpOMEeTaHCYyNbOHATHA Cinb;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-eTun}-
ninepasuH-1-in)-(TeTparigpodypaH-2-in)-mMeTaHoH;
nponaH-2-cynbgoHoBa Kucnota (1-{2-[4-
(6eH30oTias3on-2-inokcu)-peHokcil-eTun}-ninepnanH-4-
kapOoHin)-amig;
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-oKkCcoouToBa KUCMNOTa, METWUMOBUIA
edip;
N-(1-{2-[4-(6eH30Tia3on-2-inokcun)-geHin]-eTnn}-
ninepnanH-4-kapOoHin)-6eH3oncynbdoHamia,  Tpu-
hTOpOMeTaHCYyNbOHaTHA Cinb;
N-(1-{2-[4-(6eH30Tia3on-2-inokcun)-geHin]-eTnn}-
ninepnanH-4-kapOoHin)-meTaHcynboHamia, TpU-
dhTOpOMeTaHCYyNbOHaTHA Cinb;
(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-oKkcoouToBa KUcnoTa, TpudTopome-
TaHcynbdoHaTHa Cinb;
(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-mopdoniH-4-inMeTaHoH;
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-eTnn}-
ninepasuH-1-in)-2-TiodeH-2-ineTaHoH;
(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
ninepasavH-1-in)-nipuamH-3-inveTaHoH;
(4-{2-[4-(OeH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-LMKnonponinmMeTaHoH;
1-(4-{2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
ninepasuH-1-in)-2-MeToKCieTaHoH,;
1-(4-{2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
ninepasuH-1-in)-2,2,2-TpnuTOpoETaHOH;
4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin}-etnn}-
ninepasuH-1-kapboHin)-6eH30iHa KUCnoTa;
(4-{2-[4-(OeH30Tiazon-2-inokcu)-eHin]-eTun}-
ninepasuH-1-in)-nipnanH-4-inMeTaHoH;
(4-{2-[4-(CeH30Tiazon-2-inokcu)-ceHin]-eTun}-
ninepasuH-1-in)-(5-meTunnipa3nH-2-in)-meTaHoH;
(R)-(4-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTmr}-
ninepasuH-1-in)-(tetparigpodypaH-2-in)-MeTaHoH;
(S)-(4-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
ninepasuH-1-in)-(tetparigpodypaH-2-in)-MeTaHoH;
(4-{2-[4-(CeH30Tiazon-2-inokcu)-ceHin]-etun}-
ninepasuH-1-in)-(tetparigpodypaH-3-in)-MeTaHoH;
1-(4-{2-[4-(©eH30Tiazon-2-inokcu)-peHin}-etnn}-
ninepasuH-1-in)-2-riapokcieTaHoH,;
2-[2-(4-{2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
ninepasuH-1-in)-2-oKCoOeTWM]-LMKINONEHTAHOH,;
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3-(4-{2-[4-(6eH30Tia3on-2-inokcm)-deHinl-etnn}-
ninepasuH-1-in)-nponioHoBa kucnota, TpudTopome-
TaHCcynbdOHaTHa Cinb;
3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-teHinl-etnn}-
ninepnanH-4-in)-okcasoniguH-2-oH;
4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-cbeHin]-etTnn}-
ninepnanH-4-in)-mopdoniH-3-0H;
4-(1-{2-[4-(©eH30Tia3on-2-inokcu)-geHokcil-eTun}-
ninepnanH-4-in)-mopdoniH-3-oH;
3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-heHoKcil-eTnn}-
ninepuanH-4-in)-okcasonignH-2-0oH;
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTmn}-
ninepuanH-4-kapboHoBa K1cnoTa, 6eH3unokciamiz;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
ninepuanH-4-in)-oLToBa KUCoTa;
(R)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etun}-
ninepuanH-4-in)-4-rigpokcuniponiguH-2-oH;
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
ninepuanH-4-kapOoHOBa K1CMOTa, riapoKciaMiz;
(S)-1-(1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-eTun}-
ninepuanH-4-in)-4-rigpokcuniponiguH-2-oH;
(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
ninepuanH-4-in)-kapbamiHosa KucnoTa, Tpet-
6yTunosui edip;
2-(4-[2-(4-cpToponinepuaunH-1-in)-eTun]-geHokcn}-
©eH3oTiason;
2-{4-[2-(4,4-ondpToponinepnamnH-1-in)-etnn]-
deHokcn}-6eH30Tiason;
(R)-1-{2-[4-(6eH30Tia3on-2-inokcn)-deHrin]-eTnn}-
niponianH-3-or;
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-eTnn}-
ninepnanH-4-in)-cbopmamig;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etun}-
ninepnanH-4-in)-ce4oBuHa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHinl-eTnn}-
ninepnanH-4-in)-3-uiaHo-2-geHinizoce4oBnHa;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHinl-eTnn}-
ninepnanH-4-in)-3-uiaHo-2-MeTuni30ce40BUHa;
N-(1-{2-[4-(6eH30Tia3on-2-inokcun)-geHin]-eTnn}-
ninepuanH-4-in)-meTtaHcynsgoHamig;
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-eTnn}-
ninepnanH-4-in)-3-uiaHo-2-MeTunryaHiany;
8-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etnn}-1-
deHin-1,3,8-Tpuasacnipo[4.5]aekaH-4-0H;
8-{2-[4-(6eH30Tia3on-2-inokcu)-dpeHinl-etun}-1,3,8-
Tpuasacnipo[4.5]aekaH-2,4-aioH;
(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
ninepnanH-4-in)-metunkapbamiHoBa Kucrnota, TpeT-
OyTunosuw edip;
N-(1-{2-[4-(©eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepnanH-4-in)-N-metunaueramia;
N-(1-{2-[4-(©eH30Tia3on-2-inokcu)-cdeHin]-eTnn}-
ninepnanH-4-in)-N-metunmetaHcynboHamiz;
outoBa kucnota [(1-{2-[4-(GeH30Tiazon-2-inokcu)-
deHin]-etun}-ninepuanH-4-in)-metunkapbamoin]-
MeTunosun eqip;
N-(1-{2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etnn}-
ninepnanH-4-in)-N-auetamig,;

outoBa kucrnota  (1-{2-[4-(6eH30Tiazon-2-inokcu)-
deHin]-etun}-ninepuanH-4-inkapbamoin]-meTnnosun
edip;

2-({2-[4-(6eH30Tia3on-2-inokcn)-eHin]-eTnn}-
mMeTunamiHo)-3-(1H-imigason-2-in)-nponioHoBa  Kuc-
nota;
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2-(4-{2-[4-(3-HiTponipnaunH-2-in)-[1,4]piasenan-1-in)-
eTnn}-geHokcn)-6eH30Tiason;
[(1-{2-[4-(6eH30Tiazon-2-inokcu)-cheHokci]-eTun}-
ninepuanH-4-kapOoHin)-MeTunamiHol-oLuToBa  KUCIo-
Ta, eTnnosun eqip;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-heHokci]-eTun}-
[1,4']6ininepuauHin-4-kap6oHoBa KucnoTta, eTUroBUiA
ewip;
1’-{2-[4-(6eH30Tia3on-2-inokcu)-cheHokci]-eTun}-
[1,4']6ininepuauHin-4-kap6oHoBa KUCNOTa;
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
LmKnonponineTunami;
3-({2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-etun}-
LMKnonponinamiHo)-2-MeTunnponioHoBa KucrnoTa,
TpUdTOpOMETaHCYNb(POHOKUCA Cinb;
2-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LMKIoNponinMeTunamMiHo)-eTaHon;
2-[2-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTun}-
LIMKNONponinIMeTUNamiHo )-eToKcil-eTaHorm;
3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LuKnonponinmeTunamiHo)-nponax-1-or;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
uuknonponinmetun-(3-tetpason-2-innponin)-ami;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
uuknonponin-(3-nipon-1-innponin)-amix;
4-({2-[4-(6eH30Tia3on-2-inokcu)-geHinl-etun}-
LMKINoNponinMeTUunamiHo )-6yTMpoHiTpun;
1-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHinl-etun}-
ninepuanH-4-kapboHoBa  kucnota,  (2-uiaHoeTwn)-
amig;

{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
uuknonponinmetun-[3-(2H-tetTpason-5-in)-nponin]-
amiH;
3-[5-(1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTnn}-
ninepnanH-4-in)-retpason-1-in]-nponioHiTpun;
{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
umknonponin-[3-(2H-teTpason-5-in)-nponinj-amix;
1-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepnanH-4-kapboHoBa kucnota, (2-rigpokcu-1,1-
avMeTuneTun)-amig;
{2-[4-(©eH30Tiazon-2-inokcu)-geHin]-etnn}-
umknonponinmetun-[3-(1H-[1,2,4]tpnason-3-in)-
nponinj-amix;
{2-[4-(6eH30Tiazon-2-inokcu)-cpeHin]-etun}-
uuknonponinmetun-[3-(5-metun-1H-[1,2,4]T1pnason-3-
in)-nponin]-amix;
{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
yuknonponinmetun-[3-(5-genin-1H-[1,2,4]tpnazon-3-
in)-nponin]-amix;
2-(4-{2-[4-(1-meTun-1H-TeTpason-5-in)-ninepngnH-1-
in]-etun}-ceHokcn)-6eH3oTiasorn;
2-(4-{2-[4-(2-meTnn-2H-TeTpason-5-in)-ninepuaunH-1-
in]-etun}-ceHokcn)-6eH3oTias3orn;
1-{2-[4-(6eH30Tia3on-2-inokcn)-cheHin]-eTur}-
ninepnanH-4-kapOoHiTpun;
2-(4-{2-[4-(1H-[1,2,3]Tpnazon-4-in)-ninepngnH-1-in]-
eTun}-cheHokem)-6eH3oTiason;
4-{2-[4-(6eH30Tia3on-2-inokcu)-eHinl-eTmnamiHo}-
MacnsiHa KucrnoTa, eTunosumn eqip;
4-({2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-eTnn}-
LMKNONponinMeTunamMiHo)-MacnsHa Kucnora, eTusno-
BUI edip;
2-[3-({2-[4-(6eH30oTia3on-2-inokcn)-deHin]-eTnn}-
LMKnonponinMeTunamiHo)-nponin)-isoiHgon-1,3-AioH;
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4-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LMKNonponinMeTuaMmiHo)-MacnsHa KucrnoTa;
1-(3-{2-[4-(©eH30Tia3on-2-inokcu)-gpeHin]-eTnnamiHo}-
nponin)-niponignH-2-oH;
N-1-{2-[4-(6eH30Tia3on-2-inokcu)-peHin]-etnm}-N-1-
uuknonponinMeTunnponaH-1,3-giamin;
5-({2-[4-(6eH30Tia3on-2-inokcm)-deHin]-etun}-
UMKMONponifnamMiHo)-NeHTaHoBa KUCMnoTa, MEeTUIOBUNA
ewip;

N-[3-({2-[4-(6eH30Tia3on-2-inokcu )-deHin]-etun}-
UMKnonponinveTunamMiHo)-nponinj-auetamig;
mMopdoniH-4-kapboHoBa KucroTa
(6eH3oTia3on-2-inokcn)-heHin]-eTur}-
UMKnonponinMeTunamiHo)-nponinj-amig;
N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
UMKnonponinMeTunamMiHo)-nponinj-
MeTaHcynboHamia,;
5-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
LMKNonponiniamiHo)-NeHTaHoBa KUCNOoTa;
1-[3-({2-[4-(6eH3oTiason-2-inokcwn)-eHin]-eTun}-
izonponinamiHo)-nponinj-niponignH-2-oH;
1-[3-({2-[4-(6eH3oTia3on-2-inokcw)-eHin]-eTun}-
UMKIONponinMeT1namMiHo )-nponinj-niponiguH-2-oHx;
1-[3-({2-[4-(6eH30Tia30n-2-inokcu)-enin]-eTun}-
LMKnonponinamiHo)-nponin}-niponignH-2-oH;
1-[3-({2-[4-(6eH30Tia3on-2-inokcwu)-eHin]-eTun}-
nponinamiHo)-nponin]-niponianH-2-oH;
4-((1-aueTnnninepnaunH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcn)-goeHin]-eTun}-aMmiHo)-macnsiHa Kucrnora, eTu-
nosun edip;
4-((1-aueTnnninepmaunH-4-in)-{2-[4-(6eH3oTiazon-2-
inokcu)-goeHin]-eTun}-aMiHo)-macnsiHa Kucrnora, eTu-
nosun edip;
4-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
MeTaHcynb(OoHiINamiHo)-mMacnsiHa KACnoTa;
({2-[4-(6eH3oTia3on-2-inokcu)-eHin]-etun}-
LMKIonponinamiHo)-oLToBa KUCNOoTa;
6-({2-[4-(6eH30Tia3on-2-inoken)-enin]-eTun}-
LMKronponinamiHo)-kanpoHoBa KUCIoTa, eTUMNoBUiA
edip;

7-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
LMKMonponinamiHo)-eHaHTOBa  KMCMOTa,  €TUMoBUKA
edip;

6-({2-[4-(6eH30Tia3on-2-inoken)-enin]-eTun}-
LMKonponinamiHo)-kanpoHOBa KMCNOTa;
7-({2-[4-(6eH30Tia3zon-2-inokcu)-eHin]-etun}-
LMKIonponinamiHo)-eHaHTOBa KUCOTa;
N-1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etmm}-N-1-
umknonponinnponax-1,3-giami;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etnn}-
LMKronponinamiHo)-nponinj-aueramiz;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etnn}-
LuknonponinamiHo)-nponinj-isodytupamig,;
N-[3-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etnn}-
LuknonponinamiHo)-nponin]-6eH3amig;
N-[3-({2-[4-(6eH30Tia3on-2-inokcm)-enin]-eTun}-
uuknonponinamiHo)-nponinj-4-xnopobeH3amia;
N-[3-({2-[4-(6eH30Tia3on-2-inokcm)-enin]-eTun}-
LuKnonponinamiHo)-nponin]-meTaHcynsgoHamia;

[3-({2-[4-

nponaH-2-cynbgoHoBa KucnoTa [3-({2-[4-
(6eH30Tia3on)-2-inokcn)-deHrin]-eTnn}-
uuknonponinamiHo)-nponinj-amia,  TpudTOopOMETaH-

cynboHOKMCA Cinb;
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8-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
UMKIONpPOnifnaMiHO)-OKTaHoBa  KUCMOTa,  ETUIOBUNA
edip;
1-[3-({2-[4-(6eH30Tia3on-2-inokcu)-enin]-etnn}-
LMKrnonponinamiHo)-nponinj-3-cgeHin-ce4oBuHa;
8-({2-[4-(6eH30oTia3on-2-inokcn)-deHin]-eTnn}-
LMKIonponinamiHo)-oKTaHoBa KUCIoTa;
TeTparigpodypaH-2-kapboHoBa kucrnota  [3-({2-[4-
(6eH3oTiason-2-inokcn)-gerin]-eTun}-
LmKnonponinamiHo)-nponinj-amig;
N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
LukKnonponinamiHo)-nponinj-2-rigpokciaueTtamia;
4-({2-[4-(6eH30Tia3on-2-inokcu)-heHokKci]-eTun}-
LMKonponinamiHo)-macnsHa KACnoTa;
2-[4-(2-mopdboniH-4-ineTokcu)-eHoKeu]-6eH30Tiazon
Ta

2-[4-(2-ninepunanH-1-ineTokcm)-cpeHokeu]-
6eH3oTiason.

184. Cnonyka 3rigHo 3 n.167, dka BiApi3HAETbCA
TUM, LWO B Hii 3a3HadveHa cnonyka cdopmynu (Il) ae-
nsie coboto 0AHy i3 HACTYMHUX CNOMYK:
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokcil-eTnn}-
4-cpeHinninepnguH-4-om;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHin]-etun}-
LmknonponinMeTunnponinamiH;
uuknorekcunetun-{2-[4-(1-metun-1H-6eH30oimigasorn-
2-inokcu)-cbeHin]-etun}-amin;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-cgeHokcil-eTnn}-
4-(4-6pomodbeHin)-ninepnanH-4-orm;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokcil-eTnn}-
4-(4-xnopodpeHin)-ninepuanH-4-on;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-cgeHokcil-eTnn}-
4-6eH3vnninepnanH-4-on;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHin]-etun}-
LMKIorekcuneTunamiy;
2-[4-(2-niponianH-1-inetnn)-dgeHokcm]-1H-
6eH3oimigason;
2-[4-(2-a3enaH-1-inetun)-deHokcn]-1H-
6eH3oimMigason;
{2-[4-(1H-6eH30imigazon-2-inokcu)-geHin]-etun}-
anbyTunamiu;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHin]-etun}-
ninepuanH-4-on;
1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHin]-etun}-
ninepnanH-4-kapboHoBa K1cnota, MeTunosui eqip;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokcil-eTun}-
LMKIorekcuneTunamin;
2-{4-[2-(4-meTunninepmauH-1-in)-eTokcm]-doeHoKcu}-
1H-6eH30imigason;
2-{4-[2-(2-eTunninepuauH-1-in)-eTokcu]-deHoKcu}-
1H-6eH30imigason;
2-[4-(2-ninepnanH-1-ineTokcu)-cpeHoken]-1H-
6eH3oimigason;
1-{2-[4-(1H-6eH30imigazon-2-inokcu)-geHokci]-eTun}-
ninepuanH-4-on;
2-[4-(2-a3enaH-1-ineTokcu)-cpeHokeu]-1H-
6eH3oimigasonamig;
{3-[4-(1H-6eH30imigazon-2-inokcu)-peHokcm]-nponin}-
aMmeTunamin;
2-[4-(2-niponigunH-1-ineTokcu)-cerHoken]-1H-
6eH3oimigason;
{2-[4-(1H-6eH30imiga3on-2-inokcu)-peHoKci]-eTnr}-
aieTunamin;
2-[4-(2-mopdponiH-4-ineTokcn)-geHokem]-1H-
O6eH3oimigason;
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2-[4-(2-ninepunamnH-1-inetnn)-geHokcm]-1H-
O6eH3oimigason;
1-(1-{2-[4-(1H-6eH30imigazon-2-inokcu)-deHokcil-
eTun}-ninepuanH-4-in)-niponiguH-2-oHx;
(1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-eHoKci]-
eTun}-ninepuanH-4-in)-metaHon ta
1-(2-[4-(1H-6eH30imMiga3on-2-inokcu)-geHokci]-eTnn)-
ninepnanH-4-kap6oHOBa KMCNOTa, ETUIOBUIA eqip.
185. Cnonyka cbopmynu (111):

R?
z s
W—N

Ry
abo il eHaHTiomep, AiacTepeomep, pauemar, TayTo-
Mep, rigpat, conbBaT abo hapMaueBTUYHO MPUAHAT-
Ha cinb, edip abo amig,
ae
X Bm6mpar0Tb i3 rpynu, LWo cknagaetbes i3 NR®, O Ta
S, ne R® siensie cobowo H a6o CHs;
Y BubupatoTs i3 rpynu, Wwo cknagaetbes i3 CHaz ta O;
Z BnbupatoTh i3 rpynu, Wwo cknagaetbes i3 O Ta 38'As-
Ky,
w Bm6mpar0Tb i3 [TPYNK, IO CKraAaeTbCs i3 CHz Ta
CHR'-CH_, ne R' € H a6o OH, ne R’ -npueaHaHun
BYyrneLeBuii uneH y 3asHadeHin CHR-CH, npsmo He
npuegHaHWMn 40 a30THOroO YrieHa, OO SKOro npueaHa-
Ha 3a3HadveHa W;
R* BMOMpaloTh i3 rpynu, wo cknagaetscs i3 H, OCHa,
CI F, Br, I, OH, NH, CN, CF3 ta CHs;
R “aense coboro H a6o Fii 5
R? BusHavalots sik R?, i R® BusHauaetbes sik R, y
HaCTyI'IHVIVI cnoci6:
R? Ta R® BU6MpaloTh, KOXHY HE3anexHo, i3 rpyni, sika
cKnagaeTbes i3
A) H, Cirankiny, CarankeHiny, e Byrneup y 3asHa-
YEeHOMY ankeHini, Wo nNpueaHaHWn OO a30THOro une-
Ha, Mae nuvLwe npocTi 3B'a3kn, CazankiHiny, ae Byrne-
Ub Yy 3a3HayeHOMY arnkiHini, Wo npueaHaHun [o
a30THOrO ureHa, mae nwvwe npocTi 3B'A3knu, Ca.
7UMKnoankiny, wo €, npu notpebi, 6eHso3nutum, Cs.
7umknoankeHiny, -CszumknoankinCizankiny, -Ci.
7ankinCsyumknoankiny Ta deHiny, Ae KOXeH i3 3aM|c-
HUKiB A) 3aMilLeHuii, HesanexHo, 0, 1 a6o 2 R%,
KOXHa i3 3a3HaueHnx R® € 3amicHuKoM npu Byrneue-
BOMY ufleHi, o ABnse cobo NpuHaiMHI OguH Byr-
neueBun YneH, BUNy4YeHnii Big 3a3HayeHoro asoTHoro
uneHa;
B) samicHuka HetR?;
C) -C1 7an|<|r|C(O)R
CH2R abo CH2R
D) C2.5aJ'IKIJ'IC(O)R, [e [Ba BaneHTHO Y3ropKeHnx
BYrnewueBnx YneHu y gaHomy Cosankini 3asHadyeHoro
-Co.5ankinC(O)R* € uvacTuHOl HacudeHoro  Cs.
skapbouukny;
E) -CosankinOH, ge oBa BaneHTHO Y3ropKeHuX Byr-
neuesunx YneHn y gaHomy Co.sankini 3asHaveHoro -Cp.
sankinOH e yacTtuHoo HacuuyeHoro Cs.skapbouukny;
F) -Co-sankindpeHiny, e naHun gexin y 3asHayeHoMy
-CosankindeHini € 3nMTMm No ABOX CyCigHIX ByrneLe-
BMX YNeHax y 3a3HavyeHoMy beHini 3 R', abo € 6eH3o-
3NUTHM;

3amilleHoro, npu notpeodi,
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G) -Co4anKinAr6, ne Ar® aBnsie coBolo 6-uneHHUi
reTepoapwn, Lo Mae TOYKy NPUEAHAHHS BYrneLeBoro
yneHa i mae ogvH abo ABa -N- reTepoaToOMHUX YneHu,
Ta € 6eH303nNnUTUM;

H) -CosankinAr® ge Ar® siBnisie coBoK 5-UneHHUiA re-
Tepoapwr, WO Ma€e OAUH reTepoaTOMHUIA YIleH, KOT-
pui BVI6VIpa€TbC$I i3 rpynu, sika cknapaetbes i3 O, S
Ta >NR i mae 0 abo 1 -N= gogaTkoBuWI reTepoaToM-
HWUIA YfeH, WO MICTUTb, Npy NOTPebi, ABi KApOOHINbHI
rpynu, Ta €, npy n0Tpe6| 6eH303NTUM;

1) -C14ankinAr®, ne Ar® siBnsic cobolo 5-4neHHUit re-
Tepoapwr, Wwo MicTuTb 3 abo 4 a3oTHI YneHw, KoTpi
3amilleHi, npu notpebi, R RY, i MaloTb BaneHTHO y3ro-
OXXEHUI CanT 5K TOUKy MPUEAHAHHS;

J) -CosankinAr®®, e Ar*® sapnse coBow Co
4ankinnpuegHaHnn q)eHin, 3MIMTUI NO BaneHTHO Y3ro-
OXeHUX canTax 3 6-4neHHUM reTepoapuiioM, ge 3a-
3HaYeHUn 6-4neHHW reTepoapun Mae oguH abo Aga
-N= reTepoaToMHYIX UneHy;

K) -CosankinAr®®, ne Ar®® sBnse coboio Co.
sankinnpuegHaHmn qaeHln, 3NUTUIA MO BaneHTHO Y3ro-
OXeHUX canTax 3 5-4neHHMM reTepoapurioM, 3asHa-
YEHUN S5-4YneHHW retTepoapun mMae oauH retepoaTo-
MHWA  4YneH, wWo BM6|/|paeTbc;| i3 rpynu, ska
cknagaetbea i3 O, S Ta >NR", i 3asHaueHuit 5-
yneHHun retepoapun mae 0 abo 1 AoAaTKOBUN reTe-
POaTOMHUI YNEH, KOTpUI siBNsie coboto -N=; i

L) opHiei cnonykn i3 2-(4-eTundpeHOKCK)-
OeHsoTiazony, 2-(4-etundeHokcun)-6eH3ookca3ony Ta
2-(4-etundpeHokcu)-1H-6eH3oimigasony;

M) SO,C1aankiny;

sk anbTepHaTMBa, R? Ta R® 6epyTh pasom 3 asoTom,
[0 SIKOro BOHW MpUEQHaHI, 3 YTBOPEHHSM reTepoLmK-
NIYHOro KinbLs, KOTPEe MICTUTb NPUHAWMHI OOUH reTe-
poaTOMHWI 4reH, TOBTO 3a3HayeHun npuegHyBarnb-
HAA @30T, 3a3HayeHe reTepouyKIliyHe  KinbLe
BMOMpaloTh i3 rpynu, sika CKNnagaeTbes i3

i) 4-7-4neHHOro reTepoLMKNiYHOro KinbLs HetR®, 3a-
3HayeHe 4-7-4neHHe reTepounkniyHe Kinbue HetR
Mae OAWH reTepoaToOMHWUIA 4YneH, TOBTO 3a3HadeHuin
npveaHyBanbHUA a3oT, i 3amiweHe 0, 1 abo 2 3amic-
HVMKaMmn No TMM camvMm abo Mo Pi3HUM 3aMiCHUM une-
HaM, 3a3HayeHi SaMICHVIKVI BVI6VIpaIOTbC$| i3 rpyny, Aka
cknaaaeThes i3 -R”, -CN -C(O)RY, -C. 4an|<|r|COZR

Co. 4anK|nC(O)COQR -Co4ankinOR”, -Co.
sankinC O)NR R%, -Co. 4an|<|nNRYC(O)R -
C(O)NR“OR”, -Co ,ankinNR"C( Y)CHzC(O RY, -Co.

4anK|nNRYCO RY, -Co sankinNR C(O JNR R -Co-
4anK|nNRYC(S)NR RZ -NR'C(0)COzR", -NR'R?, -Co.
sankinNR"VSO.R", 1 3-,qmr|,qp0|Hnon-2 oH-1-iny, 1,3-
,D,VIFI,D,pO6eH30IMIJJ,a3OJ'I -2- OH 1-iny, Tetpason-5- |r|y, I-
RY-IH- -TeTpason-5-iny,  R'-Tpuasoniny, 2- RY-2H-
TeTpasorn-5-iny, niponiguH-2-TioH- 1 -iny, nlnepMp,MH -2-

TiOH-1- |r|y, -Co. 4an|<|J'|C(O)N(R )(SO2RY), -Co-
4ar||<|r|N(R )(SO2NR'RY, -Co-
sankinN(R )(SOg)NRYCOgR rano,

/CN _-CN _CN
\N)\ AR )\ R \NJ\O/RY

H Ta

/OH

~ A "
R
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ii) 5-7-4NEHHOTo reTepoLMKIYHOrO Kinbua HetR®, 3a-
3HaueHe reTepouUKniyHe Kinble HetR® mae oauH
[oOaTKoBUMA FeTepoaTOMHWUA YrfeH, BiJOKpeMneHun
Bi 3a3Ha4YeHOro NpMeaHyBanbHOro a3oTy MPWHaMHI
OOHWM BYrfneLeBMM YreHOM, 3a3HavyeHunii JOAaTKOBUN
reTepoaToMHUIA  YreH Bm6mpaeTbC$| i3 rpynu, wo
cknapaetbes i3 O, S(=0)o2 Ta >NRY, 3asHauene 5-7-
UYreHHe reTepoumkniyHe Kinbue HetR mae 0 abo 1
KapOOHiINbHWIA YneH, i 3amiweHe 0, 1 abo 2 3amicHu-
KaMu no TMM camuvMm abo no pi3HMM 3aMiCHUM une-
HaM, 3a3HayeHi 3aMICHVIKVI BVI6VI88POTbC$| i3 rpynm, sika
cKnapaeTben i3 -C(O)R", -CO2R", -C34ankinCOzR" Ta
R%;

iii) ogHiei cnonyku i3 imigasoniguH-1-iny, 2-imigasoniH-
1-iny, nipason-1-iny, imigason-1-iny, 2H-teTpason-2-
iny, 1H-tetpason-1-iny, nipon-1-iny, 2-niponiH-1-iny
Ta 3-niponiH-1-iny, Ae KOXHa i3 3a3HavyeHux Cnonyk
2H-TeTpason-2-iny Ta 1H-TeTpason-1-iny 3amiweHa
Mo ToMy CamoMy ByrneLeBoMy ‘reHy 0 a6o 1 -Co.
sankinR®, -Co. 4ar||<|r|SR -Co4ankinCOzR" Ta 3amic-
Hukom HetR?;

iv) ogHiei CI'IOJ'IyKI/I i3 1,2,3,4-TeTparigpoxiHoniH-1-iny,
1,2,3,4-TeTparigpoi3oxiHoniH-2-iny, iHgon-1-iny, i30-
iHoon-2-iny, iHgoniH-1-iny, ©eHsimigason-1-iny, 2,8-
Aiasacnipo[4.5]aexaH-1-oH-8-iny, 4-{[(2-TpeT-
OyTokcrkapboHinamiHoumknobyTaHkapOoHin)-amiHo]-
MeTum}-ninepuanH-1-iny, 4-{[(2-
amiHouwmknobyTaHkapOoHin)-amiHo]-meTun}-
ninepuavH-1-iny, 3,9-piasacnipo[5.5]yHaekan-3-
kapboHoBa KkmncnoTa-9-in TpeT-6yTunosoro egipy, 4-
okco-1-eHin-1,3,8-Tpuasacnipo[4.5]aek-8-iny ta 4-
okco-1,3,8-Tpuasacnipo[4.5]aek-8-iny;

ae

3amicHuK HetR® aBnsie coboto 4-7-uneHHe retepoum-
KniyHe KinbLe, WO Mae TOYKy NpuedHaHHA Byrneue-
BOTO YnieHa Ta MicTTb uneH >NRY sik retepoaToMHuUi
uneH, i 3a3HayYeHUn reTepoaToMHUN YneH BiLOKpeM-
NeHun BiA 3a3HavYeHoi TOYKN NpUEaHaHHS BYrneLeBo-
ro YneHa NpMHanMHi OOHUM OOAATKOBMM BYIIeLEeBUM
4IeHOM;

R¥ BuGMpaioTs i3 rpynu, sika CknapaeTbes i3 H, -Ci.
sankiny, -CosankinR™, KoXeH i3 AKX 3amileHuni, npu
n0Tpe6| 1, 2 abo 3 3amicHukamu R";

R BM6V|pa+oTb i3 rpynu, sika cknapaeTbest i3 -COzR®
@ -C(O)NR®R?;

R™ BuGupatoTs i3 rpynu, sika CknapaeThes i3 R%,

gon-7-iny, -SOzR -Cs. 4anK|nCOZR -COzR -
C(0)Cq 4ar||<|r|OR -Co. 4anK|nC(O)NR RS, Co-
,ankinC(0)CO2R", 1,3-avriapoinaon-2-on-1-iny, 1,3-

,D,VIFI,D,pO6eH30IMIJJ,a3OJ'I -2-0H-1-iny, Tetpason-5- uy 1-
RY-1H- -TeTpason-5-iny, Y-Tpl/lasoru Yy 2- R -2H-
TeTpason-5-iny Ta -Co4ankinC(O)N(R")(SO2RY), ko-
XeH i3 Akux 3amiweHni, npy notpebi, 1, 2 abo 3 3a-
MiCHUKaMn RN;

RN BuBMpaloTh i3 rpynu, sika cknapaeTbes i3 OCHS3,
Cl, F, Br, I, OH, NH,, CN, CF3, CH3, OC(O)CHs Ta
NOz,

R” BM6V|par0Tb i3 r/PynM, fdKa cKnagaeTbea i3 RY, -Co.
4ankinoRY, -C12ankinCOzR”, -C1.
zaJ'IKIJ'ICONR R® IH/:I,OJ'I -7-iny Ta -SO2Cq4ankiny;

R® BU6MpaIoTh i3 rpynu, sika cknagaeTbes i3 hTopo,
xropo, 6pomo, nopo, TpudTopoMeTuny, TPUXIOPOo-
MeTvmy, -CN, -C1.4€U'IKIJ'Iy, -CosankinR™, -Co.
sankinR™ -CManKmOR -Co.48J'IKiJ'ICOzRY, -Co.
4ar||<|nNR R? , -Co.4aJ'IKiJ'INRYCORY, -Co.
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4anKinNRYCONRYRZ, -Co4ankinNRYSO,R" T1a -Co.
4an|<|nSR
R® 1a R® BUOUpaloTb, HEe3amnexHo, i3 rpynu, sika
cknagaetbes i3 H, -C4 4ar||<|ny Ta -CosankindgeHiny; sk
anbTepHaTuea, R° Ta R® 6epyThest pasom 3 as0THMM
4YNEHOM, [0 SIKOro MpueaHaHi 3asHaveni R® Ta R,
YTBOPEHHAM 4-7-4NIeHHOrO reTepoLMKITiYHOrO KIJ'IbLl,FI,
wo mae 0 abo 1 goaaTKOBUIA reTEPOATOMHUIA YIEH,
KOTpun Bm6mpaeTbc;| i3 rpynu, sika cknagaeTbes i3 O,
S ta >NRY, 3a ymMOBY, WO 3a3HAYEHUIi JOAATKOBUN
reTepoaTOMHMVl yneH BiJOKpeMMeHWA npUHaNMHI
ABOMa BYyrneLeBnMM YreHamu Bif 3a3HavyeHoro a3o-
THOrO 4fieHa, Jo SIKoro I'IpI/IS,EI,HaHI 3asHaueHi R° Ta
RS, i, 3a yMOBM o, Komnu R aBnsie coboto Co.
4an|<|r|R RM He € 3aMiLleHnm R
RY Bm6mpar0Tb i3 rpynu, sika cknapaetbes i3 RY 1a -
Cs.7umknoankiny;

R* BM6I/IpaIOTb i3 rpynu, sika cknagaetbes i3 -OR”,
NR R?, -Ci4ankiny Ta -Co4ankinR™;

RY BM6I/Ipa}OTb i3 rpynu, sika CiafaeTbes i3 H, -Cu.
sankiny, -Co4ankinR™ 1a -Co4ankinR™, koxeH i3 AKVX
3aM|L|.|,eva| npv noTpebi, 1, 2 abo 3 SaMICHVIKaMVI RN
R” BVI6I/IpaIOTb i3 rpynu, ska | CKNAAaeTbes i3 R", -Cz.
,ankinoRY, -C1.2an|<|r|C02R -C1.2an|<|nC(O)NR R®
Ta -Co. 4ar||<|r|NR RS

KOJ‘IVI RY 1a R* npuegHaHi 4O a30THOro LmeHa RY Ta
R? BMbMparTLCA ﬂK BVI3Ha‘<IeHO BuLLe, abo R’ Ta R®
GepyTb pa3om 3 R'- Ta R%-, 1|0 NpuegHaHi [0 a30THO-
ro 4neHa, 3 yTBOPEHHsM 4-7-4neHHOro reTepoLmnKmiy-
HOrO Kinbus HetR wo mae 0 abo 1 gogaTkoBuK re-
TEPOATOMHWUIA YreH, KOTPU BM6V|paroTb i3 rpynu, sika
cknapgaetbea i3 O, S Ta >NR 3a3HadeHe 4-7-4neHHe
reTepouuKmniyHe Kinbue HetR® mae 0 aGo 1 KapOoHi-
NbHWIA YeH, | 3a3HaveHe 4-7-uneHHe reTepoLuKiyHe
Kinbue HetR® mae 0 a6o 1 BaneHTHO ,D,OSBOJ'IeHVII/I
BYIneLeBuii YreH, SaMILLl,eHI/IVI npuHaiiMHi ofricto RY,
-COH Ta -Co.1ankinOR";

R™ sBnsic coGol0 CKNaZoBy 3 TOUKOW MPUEAHAHHS
BYINeELEeBOro uneHa, i 3asHayeHy cknagosy Bubupa-
0Tb i3 rpynu, WO BKOYaE deHin, Nipuamn, nipumiann
Ta MipasuHin, e KOXXeH BaneHTHO Y3roMKeHU Byrne-
LUEeBWN YNeH Y KOXHIiM i3 3a3HayYeHuX CKrnagoBuX 3a-
MILLI,EHVII/I HesanemHo npvHanMHi ogHum i3 0, 1, 2
abo 3R",i0a6o 1 R";

RY saBnsie co6oto 3—8 -4fieHHe kinbue, wo mae 0, 1
abo 2 reTepoaTOMHWUX YreHu, KOTpi B|/|6V|pa+oTb i3
rpynu, sika cknagaetbes i3 O, S, N T1a >NRY, wo mae
0, 1 abo 2 HeHacu4eHux 3B'A3ku, Mae 0 abo 1 kap6o-
HINbHUI YneH, e KOXEH BaneHTHO Y3ropKeHUn YneH
Yy KOXHOMY i3 3a3HaueHMX Kineub 3aMillleHun, Hesa-
nexHo, 0, 1 a6o 2 R;

Ta

R" sBnsie coGoto NiHiiHy 3-5-4reHHy BYrneBOAHEBY
cknaposy, Wwo mae 0 abo 1 HeHacnMyeHui 3B'A30K BYT-
neub-Byrneup, i Mae 0 abo 1 kKapOOoHINbHWUIA YneH;

3a yMOBM, IO

(a) 3a3Haueni R Ta R® [opaTkoBO 3a0BOMbHSIOTH
HacCTyMH1M yMOBaM:

(e1): npuHaliMHI oHa i3 3a3Ha4YeHux R”taR¥ He e
Cisankinom, konu Z sasnsie coboro O, i X aBnsie co-
boto S; i .

(e2): xogHa 3 R* T1a R® He € Cy14ankinC(O)R*, ge R*
saBnsie coboto OAHy i3 HacT YNHUX rpyn: C1.4an|<|n OH,
-OC14ankin, -OCo4ankinR™ a6o -NR'RY, korm Y siB-
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nse co6oro 0, Z sBnisie coboto 38's30K, | R? Bi4MiHHa
Big R® ” .

(e3): >|<onHa 3R taR* He e C1.6anK|nCN korm Y
SABNSE coGoro 0, Z siBnsie coboto 38's30K, | R BigMiH-
Ha Big R®

(b) 3a nonaTKOBoT yMOBM, WWo, konm X ABnsie coboio
S, Y saBnse coboto O, Z aensie 0060ro 3Bﬂ3OK i W
asnsie coboto CHy, Toai ogHa i3 R% ta R¥ He € XCG,
konu iHwa € Cq.gankinom, ge XCG saBnse coboto rpy-

o

N—GO

(XCG)
HC16

ae HC16 saBnse coboto ogHy i3 rpyn H, Cisankiny,
ranoCqeankiny, aniny 1a Ci.eankokcumetuny, GO €
rpynoto, KoTpa npuvegHaHa BYrfeLeBMM YIIEHOM, Lo
mae =O 3aMiCHUK, SIKUIA YyTBOPIOE amigorpyny 3 aso-
THVMM YfIeHOM, OO0 SIKOro nNpuegHaHa 3asHaveHa rpyna
GO.

186. Cnonyka 3r|,u,Ho 3 n.185, dka Bigpi3HAETLCA
TUM, LLO B Hin R* saBnsie co6oto H.

187. Cnonyka 3rigHo 3 n. 185 FlKa BiApi3HAETLCA
TWM, WO B Hiit 3a3HaveHi R Ta R® BubupaloTs Hesa-
NexHo, i3 rpynu, sika cknapaetbcs i3 A), B), C), D), E)
Ta l), sik Bu3Ha4eHo y n.185.

188. Cnonyka 3rigHo 3 n. 185 FlKa BiApi3HAETLCA
TWM, WO B Hill 3a3HaueHi R® Ta R® BU6MpaioTh, Hesa-
NeXHo, i3 rpynu A), sik BuU3Ha4eHo y n.185.

189. Cnonyka 3rigHO 3 n. 185 ;||<a BiApi3HAETLCA
TUM, WO B Hill 3a3HaueHi R® Ta R® BUGKpaloTh, Hesa-
NexHo, i3 rpynu B), sik Bu3HaveHo y n.185.

190. Cnonyka 3rigHO 3 n. 185 ;|Ka BiApi3HAETLCA
TUM, WO B Hill 3a3HaueHi R® Ta R® BMGKpaloTh, Hesa-
nexHo, i3 rpynu C), sik BU3Ha4yeHo y n.185.

191. Cnonyka 3rigHO 3 n. 185 ;|Ka BiApi3HAETLCA
TUM, WO B Hill 3a3HaueHi R® Ta R® BMGUpaloTh, Hesa-
nexHo, i3 rpynu D), sik BU3Ha4eHo y n.185.

192. Cnonyka 3rigHO 3 n. 185 ;u(a BiApi3HAETLCA
TUM, WO B Hill 3a3HaueHi R® Ta R® BM6UpaloTh, Hesa-
nexHo, i3 rpynu E), sik Bu3HaveHo y n.185.

193. Cnonyka 3rigHO 3 n. 185 ﬂKa BiApi3HAETLCA
TUM, WO B Hill 3a3HaueHi R® Ta R® BM6UpaloTh, Hesa-
nexHo, i3 rpynu l), sik Bu3Ha4eHo y n.185.

194. Cnonyka 3rigHo 3 n.185, ﬂKa BiApi3HAETLCA
TUM, WO B Hiit 3a3HaueHi R? Ta R® GepyTs pasom 3
a30TOM, A0 SKOr0 BOHW MPWEOHAHi, 3 YTBOPEHHSIM
reTepoLUMKNIYHOro KifnbLs, KOTpe MICTUTb NPUHAVMHI
OOVH reTepoaToMHUIA YneH, TOBTO 3a3HayveHu npu-
€A4HyBanbHUI a30T, 3a3HavyeHe reTepouukIivyHe Kinb-
ue BubupatoTh i3 rpynu, sika cknagaetbces i3 i) Ta i),
K BU3Ha4yeHo y n.185.

195. Cnonyka 3rigHo 3 n. 185 ﬂKa BiApi3HAETLCA
TM, WO B Hiil 3a3HaueHi R? Ta R® GepyTbcsi pasom 3
a30TOM, A0 SIKOr0 BOHW MPWEdHAHI, 3 YTBOPEHHSM
reTepoLUMKNIYHOro KinbLs, KOTpe MICTUTb NPUHAVMHI
OOVH reTepoaToMHUIA YneH, To6TO 3a3HayeHui npu-
€A4HyBalnbHUIA a30T, 3a3HavyeHe reTepouukIivyHe Kinb-
ue BnubmpatoTh i3 rpynu i), ik BU3HadeHo y n.185.

196. Cnonyka 3rigHO 3 n 185, ;u(a BiApi3HAETLCA
TWM, WO B Hil 3a3Haueni R Ta R® 6epyTh pasom azo-
TOM, OO SIKOTO BOHW MPUEAHAHi, 3 YTBOPEHHAM reTe-
POLMKMIYHOrO KiNnbLsl, KOTPe MiCTUTb NPUHANMHI OOUH
reTepoaToMHWIA 4rneH, TOBTO 3a3HayeHun npuegHy-
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BanbHUN a30T, 3as3HayeHe reTepouuKniYyHe Kinbue
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BUOVpaloTh i3 rpynu ii), Ak Bu3Ha4eHo y n.185.

HaHui BuHaxig cTocyeTbes iHribiTopiB NenkoTpu-
eH A4 rigponasmn (LTA4H) ansa nikyBaHHsa 3ananeHHs.
BinbLL KOHKPETHO, AaHW BUHAaXiA CTOCYETbCA OEAKUX
©eH3ooKcas3on-2-in, ©eH3oTiaszon-2-in Ta 1H-
6eH30iMia3on-2-in cnonyk, Lo KOPUCHi SIK CENeKTUB-
Hi iHriGiTopn LTA4H eH3anmy onsa nikyBaHHs 3ananb-
HWUX CTaHiB.

3ananeHHs sBnse coboto, 3BMYaHO, rocTpy pea-
KLito iIMYHHOT cucTeMM Ha iHBa3ilo MikpoGHUX naTore-
HiB, XiMi4Hi pe4oBMHU abo isnyHy Tpaemy. NpoTe, y
Aeskux BMNagkax 3asHaveHa 3anasnbHa peakuis Moxe
nporpecyBaTh 40 XPOHIYHOro CTaHy i 6yTv NpuYMHOI0
3anarnbHoi xBopobu. TepaneBTUYHNUIA KOHTPOSb LibOro
XPOHIYHOTO 3ananeHHs y pi3HMX xBopobax € Baxnn-
BOI Mean4Ho noTpeboto.

Jlevikotprenn (LT) sBnsiote coboto GionoriyHo
aKTMBHi meTabonitm apaxigoHoBoi kucnotu  (B.
Samuelsson, Science 1983, 220(4597): 568-575), wo
BTArHYTI Yy 3ananbHi XBOpOOW, BKOYaYM acTMmy
(D.A. Munafo et al., J. Clin. Invest. 1994, 93(3): 1042-
1050), 3ananbHy kuwkoBy xsopoby (IBD) (P. Sharon
and W.F. Stenson, Gastrornterology 1984, 86(3):
453-460), xpoHi4HYy OOCTPYKTMBHY XBOpOOY mereHb
(COPD) (P.J. Barnes, Respiration 2001, 68(5): 441-
448), aptput (R.J. Griffiths et al., Proc. Natl. Acad.
Sci. U.S.A. 1995, 92(2): 517-521; F. Tsuiji et al., Life
Sci. 1998, 64(3): L51-L56), ncopias (K. Ikai, J.
Dermatol. Sci. 1999, 21(3): 135-146; Y.I. Zhu and
MX. Stiller, Skin Pharmacol. Appl. Skin Physiol. 2000,
13(5): 235-245) Ta atepocknepos (Friedrich, E.B. et
al. Arterioscler Thromb Vase Biol 23, 1761-7 (2003);
Subbarao, K. et al. Arterioscler Thromb Vase Biol 24,
369-75 (2004); Helgadottir, A. et al. Nat. Genet 36,
233-9 (2004); Jala, V.R. et al. Trends in Immun. 25,
315-322 (2004)). CuHTe3 NEerKOTPUEHIB iHILiOETHCA
LUNSXOM MEepPEeTBOPEHHS apaxigoOHOBOI KUCIOTU y He-
CTiVIKy enokcuaHy npoMpKHY Cronyky, nevkotTpueH A4
(LTA4), 5-ninokcureHasoo (5-LO) (AW. Ford-
Hutchinson et al., Amu. Rev. Biochem. 1994, 63: 383-
347). Leit eH3um ekcrnpecoBaHWN, FONOBHUM YMHOM,
KNiTUHAMKU MIEMNOIAHOMO NOXOAXEHHS!, 30KpeMa, HenT-
podinamum, eo3nHodINnamu, MOHoOUUTa-
mu/Makpodaramu Ta rmagkumm knitnHamm (G.K. Reid
et al., J. Biol. Chem. 1990, 265(32): 19818-19823).
LTA4 Moxe Takox OyTu CnpsbKeHuin 3 rrnyTaTioHoMm
nenkotpueH C4 (LTC4) cnHTasoo 3 yTBOPEHHSAM LiC-
TenHin nenkotpueHy, LTC4, abo rigponizoBaHuin go
giony, neunkoTpueH B4 (LTB4) (B. Samuelsson,
Science 1983, 220(4597):568-575). LTC4 Ta wnoro
meTabonitn, LTD4 ta LTE4, iHOYKYlOTb CKOPOYEHHS
rmagkux M'asiB, CTUCKaHHS OpOHXIB Ta MPOHUKHICTb
cyavH, Ttoai sik LTB4 € akTMBHMM xemoaTpakTaHTOM
Ta akTMBaTOPOM HeWUTpodiniB.

CrepeocneundiyHnii rigponia LTA4 go LTB4 ka-
Tanisyeteca nenkotpueH A4 rigponasow (LTA4H),
LUMTO30MbHUM EH3UMOM, L0 MICTUTb UKHK. Lien eH3um
MOBCIOAHO EKCMPECOBaHWNA, 3 BUCOKMMW PIBHAMMU Y
Manmx KULIKOBMX eniTeniaribHUX KNiTuHax, NereHsix Ta
aopTi (B. Samuelsson and CD. Funk, J. Biol. Chem.
1989, 264(33):19469-19472). TlomipHa ekcnpecis
LTA4H cnoctepiraeteCa B nemkoumtax, 30Kpema,

HenTpodinax (T. Yokomizo et al., J. Lipid Mediators
Cell Signalling 1995, 12(2,3): 321-332).

JlenkoTpueH B4 € knoyoBuM nposananbHuM Me-
JiaTopom, WO 34aTeH OO0 PeKPYTiHry 3ananbHuX Kni-
TUH, TakuX SIK HEMTpodpinu Ta eo3mHoinKn, Tak camo
SK [0 akTuByBaHHs HentpodpiniB (F.A. Fitzpatrick et
al., Ann. N. Y. Acad. Sci. 1994, 714: 64-74; S.W.
Crooks and R.A. Stockley, Int. J. Biochem. Cell Biol.
1998, 30(20: 173-178; A. Klein et al., J. Immunol.
2000, 164: 4271-4276). LTB4 onocepegkoBye CBOI
npo3anarnbHi edeKkTn LNsSXom 3B's3yBaHHA 3 G npo-
TeiH-cnonyyeHMn peuenTopamu, nenkoTpeiH B4
peuentopom 1 (BLT1) Ta newikotpeid B4 peuentopom
2 (BLT2) (T. Yokomizo et al., Arch. Biochem.
Biophys. 2001, 385(2): 231-241). MNepwwnin ineHTUDI-
KoBaHun peuenTop, BLT1, 38'asdye LTB4 3 Bucokolo
CMOpPIAHEHICTIO, WO Bee A0 BHYTPILUHbOKNITUHHOI
nepegadi curHany Ta xemotakcucy. BLT1 ekcnpeco-
BaHWI, FONOBHUM YMHOM, Y NepudepnyHux nenkoum-
Tax, 30Kpema, HenTpodinax, eo3vHoginax, Mmakpodga-
rax (Huang, W.W. et al.,, J Exp Med 188, 1063-74
(1998)) ta moHoumtax (Yokomizo, T., lzumi, T. &
Shimizu, T. Life Sci 68, 2207-12 (2001)). OaHuni mu-
LWaynin peLienTop TakoX eKcrnpecoBaHWA Ha edekTo-
pHux T kniTMHax, i gk 6yno HegaBHO MOKa3aHo, Orno-
cepenkosye bTB4-3anexHy Mirpauito edeKTopHUX
CD8* T knituH (Goodarzi, K., Goodarzi, M., Tager,
A.M., Luster, A.D. & von Andrian, U.H. Nat Immunol
4, 965-73 (2003), Ott, V.L., Cambier, J.C., Kappler, J.,
Marrack, P. & Swanson, B. J. Nat Immunol 4, 974-81
(2003)), nouaTtkoBUit edekTopHuii CD4" T xennepHo-
ro tuny 1 (Ty1) Ta T2 XxemoTakcuc i agresito 4O eH-
JoTenianbHUX KNiTUH, Tak caMo K i novaTkoBun ede-
kTopHMit CD4" ta CD8" T KNiTWHHWIA peKpyTiHr y
TBapuHHIN mogeni actmu (Tager, A.M. et al.,, Nat
Immunol 4, 982-90 (2003)). LTB4 peuentop BLT2 (S.
Wang et al., Biol. Chem. 2000, 275(52): 40686-
40694; T. Yokomizo et al., J. Exp. Med. 2000, 192(3):
421-431) po3ginse 42% amiHOKACNOTHOI romMosorii 3
BLT1, ane ekcnpecoBaHui GinbLU LUMPOKO, BKIHOYato-
4n y nepudepuyHi TKaHWHU, Taki K cenesiHka, seud-
HUK Ta nedviHka, Tak camo §K i y nevkountu. BLT2
3B'A3ye LTB4 3 6inbLu HX3bKOK CMOPIGHEHICTIO, HiX Lie
pobutb BLT1, onocepegkoBye xemoTakcuc npm BinbLu
BUCOKMX KOHUeHTpauiax LTB4, i BigpisHaeTbca Bif
BLT1 3a cBoeto CnopigHeHICTIO 40 AesKUX aHTaroHic-
TiB. Xo4a LTB4 peuenTopHi aHTaroHiCT MOXYTb Bia-
pi3HATUCL 3a CBO€EO crnopigHeHicTio go BLT1 BigHoc-
HO BLT2, 6nokyBaHHA npogykyBaHHa LTB4 3
BUkopucTaHHsIM LTA4H iHriGiTopiB, Sk MOXHa OYiKy-
BaTu, b6yae iHribyBaTtu HU30BI NoAi, KOTPI onocepen-
KOBYIOTbCSA 5K yepes BLT1, Tak i yepes BLT2.

JocnigxeHHs nokasanu, WO BBEAEHHS! eK30reH-
Horo LTB4 y HOpMmarnbHi TKaHUHW MOXe iHOyKyBaTu
sananeHi cumntomn (R.D.R. Camp et al., Br. J.
Pharmacol. 1983, 80(3): 497-502; R. Camp et al., J.
Invest. Dermatol. 1984, 82(2): 202-204). MigBuLeHi
piHi LTB4 cnocTepiranucek y psai 3ananbHux XBopoo,
Bkrtovatoumn IBD, COPD, ncopias, peBmaTtoigHuii ap-
TpuT (RA), MmykoBicumgos Ta actmy (S.W. Crooks and
R.A. Stockley, Int. J. Biochem. Cell Biol. 1998, 30(2):
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173-178). TakMM YMHOM, 3HWKEHHSI MPOAYKYBaHHS
LTB4 3 gonomoroto iHribiTopa LTA4H akTtuBHOCTI, Sk
MOXHa nepegbavaTt, Oyde maTu TepaneBTUYHWUIA
noTeHLian y LuMpokin obnacTi Xxsopoo.

Lis ines nigTBEpAXY€ETHCA AOCHIMKEHHAM No30a-
BneHnx LTA4H muwen, ski, 6yoyun 3gopoBumn B
iHLIOMY nniaHi, BUSIBNSNN NOMITHO 3HWXEHUIN NPUMInB
HenTpoiniB B iHOYKOBaHUX apaxiOHOBOK KUCMOTO
MoJensix 3ananeHHa Byxa Ta iHAYKOBaHWX 3uMmoca-
HOM Mmogensx neputoHiTy (R.S. Byrum et al., J.
Immunol. 1999, 163(12): 6810-6819). LTA4H iHri6i-
Topu, SK Byno nokasaHo, € edeKTMBHUMK NpoTU3ana-
NbHUMU areHTamy y nepeakniHiyHuX OOCRIMKEHHSX.
Hanpvknag, nepopansHe BBefeHHA LTA4H inHribiTopa
SC57461 cnpuunHioBano iHribyBaHHsa iHOYKOBaHOIO
ioHopopom LTB4 npoaykyBaHHs y KpOBi MuLi ex
vivo, i B ouepeBuHi Wwypa in vivo (J.K. Kachur et al., J.
Pharm. Exp. Ther. 2002, 300(2), 583-587). Bicim Tn-
XKHIB NiKyBaHHs1 TiEl0 CaMol iHMBITOPHOIO CMonyKoto
CYTTEBO MOMIMLYBanu CUMMMATOMMU KOMITY Yy BaTHMX
irpyHkiB (T.D. Penning, Curr. Pharm. Des. 2001, 7(3):
163-179). CnoHTaHHUIA KOMIT, WO pO3BMBAaBCH Y LMX
TBapWH, OyXe CXOXuh Oo noacekoi IBD. Tomy oTpu-
MaHi pe3ynbTatv BkasylTb, WO LTA4H iHribiTopu
3HanayTb TepaneBTUYHE 3aCTOCYBaHHSA Y Ui Ta iH-
LUMX 3anarnbHux xBopobax.

Moail, Wo BMKNUKaloTb 3anarnbHy peakuito, BKI-
YalTb YTBOPEHHA Mpo3anaribHOr0 MegiaToOpHOro
nenkotpueHy B4. ligpo nasa LTA4H kaTanisye yTBo-
peHHs uboro megiatopa, i LTA4H iHribitopu 6noky-
0Tb NPOAYKYBaHHSA 3a3Ha4YeHOro nposananbHoro me-
niatopa LTB4, 3anpoBagxkywum y Takulm cnocio
MOXNUBICTb 3anobiratn Ta/abo nikyBatu onocepeg-
KOBaHi NENKOTPUEHOM CTaHW, Taki siK 3ananeHHs. 3a-
nanbHa peakuis xapaktepusyetbca 6onem, nigsuile-
HOlO TemnepaTypoto, MOYEPBOHIHHAM, ONyXaHHAM abo
3HWXKEHOK (yHKUielo, abo kombiHauiero aBox abo
Kinbkox umx cumnTtomiB. LLlo cTocyeTbecs noyatky Ta
€eBONIoLii 3ananeHHs, 3ananbHi xBopobu abo xBopo-
6M UM cTaHu, WO onocepedkoBaHi 3ananeHHsMm,
BKIIOYAIOTb, MPOTE He OOMEXylunucb UMM, rocTpe
3ananeHHs, anepriyHe sananeHHs Ta XpPOHiyHe 3ana-
NeHHs.

Mpuknagu nigpyyYyHUKiB NO NpeamMeTy 3ananeHHs
Bkmtovatotb  J.L. Gallin and R. Snyderman,
Inﬂammatlon Basic  Principles and  Clinical
Correlates, 3" Edition, (Lippincott Williams & Wilkins,
Philadelphia, 1999); V. Stvrtinova, J. Jakubovsky and
[. Hulin, "Inflammation and Fever", Pathophysiology
Principles of Diseases (Textbook for Medical
Students, Academic Press 1995); Cecil et al,
Textbook of Medicine, 18" Edition (W.B. Saunders
Company, 1988); Ta Steadmans Medical Dictionary.

OrnsigoBuiA Ta crnopigHeHWA MaTepian woao 3a-
naneHHsi Ta CTaHiB, NOB'A3aHNX i3 3ananeHHsAM, MOX-
Ha 3HanTM y Takmx pobotax: C Nathan, Points of
control in inflammation, Nature 2002, 420: 846-852;
K.J. Tracey, The inflammatory reflex, Nature 2002,
420: 868-874; C Benoist and D. Mathis, Mast cells in
autoimmune disease, Nature 2002, 420: 875-878;
H.L. Weiner and D.J. Selkoe, Inflammation and
therapeutic vaccination in CNS diseases, Nature
2002, 420: 879-884; J. Cohen, The
immunopathogenesis of sepsis, Nature 2002, 420:
885-891; D. Steinberg, Atherogenesis in perspective:
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Hypercholesterolemia and inflammation as partners in
crime, Nature Medicine 2002, 8(11): 1211-1217. Ha
LUMTOBaHi NOCMNaHHa y AaHOMY TeKcTi 3pobneHo no-
CUMnaHHs.

3ananeHHs crnpuyMHeHo Gyab-AKUM i3 MHOXMWHU
CTaHiB, Takux sik acTMa, XpOHi4Ha OOCTPYKTUBHA XBO-
poba nereHb (COPD), aTtepocknepos, peBmMaToigHun
apTpuT, PO3CISHWI CKNepos, 3anafibHa KMLLKOBa XBO-
poba (Bkntovatoum xsBopoby KpoHa Ta BupaskoBui
KoniT) abo ncopias, KOTpi XapaKTepuaylTbCs Haau-
LWwKoBUM abo TpuBanuM 3anasnieHHsM Ha gesikin ctagii
3aXBOPIOBAHHS.

3aaBHuKKM Bigkpunn 6eH3ookcason-2-in, 6eH30Ti-
ason-2-in ta 1H-6eH3oimigason-2-in cnonykn Ta ix
noxigHi; iX BUKOPUCTaHHSA SIK iHMGITOpPIB eH3uMIB, Ta-
knx sk LTA4H eH3nm, B YTBOpEHHi npo3ananbHUX
MegiaTopiB, Takux sik LTB4 megiaTtop; Takox ix 3a-
CTOCYBaHHsl ANSA MiKyBaHHS 3ananbHUX CTaHiB; Ta
ofepXaHHs papMaLeBTUYHUX KOMNO3WLUIN AN mniky-
BaHHA 3ananeHsb.

[aHum BMHaxXo4oOM 3anpoBamKylTbCs iHMiGiTopn
LTA4H eH3umMy, KOTpi MalOTb HaCTYMHy 3aranbHy ¢o-

pmyny (1):

/

LY (1

— =2
w —N/

e
e

X BVI6I/Ipa€TbCFl i3 rpynu, LWo cknagaetbes i3 NR®,
OTas, pe R® sensie coboro H a6o CHs3;

Y BnbupaeTbes i3 rpynu, Wwo cknagaetbces i3 CHa
Ta O;

Z BubupaeTbes i3 rpynu, Wwo cknagaetscs i3 O Ta
3B'A3KY;

w Bm6mpaeTb0ﬂ i3 rpynu, WO CKIaAaeTbCa i3 CHy
Ta CHR'-CH,, ae R' e H a6o OH, ne R'-

I'IpVIS,D,HaHVIVI BYIMELEBUA YNeH Yy 3a3HayeHin
CHR'-CH, nNpsiMO He NMpUeaHaHWA O a30THOro 4ne-
Ha,

AQ AIKOTO NpueaHana sasHadera W;

R* BUGMpaeTbCA i3 rpynu, WO cknafaeThest i3 H,
OCHjs, CI, F, Br, I, OH, NHz, CN, CF3 Ta CHg;

R® sBnsie coboro H abo F;i

R? 1a R® BUOMPAIOTLCS, KOXHA HEe3amnexHo, i3
rpynu, sika cKnagaetbes i3

A) H, Ckatony, Cs.rankeHiny, ge Byrfneub y 3a-
3Ha4YeHOMY arkeHini, Wo MApueaHaHUn OO a30THOro
yneHa, mMae nuwe npocTi 3B'a3kn, Cs.zankiHiny, ae
BYyrfneLpb y 3a3HayeHoMy arnkiHini, Wwo npueaHaHun ao
a30THOrO ufeHa, Mae nwuwe npocTi 3B'A3ku, Ca.
7UMKNoankiny, wo €, npyn notpebi, 6eH3o3nuTnm, Cs.
7umknoankeHiny, -CszumknoankinCizankiny, -Ci.
7ankinCsyumknoarnkiny Ta deHiny, Ae KoXeH i3 3aM|c-
HUKIB A) 3aMilLeHuii, HesanexHo, 0, 1 abo 2 RY
KOXHa i3 3a3HaueHnx R € 3amicHuKkoM npu Byrneu.e-
BOMY u4neHi, Wo sBnse cobolo npuHaviMHi OQuH ByT-
neueBun YNeH, BUNyYeHui Big 3a3HayeHoro asoTHOro
qneHa

) 3aMicHmka HetR?;
2 C1 7anK|nC(O)R 3amilleHoro, npu notpebi,
CH2R abo CH2R
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D) -C.5ankinC(O)R*, oe OBa BaneHTHO y3rogke-
HWUX ByrneueBux YneHn y gaHomy Co.sankini 3asHaye-
Horo -CosankinC(O)R* € yactuHoo HacudeHoro Cs.
skapbouukny;

E) -CosankinOH, ge OoBa BaneHTHO Y3roMKeHWX
BYyrneLeBux yYneHu y gaHomy Cosankini 3asHayeHoro
-CosanmkinOH €  vacTuHolo  HacudeHoro  Ca.
skapbouukny;

F) -Cosankindpeniny, e gaHuin deHin y 3asHade-
HoMy -CousankindeHini € 3anutMm no ABOX CyCI,D,HIX
BYITEL|EBUX UNeHax y 3a3HaueHomy deHini 3 R', abo
€ 6eH303NnUTNM;

G) -Co4anKinAr6, ne Ar® aBrisic co6oto 6-uneHHui
reTepoapwn, Lo Mae TOYKy NMPUEAHAHHS BYrNeLeBoro
yneHa i mae ognH abo aBa -N= reTepoaTOMHUKX une-
HY, Ta € 6eH303NMUTUM;

H) -Co4anKinAr5, ne Ar® saBrsic o600 5-UneHHMI
reTepoapwn, WO Mae OOWH reTepoaTOMHUM uIleH,
KOTpUn BMGMpaeTbCH i3 rpynun, sika cknagaeTbes i3 O,
S ta >NR”, i mae 0 a6o 1 -N= JoOaTkoBUKM reTepo-
aTOMHMWI 4IneH, WO MiCTUTb, Npu NoTpebi, ABi kapbo-
HiNbHI rpynu, Ta €, Iy n0Tge6i 6eH303NnTnM;

) -C14ankinAr’, ae Ar’ siBnsiec co60i0 5-4neHHUit
reTepoapwn, Wwo MicTuTb 3 abo 4 a30THi YreHu, KOTpi
3amilleHi, npu notpebi, R RY, i MaloTb BaneHTHO y3ro-
OXXEHUI canT sk TOUKY MpUEAHaHHS;

J) -Co4ankinAr®®, pe Ar®® saBnse cobow Co.
sankin-npueaHaHni penin, 3nNMTUI No BaneHTHO Y3-
rO[DKEHNX canTax 3 6-4rneHHUM reTepoapwuriom, ae
3a3HayeHUn 6-4neHHUA reTepoapun Mae oguH abo
aBa -N= reTepoaTOMHMX UneHn,

K) -CosankinAr®® , oe Ar%® asnse cobow Co.
4ankin-npueaHaHni penin, 3nNMTUI NO BaneHTHO Y3-
rO[DKEHNX caWTax 3 5-YneHHWM reTepoapuriom, 3a-
3HaYeHUN 5-4YnNeHHWU reTepoapun mMae oguH reTepo-
aTOMHWMIA uneH, Lo Bm6mpaeTbc;| i3 rpynu, ska
cknagaetbea i3 O, S Ta >NR", i 3asHaueHuit 5-
yneHHu retepoapun mae 0 abo 1 AoJaTKOBUN reTe-
pOaTOMHWIA YNeH, KOTpui SBnse coboto -N=;

L) opgHiei cnomyku i3 2-(4-eTun-cheHoKcwh)-
6eH3oTiazony, 2-(4-etun-ceHokcn)-6eH300kcaszony,
Ta 2-(4-eTun-deHokcu)-1H-6eH3oimigasony; i

M) SO,C14ankiny;

K anbTepHaTuBa, R Ta R® GepyThcs pasom 3
a30TOM, A0 SKOro BOHW MPWEAHAHi, 3 YTBOPEHHAM
reTepouUKNiYHOro Kinblsi, KOTpEe MICTUTb MPUHANMHI
OOMH reTepoaToMHUi uneH, To6TO 3a3HaveHwu npu-
€4HyBanbHUI asoT, 3a3HavyeHe reTepouuKriyHe Kinb-
Le BUOMpaeTbCA i3 rpynu, SKa cKnagaeTbes i3

i) 4-7 YNeHHOro reTepoLMKNIYHOrO KinbLs HetR®,
3a3HayeHe 4-7 yneHHe reTepoLmKiyHe KinbLe HetR®
Mae OAvH reTepoaTOMHWUIA YreH, TOBTO 3asHaveHuw
npueaHyBanbHUIA a3oT, i 3amiweHe 0, 1 abo 2 3amic-
HMKaMu No TUM camvMMm abo Mo Pi3HUM 3amiCHUM une-
HaM, 3a3HayeHi 3aMICHVIKI/I BVI6VIpar0TbCH i3 rpyny, Aka
cknagaeTbes i3 -R”, -CN, -C(O)RY, Co4anK|nC02R
Co4anK|nC(O)COZR -Co4ankinOR”, -Co.
4an|<|ncg )NR R?, -Co.4aJ'IKIJ'INRYC(O)R
C(O)NR“OR”, -Co.4aJ'IKIJ'INRYC( )CH C(OJR -Co-
4anK|nNRYCO RY, -Co.4aJ'IKIJ'INR O)NR R -Co-
sankinNR” C(S)NR R?, NRYC(O)COZR -NR'RZ, -Cq.
sankinNR"YSO.R", 1, 3 -aurigpo-iHaon-2-on-1-iny, 1,3-
/:wlrl,u,po -6eH3oimigason-2- OH 1-iny, TeTpason-5- |ny, 1-
RY- -1H-TeTpason-5-iny, -Tpmasonlny, 2R"-2H-
TeTpason-5-iny, niponianH-2-TioH-1-iny, ninepnanH-2-
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TiOH- 1-|r|y, -Co4anK|nC(O)N(R )(SO2RY), -Co.
sankinN(R )(SO )NR'R, -Co-
sankinN(R )(SOz)NRYCOZR rano,
t
N‘-CN bf’CN ICN
14 Y
\NJ\N"RY \NJ\S’R N o-R
H H , H , H ,
Ta
,\rOH
'
Sy
F't”

ii) 5-7 YNEHHOTO reTepOLIMKITIYHOrO Kinbua HetR®,
3asHayeHe reTepouuKnivHe kinbue HetR® mae oawm
[oOaTKOBUMA FeTepOoaTOMHWUIA YrfeH, BiJOKpemneHun
Bil 3a3Ha4YeHOro NpMeHyBanbHOro a3oTy MPWHaMHI
OOHVM BYrfneLeBMM YrieHOM, 3a3HavyeHuii JOAaTKOBUN
reTepoaToMHUIA  YreH BMGMpaeTbCﬂ i3 rpynu, wo
cknapaetbes i3 O, S(=0)o2, Ta >NRY, 3asHauere 5-7
UYrieHHe reTepoumkniyHe Kinbue HetR mae 0 abo 1
KapOOHiINbHWIA YneH, i 3amiweHe 0, 1 abo 2 3amicHu-
KaMu no TMM cammm abo no pi3HUM 3aMiCHUM une-
HaM, 3a3HayeHi 3aMICHVIKI/I BMGMQarOTbCQ i3 rpynu, Aka
CKnaaeTbes i3 -C(O)R", -CO2R", -C34ankinCOzR" Ta
R%;

iii) opgHiei cnomyku i3 imigasoniguH-1-iny, 2-
imigasonin-1-iny, nipason-1-iny, iMigason-1-iny, 2H-
TeTpason-2-iny, 1H-tetpason-1-iny, nipon-1-iny, 2-
niponinH-1-iny, Ta 3-niponiH-1-iny, ge KoxHa i3 3asHa-
YeHux cnonyk 2H-tetpason-2-iny ta 1H-tetpason-1-
iny 3amiweHa no TOMy CamoMmy ByrneLesomy uneHy 0
abo 1 -Co4ankinR?, -Co4anK|nSR -Co4ankinCOzR”,
Ta 3amicHukom HetR?;

iv) ogHiel CI'IOJ'IyKVI i3 1,2,3,4-TeTparigpo-XiHoniH-
1-iny, 1,2,3,4-TeTparigpo-i3oxiHoniH-2-iny, iHgon-1-
iny, isoiHgon-2-iny, ingoniH-1-iny, 6eHsimigason-1-iny,
2,8-piasa-cnipo[4.5]nekan-1-oH-8-iny, 4-{[(2-TpeT-
6yTokcMKapboHinamiHoumknobyTaHkapboHin)-amiHo]-
MeTun}-ninepnanH-1-iny, 4-{[(2-
aMiHouwuknobyTaHkapOOoHin)-amiHo]-mMeTunn}-
ninepuaunH-1-iny, 3,9-giasa-cnipo [5.5 ]yHaekaH-3-
kapboHoBa kucnoTa-9-in TpeT-6yTunosoro egipy, 4-
okco-1-eHin-1,3,8-Tprasa-cnipo[4.5]aek-8-iny, Ta 4-
okco-1,3,8-Tpnasa-cnipo[4.5]aek-8-iny;

ae

3amicHuk HetR® aBnsie coboto 4-7 uneHHe rete-
POLMKIIiYHE KifblLe, WO Mae TOYKY MPUEOHAHHS Byr-
neweBoro uneHa Ta mictutb uned >NRY sk retepo-
aTOMHUIM u4rieH, i 3a3HayeHun reTtepoaTtoMHUN YneH
BiJOKPEMIMEHUA Bi4 3a3HAYeHOI TOYKU MPUEOHAHHS
BYINELIEBOro 4fieHa npuHaviMHi OgHWMM [0OaTKOBUM
BYIMELEBM 4neHoM;

R" BuGMpaeTLCs i3 [Pyny, Aika CNapaeTbes i3H, -
Ci4ankiny, -Co4ankinR™, koxeH i3 AKMX 3amiweHnn,
npu I'IOTp66I 1, 2 a6o 3 3amicHukamu R,

R Bm6mpaeTbc;| |3 rpynu, sika ckrnagaetbes i3 -
CO2R?® 1a -C(O)NR°R®;

RM Bm6mpaeTb0ﬂ i3 rpynu, sika CKJ'Iae,aCTbCFl i3 R,
iHgon-7-iny, -SOZR -Cs4ankinSO2R’, -SQZRY, -
C(O)CmanKanR -Co4ankinC(O)NR®R®,  Co.
4ankinC(0)CO2R", 1,3-auriapo-iHaon-2-ox-1-iny, 1,3-
/:wlrl,u,po -6eH3oimigason-2- OH 1-iny, TeTpason-5- |ny, 1-
RY- -1H-teTpason-5-iny, R'-Tpuasoniny, 2- RY-2H-
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TeTpason-5-iny Ta -Co4ankinC(O)N(R")(SO2RY), ko-
XKeH i3 FlKMX 3amilleHuii, npy noTpebi, 1,2 abo 3 3ami-
CHVIKaMM RY;

RN BMGMpaeTbCH i3 rpynu, fka cknapaeTtbcs i3
OCHs, CI, F, Br, I, OH, NHz, CN, CF; CHs,
OC(Og Hs Ta NO2;

BMGMpaGTbCH i3 rpynu, ska cknagaetbea i3 R,
-C.4ankinOR”, RA -C1ankinCoOzR", -C1.
zaJ'IKIJ'ICONR R iHoon-7-iny, Ta -SO,Cq.4ankiny;

R® BMGMpaCTbCH i3 rpynu, fka cknagaetbcd i3
dTOpO, X1opo, 6pomo, odo, TPUHTOPOMETH ny, Tpu-

xnopomertuny, -CN, C1.4aJ'IKIJ'Iy, -Co.4aJ'IKIJ'IR -Co-
sankinRA" -Co4anK|nOR -Co4an|<|nC02R -Co-
4aJ'IKIJ'INR R? , -Co+ankinNRYCOR" , -Co.
4anKinNRYCONRYRZ, -Co4aJ'IKiJ'INRYSOZRY, Ta -Co.
4anKinSRY;

R® 1a R® BUOMPalOTbCH, HEe3anexHo, i3 rpynu,
Aka cknagaetbca i3 H, -C14aJ'IKIJ'Iy, Ta -Co.
sankindeHiny; sk anbTepHaTuBa, R® ta R® 6epyTbest
pasom 3 aSOTHVIM YNIEHOM, OO SKOro MpUELHaHI 3a-
3HayeHi R® ta R® 3 YTBOPEHHAM 4-7 YNEHHOro rete-
pouuknivyHoro kinbus, wo mae 0 abo 1 gopartkoBui
reTepoaToOMHUN YreH, KOTpui BVI6I/IpaCTbCFl i3 rpynu,
ska cknagaeTses i3 O, S Ta >NR”, 3a YMOBMW, LLO 3a-
3Ha4YeHUN [0AaTKOBUIMA TeTEepoaTOMHUIA YNeH Bigo-
KPEMITEHUI MPUHANMHI JBOMA BYrNeELEBMMUN YrieHaMm
Big 3a3Haquoro a30THoro yneHa, 0o SIKOro NpuegHa-
Hi 3a3Haveni R° Ta R i 3a ymoBM, WO KOJ'IVI RY sBnsie
coboto Co.4aJ'IKIJ'IRAr RAr He € 3amileHnm R";

R" BMOUpAaETLCA i3 rpynu, sika CknagaeTbes i3 RY
Ta -Cs. 7L|,V|Knoan|<|ny,

R Bm6vyoaeTbc;1 i3 rpynu, sika CKJ'Ia/J,aGTbCFl i3 -
OR NR R%, -Ci4ankiny, Ta - Co.4aJ'IKIJ'IR

R Bm6mpaeTb09| i3 rpynvl sKa cxna,qaeTbc;i i3H, -
Ciuarnkiny, -CosarkinRY Ta -CosankinR™ , KOXeH i3
SAKUX SaMIIJJ,eHVIM npu notpebi, 1, 2 abo 3 3amicHuKa-
MU R

R* Bm6mpaeTb0ﬂ i3 rpynu, sika cmaeaemcg i3 R,
-C24ankinOR”, -C1.2an|<|nCOz -C1-
zaJ'IKIJ'IC(O)NR R® Ta -C24ankinNR°R®;

KOJ'IVI RY ta R* npuegHaHi 4o a3oTHOro LmeHa RY
Ta R? BUOMpaTbCa AK BmsHaquo BuLLe, abo R' Ta
R? 6epyTbCca pa3om 3 R- ta R%, wo npuegHaHi ao
a30THOro 4neHa, 3 yTBOpeHHﬂM 4 7 JneHHoro rete-
POLUMKMIYHOIO KinbLs HetR wo mae 0 abo 1 popat-
KOBWUI reTEPOATOMHMWI YNEH, KOTpUii BM6I/Ipa€TbC$I i3
rpynu, sika cknagaetbces i3 O, S Ta >NRY, 3asHaueHe
4-7 yneHHe reTepouuknivyHe KinbLe HetR? mae 0 a6o
1 KapOOHINbHUI YreH, i 3a3Haque 4-7 uneHHe rete-
pouuknivyHe Kinbue HetR® mae 0 a6o 1 BaneHTHO no-
3BOJ'IeHMM BYIMELEBUIA YIEH, SaMILI\.,\eHVIVI NpUHaNMHi
OJHi€r0 RM, -CO2H ta —Co.1ankinOR";

R sBnsie coboto CKIaoBy 3 TOYKOK MpUeaHaH-
HSA BYIMELEBOro YreHa, i 3a3HaveHa cknagosa BUOU-
paeTbCs i3 rpynu, WO BKIOYae deHin, nipuavn, nipu-
Migun Ta nipasuHin, ge KoXXeH BaneHTHO Y3rogKeHumn
BYrEeLEBUN YNeH Y KOXHIN i3 3a3HayeHuX cknagoBumx
3aMILLl,eHMVI Hesane>|<Ho npuHanmMHi ogHum i3 0, 1,2
abo 3R i 0a6o 1R";

R asnsie coGoro 3-8 uneHHe kinbue, wo mae 0,
1 abo 2 reTepoaToOMHUX YNEHUN, KOTPI Bm6mpar0Tbc;| i3
rpynu, ska cknagaetbed i3 O, S, N T1a >NRY, wo mae
0, 1 abo 2 HeHacnyeHux 3B'A3kKn, mae 0 abo 1 kapbo-
HIMbHWIA YneH, e KOXeH BaneHTHO Y3ropKeHUn YneH
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Yy KOXHOMY i3 3a3Ha4eHMX Kineup 3amilleHVn, Hesa-
nexHo, 0, 1 a6o 2R

Ta

R" sBnsie coGolo NiHinHY 3-5 YneHHy ByrneBoaHe-
BY ckragosy, Wo mae 0 abo 1 HeHacuyeHWn 3B'S30K
Byrneub-ByrneLp, i Mae 0 abo 1 kapbOoHINbHWIN YneH;

abo ix eHaHTiomepu, giacTepeomMepu, palemariy,
TayTomepw, rigpatu, conbBatu, abo dapmaueBTUYHO
NPUAHATHI coni, edipy Yn amigu.

BapiaHT paHoro BuWHaxody BKMNOYaKTb HOBI
cnonyku, Wwo € iHriditopamm LTA4H eH3umy i maloTb
3aranbHy cdopmyny (I1):

\ X
/
e 0

—
wW—HN
a7
abo ix eHaHTiomepwu, giacTepeomMepu, pauemary,
TayToMepw, rigpaTtu, conbBaTu, abo dapmaleBTU4HO
NPUIAHATHI coni, echipm abo amigu,

Ae

R* R X, Y ZtaW BVISHaHaPOTbCFl AK 'y cnonyui
cbopmynm (I) R? BusHauaeTbcs sk R? y cnonyui ¢op-
mynu (1), i R’ BusHavaeTbcs sik R y cnonyui dopmy-
nwm (1),

3a YMOBMU, IO

(a) NnpuHaiMHi ogHa i3 3a3Ha4YeHux R 1aR® He €
€TNNOM, KON 3a0BONbHAETLCA OAUH BapiaHT BUOO-
py y rpyni, Wo cknagaetbcd i3 BapiaHTiB (s1), (s2),
(s3) Ta (s4), i KoxXeH i3 3a3HayYeHVX BapiaHTiB BU3Ha-
YaeTbCcs K

(s1): R* asnsie coBowo H, Z aBnsie coboo O, W
saBnsie coboto CHy, Y sBnsie coboto CHy, i X siBnsie

coboto S;

(s2): R* asnsie coBowo H, Z aBnsie coboo O, W
aBnsie coboo CHy, Y saBnsie coboo CHy, i X aBnse
coboro NH;

(s3): R* asnsie coBowo H, Z aBnsie coboo O, W
aBnsie coboto CHy, Y aBnsie coboto O, i X aBnsie co-
oo S;

(s4): R* siensie coGot 5-xnopo, Z sienisie co6oko
O, W saBnsie coboto CH,, Y aBnsie coboto CHa, i X
ABMsie coboto S;

(b) 3a popaTkoBOI YMOBM, WO KoMK Z ABMSIE CO-
ooto 3B 'A30K, Y aBnsie coboro CHz, W ﬂBJ‘IFlG 006010
CHR' -CHa, R' asnsie coboro H, i ogHa i3 R? Ta R
aBnse coboto 1H-imigason-2-in, Toai iHwa i3 R taR®
BMbupaetbes i3 A1), B)-L), ae B)-L) € Takumm, sk Bu-
3Ha4eHo BuLe anst cnonyku coopmynu (1), i A1) ckna-
paetbcs i3 H, CarankeHiny, ge Byrneup y 3asHade-
HoMy CgszankeHini, WO MpuegHaHU [0 a30THOro
yneHa, mMae nuwe npocTi 3B'a3kn, Cs.zankiHiny, ae
3a3HayeHU ByrneuUp Yy 3a3Ha4YeHOMy ankiHini, LwWo
NpuYeSHaHWN 0O a30THOrO YrieHa, Mae nuwe MNpocTi
3B'a3ku, Cs7Lnknoankiny, wo €, npu notpebi, 6eH3o-
3mutuM,  CsyuuknoankeHiny,  -CszumknoankinCi.
rankiny, -Cq.zankinCszumknoarnkiny; ta

(c) 3a popaTtkoBOi ymMOBW, WO Konu X sIBMSIE CO-
6ot S, i Y aBnsie coboto O, Z sBnsie co6oro 3B A30K,
W gaensie coboo CHz, Toai ogHa i3 R ta R® He €
XCG, konu iHwa € Cygankinom, ae XCG saBnsie co-
6oto rpyny
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CN
—CH,
N—" GO
(XCG)

HCI6
ge HC16 saBnsie coboto ogHy i3 rpyn H, Ci.
sanKiny, ranoCi.sankiny, aniny Ta Ci.

sankokcumeTuny, i GO € rpynoto, koTpa npuegHaHa
BYIneLeBuM 4YreHom, wo mae a=O 3aMicHuKa, sIKun
yteoptoe amigorpyny (>N-C(O)-) 3 a3oTHUM uneHom,
[0 AKoro npvegHaHa 3asHadveHa rpyna GO.

IHWIi BapiaHTW AaHOro BUHaxo4y BKMOYaKTb HOBI
cnonyku, Wwo € iHriditopamm LTA4H eH3umy i maloTb
3aranbHy dopmyny (I):

= X,
R‘L——:—/ N}—Y
R (1
_\_ /Rg-

W—N

abo ix eHaHTiomepwu, diacTepeomMepu, palemary,
TayTomepw, rigpatu, conbBatu, abo dapmaueBTUYHO
NPUIAHATHI coni, echipm abo amigu,

Ae

R* R X, Y Z ta W BM3Ha4yaloTbCs §K y cnonyui
cbopmynm (I) R BM3HauaeTbes sk R? y crnonyui ¢o-
pmynu (1), i R® BusHauaeTbos sik R® y cronyui dop-
mynu (1),

3a yMOBM, IO .

(a) 3asHaueni R Ta R* popaTkoBo 3af0BOfb-
HSII0Tb HACTYMHUM YMOBaM:

(e1): npuvHaiMHi ofHa i3 3a3Ha4YeHnx R? ta R*
He € Ci4ankinom, konu Z asnse cobow O, i X asnsie
coboto S;

(e2): xopHa 3 R? Ta R® He € C14arnkinC(O)R”, ne
R* siBnsic coboio ofHy i3 HacT YMHUX TPy C14aJ'IKIJ'I
OH, -OC4ankin, -OCo4ankinR™ a6o -NR" R  korm Y
SABMSE co6oro 0, Z siBnsie coboto 38's30K, | R? BiAMiH-
Ha Bifg R

(e3): )KO/J,Ha 3R 1aR  He e C1.6anK|nCN Konu
Y aBnsie co6oro O, Z sBnsie coGoto 38'A30K, i R? Bia-
MiHHa Big, R®

(b) 3a ,D,O/J,aTKOBO'I' ymMoBW, Wo Konmn X ABMSiE Co-
6ot S, Y sBnsie coboto O, Z aBnsie 0060ro 38! 'A30K, i
W aBnsie coboto CHy, Toai oagHa i3 R ta R* He €
XCG, konu iHwa € Cqeankinom, ae XCG saBnsie co-
6oto rpyny

%'——(_CHZ 1-4
N— GO
(XCG)
HC16
ge HC16 saBnsie coboto ogHy i3 rpyn H, Ci.

sanKiny, ranoCi.sankiny, aniny Ta Ci.
sankokcumeTuny, i GO € rpynoto, koTpa npuegHaHa
BYIneLeBuM 4YreHom, wo mae a=O 3amMicHuKa, sIKvn
yteoptoe amigorpyny (>N-C(O)-) 3 a3oTHUM uneHom,
[0 AKoro npvegHaHa 3asHadveHa rpyna GO.

I3omepHi popmu cnonyk nonepegHix opmyn Ta
X dhapmaueBTUYHO MNPUMHATHUX COMen, amifiB Ta
edipiB OXONNIKTLCA AaHUM BUHaxodoM, i nig nocu-
NaHHAM Y AaHOMY TEKCTi Ha O4HY i3 TakuMx i30MepHMX
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dopM MaeTbCa Ha AyMUi, IO BOHO CTOCYETbCSA Mpu-
HaMHI OfHI€T i3 Taknx isomepHUx chopM. Psposomy
daxiBueBi y AaHi ranysi 3po3ymino, Lo Cromyku
3rigHO 3 JaHWMM BMHAxo4OM MOXYTb iCHyBaTW, Hanpwu-
Knag, y BUrMsAi €4uHOI i3omepHol opmu, ToAai SK
iHLWWi cnonykn MoxXyTb icHyBaTu y ¢hopMi perioizomep-
HOT CyMiLLi.

HesanexHo Big TOro, 4n 3asiBNeHo Le y SIBHOMY
BUrnagi y 6yab-akii YyacTuHi onucy Ta cpopmyni BuHa-
XoA4y, 3p03yMino, WO KOXHa iHTepnpeTaLlisi 3aMmiCH1Ka
Ta uneHa y KOHTEKCTi OaHoro BMHaxogy pobuTbes
HesanexHo Bif Oyab-sKOi iHLWOI iHTepnpeTauii Takoro
YrieHa Ta 3aMiCHMKa, SIKLLO OKPeMO He 3a3HadeHo. Fk
nepLmnin npuknag i3 TepMiHonorii 3aMiCHWUKIB, SKLLO
3aMICHVIK S npucian € OAHUM i3 Sq Ta Sy, | 3aMiCHUK
s? npunian € OAHUM i3 Sz Ta S4, TOAI Ui iHTepnpeTawii
CTOCYIOTbCS BapiaHTiB AaHOro  BMHAXOAY, MOAAHMX
3r|/:|,Ho 3 BuGopamm S’ nprnan  SABMISE coboo Sy, i
s? npuknag SBNSIE cO6OLO S3; s! npuknan IBNSIE cOBoKO S1, i
Sznpmaﬂ saBnsie coboto Sy; 81.1pl,..m,—:,;l ABnsie coboto Sy, i
Sznpmaﬂ saBnsie coboro Ss; s! npuknan SIBNSIE COBOKO Sy, i
Sznpmaﬂ ABnsie coboto Sy; Ta ekBiBaneHTaMm KOXXHOro
i3 Takmx BubopiB. bBinbLu cTena TepMiHonoris
"s! npuknag € OOHUM i3 S Ta Sy, i s? npuknan € OOHWM i3 S3
Ta S4" 3acTocoBaHa BiAMOBIAHMM YMHOM Y AaHOMY
TEKCTi 3apagu KOpPOTKOCTIi, ane He sik 3acib obmexeH-
HA. [MonepedHin nepwwui npuknag i3 TepMiHonoril
3aMiCHUKIB, KK HaBedeHWn y 3aranbHuUX TepMiHax,
Mae Ha Jymui npoinoctpysaTu pisHi iHTepnpeTauil
3aMicHuka R, Wwo onucaHi B gaHomy TekcTi. [onepe-
OHSA OOMOBIEHICTb, WO nogaHa TyT Ans 3aMiCHUKIB,
MOLUMPIOETLCS, KOMW Lie MOXIMBO, Ha YMeHu, Taki 5K
X, Y, ZT1aW, inokasHuk n.

Kpim Toro, konu ans 6yab-akoro yneHa abo 3ami-
CHUWKa AaeTbCs Kinbka iHTepnpeTauin, BapiaHTu gaHo-
ro BMHaxody BKIOYAIOTb Pi3Hi rpynyBaHHs, LIO MO-
XyTb OyTn 3pobneHi 3a nepeniyeHnmm
iHTepnpeTauismy, wWo 6epyTbca He3anexHo, Ta iX
ekBiBaneHTamMu. Sk Apyrun npuknag i3 TepMiHonorii
3aMiCHUKIB, SIKLWLO B AAHOMY TEKCTi OMUCYETbCS, LWO
3aMICHVK Snpunang € OOHWUM i3 S+, Sy Ta Sa, Lel nepenik
CTOCYeTbCA BapiaHTiB AaHOro BWHaxody, ANs SKWX
Shpuknan ABNSE COO00 S1; Snpuknag ABMAE coboo Sy;
Shpuknan ABMAE COBOIO S3; Snpunan € OAHWUM i3 S Ta Sy;
Shpunag € OAHWUM i3 S1 Ta S3; Snpuknan € 0OAHUM i3 Sz Ta
S3; Snpunan € 0BHUM i3 S1, Sy Ta Ss; i Snpuknan € Oyab-
SIKMM €KBIBaNEHTOM KOXHOro 3 LMX BMOOpIB. BinbLu
cTucna TepMiHonoria "Sppuaas € OAHWMM i3 Sq, Sy Ta
S3" 3acTocoBaHa y AaHOMy TeKCTi 3apagu KOpOTKOCTi,
ane He gk 3acid obmexeHHsi. MonepepHin aOpyrui
npuknag i3 TepMiHONOrii 3aMiCHUKIB, SIKUWN HaBe4eHUI
y 3aranbHuX TepMiHax, Mae Ha AyMLi NpoinocTpysa-
TW pi3Hi iHTepnpeTauil 3amicHuka R, wo onucaHi B
JaHomy TekcTi. [lonepeaHs OOMOBMEHICTb, WO noga-
Ha TyT NS 3aMiCHUWKIB, MOLUMPIOETLCSH, KOMN Lie MOX-
NNBO, Ha YneHu, Taki gk X, Y, Z ta W, i nokasHuK n.

Ak maeTbea Ha gymui, HomeHknatypa "Cij" npu
j>i, Konn BoHa 3acTocoBaHa y 4aHOMy TEKCTi 40 Knacy
3aMIiCHUKIB, CTOCYETLCS BapiaHTiB 4aHOro BUHAaXoAY,
ANs SIKNUX peanisyroTbCs KOXeH i BCi HoMepu ByrneLe-
BWUX YNeHiB, Bif i 4O j, BKMoYatouu i Ta j. Ak npuknag,
TepMiH Ci.3 CTOCYETbCH, He3anexHo, BapiaHTiB, Lo
MalTb ogvH Byrneuesui uneH (Cq), BapiaHTiB, WO
MalTb ABa Byrreuesux yneHun (Cy), i BapiaHTiB, WO
MaloTb Tpu ByrmeLeBux 4neHm (Cs).



111

TepmiH Chmarnkin crocyetbcsi anicatnyHoro na-
Hulora, npsmMoro abo posrany>KeHoro, i3 3aranbHuUM
yncnom N ByrneLeBux YneHiB y JaHOMY MaHLory, LWo
3agoBornbHae NSN<m, npy m>n.

Konun Gygb-sika 3MiHHA, LLO CTOCYETbCA 3aMiCHU-
Ka, uneHa crnonyku abo MokasHuKa, 3yCcTpivaeTbecs
Ginblie ogHoro pasy, NOBHWI AianasoH iHTepnpeTa-
Lin, 9K MaeTbCH Ha AYMLUi, CTOCYETbLCS KOXHOrO TakKo-
ro BMMNagKy, He3anexHo Big crneuundiyHoi(Mx) iHTep-
npetauii(uin), wo pAaetbcd Oyab-AKOMY iHLLIOMY
BUMNAAKY NOsiBU Takol 3MiHHOI.

3rigHo 3 monepegHiMK MOSACHIOBANbHUMK MipKy-
BaHHAMUW LWOO0 iHTeprpeTauin Ta HOMeHKnaTypw,
3pO3yMino, Lo NpsiMe NOCUNaHHA y AaHOMYy TeKCTi Ha
MHOXWHY O3Hayae, e Lue Mae XiMiYHWA CeHC i SKLLIO
He 3a3HaJveHe iHLe, He3anexHe NOCUNaHHa Ha Bapi-
aHTW Takol MHOXMHW i NOCUMaHHA Ha KOXEeH i BCi MO-
XINuBI BapiaHTU NIOMHOXWH OaHOI MHOXWHW, Ha SKY
pobuTbCa NpPsiMe NOCUNaHHS.

[aHun BMHaxia Takox nogae cnocobu iHribysaH-
HA akTuBHOCTI LTA4H eH3umy 3a JOMOMOrol Takumx
crnonyk Ta dapmaueBTUYHi KOMMOo3ulil, WO MICTATb
Taki Cronyku, i cnocobun BUKOPUCTaHHS TakMxX KOMMO-
3u1Lin y nikyBaHHi abo 3anobiraHHi ctaHam, Ski onoce-
pegkoBytoTbcst LTA4H eH3MMHOK aKTUBHICTHO.

dapmaueBTUYHI KOMMIo3uuii 3rigHO 3 AaHUM BU-
Haxo4oM BKMNOYaloTb MPUHAWMHI OAHY 3i CNonyk Aa-
HOro BMHaxody. AKWO y AaHy KOMMNO3ULiO BKITHOYEHO
GinbLue ofgHiel i3 Taknx Cnonyk, TepaneBTNYHO edek-
TMBHA KiNbKiCTb MoXe OyTu CcyMiCHO edEeKTUBHO
KinbkicTto. Sk Taki iHribitopn LTA4H eH3umy, cnionyku
Ta KOMMO3uuil 3rigHO 3 OaHMM BWHAXOAOM KOPWCHI
ans 3anobiraHHs, iHribyBaHHA abo nikyBaHHA 3ana-
NeHHs.

OaHunin BuHaxig Takox nogae apmMaueBTUYHY
KOMMO3uLjlo Anst NikyBaHHA abo 3anobiraHHst LTA4H-
ornocepeakoBaHOMy CTaHy Yy cyb'ekTa, WO BKMOYae
TepaneBTUYHO edPEKTUBHY KifbKiCTb NPUHANMHI 0OHO-
ro LTA4H mopynsitopa, KOTpuin BUBUpaeTbCs i3 cro-
nyk coopmyn (1), (II) Ta (Ill), ix eHaHTiomepiB, giacTe-
peomepiB, pauemartiB, papmMaueBTUYHO MPUNAHATHUX
coneu, amigis Ta edipis. Kpim TOro, gaHun BuHaxig
nogae cdapMaueBTU4HY KOMMO3MLito ANs iHribyBaHHSA
3ananbHoi peakuii y cyb'ekTa, WO BKIOYae Tepanes-
TUYHO eMEeKTUBHY KiNbKiCTb NPUHaNMMHI  OOHOro
LTA4H iHribiTopa, koTpui BMOMPAETbCHA i3 CMONyK
dopmyn (1), () Ta (lll), ix eHaHTiomepiB, AiacTepeo-
MepiB, pauemarTiB, papMaLeBTUYHO MPUNHATHUX CO-
newn, amigiB Ta eqipis. [JaHui BMHaxig Takox nogae
npoTM3ananbHy KOMMO3wLilo, L0 BKMOYae Tepanes-
TUYHO eEKTUBHY KifNbKiCTb NPUHAWMHI OOHIET NpoTH-
3anarnbHOi Cronyku, sika BubupaeTtbea i3 cnomyk do-
pmyn (DO (1) Ta (), ix eHaHTiOMepIB,
JiactepeomepiB, pauemaTiB, IiX dapmalLeBTUYHO
NPUARHATHUX conewn, amifis Ta edipis.

[aHun BUHaxia Takox nogae cnocobu nikyBaHHA
abo 3anobiraHHA 3ananeHHsm y cyb'ekTa, LUO BKIO-
YalTb MpU3Ha4YeHHA JaHoMmy cyb'ekTy y 3B'A3Ky i3
3ananbHoK peakuielo apmMaueBTUYHOT KOMMNO3uLii,
KOTpa BKIOYaE TepaneBTUYHO eEeKTMBHY KinbKiCTb
NpUHanMHi ofHIiel NpoTn3ananbHOI Cronyku, sika Bu-
6upaetbes i3 cnonyk copmyn (1), (1) Ta (Ill), ix eHan-
TiomepiB, AiacTepeomepiB, pauemarTis, X dapmares-
TUYHO MPURHATHUX conewn, amigiB Ta edipis. OaHun
BMHaXxi TakoX nogae cnocobu nikyBaHHA abo 3anobi-
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raHHs bTA4H-onocepegkoBaHoMy cTaHy y cyb'ekTa,
LLO BKMOYaOTb NpU3HaYeHHs gaHomy cyb'ekty dap-
MaLeBTUYHOI KOMMNO3WLT, SKka BKNOYae TepanesTUyHO
edeKTUBHY KinbkicTb npuHanmMHi ogHoro LTA4H mo-
aynsTtopa, skuin BubupaeTbes i3 cnonyk cdopmyn (1),
(1) Ta (), ix eHaHTiomepiB, AiacTepeomepis, pave-
MaTiB, iX dpapMaLeBTUYHO NPUMHATHUX CONewn, amiais
Ta edipiB. Kpim Toro, gaHuin BMHaxig nogae cnocobu
iHribyBaHHs 3ananeHHs y cyb'ekTa, WO BKIOYaOTb
npu3HadyeHHs paHomy cyb'ekTy apmaueBTUYHOI
KOMMO3WLji, fika BKINOYae TepaneBTUYHO edeKTUBHY
KinbKicTe npuHanmHi ogHoro LTA4H inribiTopa, KOT-
puin BUbupaetbes i3 cnonyk dopmyn (1), (I1) Ta (1), ix
eHaHTiomepiB, diacTepeomepiB, pauemarTiB, iX dap-
MaLeBTUYHO NPUAHATHUX CONen, amigiB Ta eqipis.

[aHun BuHaxia nogae cnocobu nikyBaHHS, 3ano-
GiraHHs Ta/abo iHribyBaHHsSI CTaHIB, LLO acoLiloThCs
3 Ta/abo cnpuYMHIOTL 3ananeHHs, Taki sk Oyap-ske
i3 MHOXMHWM HACTYMHWX CTaHIiB: acTMa, XpPOHiYyHa 06-
CTpyKTMBHa xBopoba nereHb (COPD), aTtepocknepos,
peBMaToigHUA apTPUT, PO3CITHUIA CKNepo3s, 3ananbHa
KMwkoBa xBopoba (Bkntovatoum xBopody KpoHa Ta
BMPa3KoBMI KkoniT) abo mncopias, KOTpi xapakTepusy-
10TbCS HaOMLWKOBMM abo TpyBanuM 3anarneHHsaM Ha
Jesikin cTafii 3aXBOpOBaHHS.

HopaTkoBi 0cOGNMBOCTI Ta NepeBarn JaHoro Bu-
Haxody CTaHyTb OYEeBUOHUMMW i3 HaBeOEeHOro Huxye
AeTanbHOro Onucy, BKIOYalouM NpuKnagn Ta NyHKTK
dopmynu BUHaxoay, LU0 AOAAETHCS.

OaHunin BuHaxig cnpamoBaHWA Ha cnonyku ¢op-
myrim (1), (II) abo (lll) sk TyT BM3HAYeEHO, iX EHaHTIO-
Mepwu, giactepeomepu, pauematu, X apmaueBTny-
HO NPUAHATHI coni, amign Ta edipu, dapmaLeBTUYHI
KOMMO3KLji, WO MICTATb NPUHAWMHI OOHY i3 Takux
Cronyk, Crnocobu BWKOPWUCTaHHS, BKMOYaYM niKy-
BaHHA Ta/abo 3anobiraHHA cTaHam, TakUM SK Ti, WO
onocepeakoBytoTbc LTA4H, Ta cnocobu Burotos-
NeHHs Takux hapMaLeBTUYHUX KOMNO3ULLIN.

HacTynHi TepMmiHM BU3Ha4veHi HWX4e no ix 3acTo-
CYBaHHIO Yy JaHin 3asBLi.

"AnkKin" Bkrovae BYrneBOAHi 3 NpAMUMK Ta pos3-
rany>xeHuMu naHulramu 3 NpuHanMHi 0gHUM BOAHE-
BMM aTOMOM, LUO BUMYYEHUIN 3 YTBOPEHHAM pagwvka-
NbHOI rpynu. AnKinbHi rpynu BKMOYaloTe METUA, eTun,
nponin, isonponin, ©6ytun, i306yTun, t-6ytun, 1-
MEeTURNPONIif, NeHTWUM, i30NeHTU, BTOP-NEHTUN, rek-
cun, renTun, okTUN i T.4. Ankin He BKMoYae uyknoarn-
Kir.

"AnkeHin" BKNOYae BYrNEeBOAHEBI pagukann 3
NpAMYMU Ta PO3rany>XeHNMKW faHuoramMmm Sk BuLle 3
NpUHaMMHi  OOHWM MNOABIMHUM  3B'A3KOM  Byrneub-
Byrneup (sp). AKWO He 3a3HadeHo iHwe npedikcom,
LLIO BKa3ye Ha KinbKiCTb BYrneLeBnX YNeHis, ankeHinu
BKIMIOYaloTb eTeHin (abo BiHiNn), npon-1-eHin, npon-2-
eHin (abo anin), isonponeHin (abo 1-meTUNBiHIn), OyT-
1-eHin, OyT-2-eHin, OyTagjieHinM, NeHTeHinu, rekca-
2,4-pieHin i T.4.

"AnNKiHin" BKMOMae BYIMEBOAHEBI paavkanu 3
NpAMYMU Ta PO3rany>XeHNMMW faHuoramMmm Sk BuLle 3
NpUHaMMHi  OOHUM MOTPINHMM  3B'AI3KOM  BYyrneLb-
Byrneup (sp). AKWO He 3a3HadeHo iHwe npedikcom,
LLIO BKa3ye Ha KiNbKiCTb BYrneueBuX YneHiB, ankiHinm
BKIMKOYAIOTb ETWHIN, NPONIHinW, GYTUHINM Ta NEHTUHI-
nu. ByrneBoaHeBi pagvkanu, WO MaloTb CyMill no-
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OBIMHUX Ta MNOTPIMHUX 3B'A3KiB, Taki K 2-NeHTeH-4-
iHiN, y JaHOMy TeKCTi 3rpyrnoBaHi ik ankiHinm.

"AnKokcun" BKIOYaE arnkineHy rpyny 3 npsMvmu
abo posranykeHMMu naHuoraMmm 3 KiHLEBUM KUCHEM,
Wwo 3s'edHye AaHy ankinbHy rpyny 3 pewToro AaHol
MOneKynu. AFKOKCW BKIlOYae METOKCW, eTOKCU, Npo-
noKcw, i3onponokcu, ByTokcu, t-ByTokcu, MeHTOoKeH i
T.A. "AmiHoankin", "tioankin" Ta "cynedoHinankin" e
aHaroramy arnkokcu, 3 3aMiHOIO KiHLEBOro KUCHEBOIO
aToma arnkokcu Ha, ignosigHo, NH (a6o NR), S, Ta
SO..

Akwo He 3a3HayveHo iHWe npedikcom, Lo BKasye
Ha KinbKiCTb BYrneLeBux YreHis, "Uuknoankin" Bko-
Yae UMKNoNponin, U1KNobyTum, LMKIONEHTUI, LUKIO-
rekcun, LMKNorenTun, LUKNOOKTUM i T.A4.

Akwo He 3a3HayveHo iHWe npedikcom, Lo BKasye
Ha KiNbKiCTb BYrNeueBUX YMeHiB Yy AaHi LMKMIYHIRA
CTPYKTYpi, "retepouuknin”, "retepouukniyHni" abo
"retepounkn” siBnsie coboto 3-8-uneHHy apomaTuyHy,
Hacu4eHy abo 4acTKOBO Hacu4yeHy okpemy abo 3nuTy
KinbUEeBYy CUCTeMy, LLO MICTUTb Byrneuesi aTomu, e
retepoatommn BubupatTbes i3 N, O Ta S. lNpuknagu
reTepouuKniniB BKNoYaloTb Tiasonin, dypwn, nipaHin,
i3ob6eH3odypaHin, niponin, iMigasonin, nipasonin,
i3oTiasonin, i3okcasonin, nipyavn, nipasvHin, nipuMi-
OVHIN, nipygasuHin, iHQoni3uHin, i3oiHaonin, iHgonin,
iHOa3onin, NypuvHIn, XiHomiH, dypasuHin, niponigunHin,
niponiHin, imigasoniguHin, imigasoniHin, nipasonigu-
HiN, nipasoniHin, ninepugun, ninepaswHin, iHAOMIHIN,
Ta mopdoniHin. Hanpwknag, retepouukninu abo re-
TepoLMKMiYHI pagukanu, SKuM BiggaeTbCs nepesara,
BKMOYaTb  MOPAOMiHiN, ninepasuHin, niponigunHin,
NipUAWH, UMKIOreKCUniMiHo, UuKnorenTunimiHo, i we
Kpalle, ninepugun.

MonoxeHHs 3aMilleHHs Mo3HayalTbCs Yy 3BU-
YanHux TepMmiHax. Hanpuknazg, nonoxeHHs1 3amilleH-
HA ninepuanHOBOI Ta MinepasvHOBOI rpyn mno3Hava-
I0TbCH Y HACTYMNHWIA CMOCIO:

H -

HN 6

3 N s N

4 6

2
"Kap6ouukn" siBnsie coboto yuknoankin abo yacr-

KOBO HaCW4YeHWW UuuMKnoankin, wo He € 6eH3o
2
( )-
P

"Apun" Bkmovae deHin, HadTun, GideHinin, Ter-
parigpoHadTn i T.4, KOXeEH i3 siKux moxe 6ytn, npu
noTpebi, 3amiweHnin. Apun Takox BKMYae apwvnar-
KinbHI rpynu, Taki ik 6eH3unn, deHeTnn Ta deHinnpo-
nin. Apun BKMIOYaE KinbLeBy CUCTEMY, LLO MICTUTb
3amiweHe, npu noTpebi, 6-uneHHe kapOouuknivyHe
apoMaTuyHe KifnbLe, 3a3HaveHa cuctema moxe bytu
OiuuKniYHO, MicTKOBOW, Ta/abo 3nuToto. [aHa cuc-
TeMa MOXe BKIoYaTW KinbUs, WO € apoMaTU4HUMU
abo 4acTKOBO UM UINKOM HacuydeHumu. [lpuknagm
KiNbLEBUX CUCTEM BKMNIOYalOTb iHAEHIN, neHTaneHin,
1-4-gurigppoHadTvn, iHgaHin, 6eHsimigasonin, 6eHso-
TiodeHin, ingonin, 6eH3odypaHin, i3oxiHomiHIN i T.A4.
Mpuknagamu, WO iNIOCTPYIOTL reTepoapwun, € TieHin,
dypaHin, niponin, iMigasonin, okcasonin, Tiasonin,
6eH30TieHin, 6eH3odypaHin, 6eHsimigasonin, 6eH3o-
Kcasonin, 6eH3oTiasonin.
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"lano" Bknovae dTopo, xnopo, 6pomo Ta Nofdo, i
nepesara BiggaeTbcsi dpTopo abo xnopo.

TepmiH "kapboHin" ctocyetbes >C=0O cknagosoi,
Takol, WO KOMW Lien YrneH XxapakTepusyeTbcs sK Ta-
KWW, L0 € YaCTMHO NaHLUroBoi abo LMKMiYHOi CTpy-
KTYpW, BYrMeLEeBUA YneH y AaHin KapOoHinbHii rpyni
6epeTbCs sIK OOUH i3 JaHWNX BYrMELEeBUX YNEHIB TaKoi
NaHLoroBoi abo UMKIiYHOT CTPYKTYpMU.

Ak i y cTaHgapTHIN XiMiYHI HOMeHKNnaTypi, Ha
deHinbHy rpyny y AaHOMy TeKCTi NoCMNaloTbCs SK Ha
"cbeHin" abo "Ph".

3po3yMino, o 3amiCHWKM Ta KOMBiHaLji 3aMicHu-
KiB, KOTPi UUTYOTbCA TYT, He3anexHo Bid TOro, yu
3asiBMEHO MPO Lie y SBHOMY BWrsiAi, CTOCYOTbCS 3a-
MICHWKIB, KOTpPi Y3roJpkKytoTbCsl 3 BaNEHTHICTIO YreHa,
WO 3aMillyeTbes. TepMiHW, Taki fK "BaneHTHO ya3ro-
DKeHU caunT", "BaneHTHO Y3romkeHWn uneH" Ta ix
MopdonoriyHi  Bapiauii 3acTOCOBYOTbCS B AaHOMY
TEKCTi y TakoMy ceHci. Hanpuknag, TepMiH "BaneHTHO
Y3ropKeHun", Konu BiH 3aCTOCOBYETLCS LLIOAO BYyrre-
LleBOrO YfieHa, CTOCYETbCSl YOTMPbOXBaneHTHocTi C;
BiH CTOCYeTbCSA TpuBamneHTHocTi N, konu 3acTtocoBy-
€TbCA LWOAO a30THOro YreHa; i BiH CTOCYETLCA YOTU-
pbOX 3B'AI3KIB @30THOrO YrieHa, KOTpuin 3BUYarHO Xa-
paKkTepu3yeTbCsl NO3UTUBHUM €NEKTPUYHUM 3apsaoM.
BaneHTHO y3romkeHi onuii € 4acTUHOK 3BUYaNHOTO
caxy y OaHin ranysi.

"MayieHT" abo "cyb'ekT" BkNtOYae ccaBLiB, TaKUX
SIK N0y Ta TBapuHW (Hanpuknag, cobaku, KOTu, KOHi,
LWypK, Kpormi, MWL, Heracebki npuMaTn), KOTpi no-
TPebytoTb CNOCTEPEXEHHS, AOCMIMKEHHS, MiKyBaHHS
abo 3anobiraHHsa y 3B'A3KYy 3 peneBaHTHUM CTaHOM
abo xBopoboto. Kpalle, konu NauieHToM € nioamHa.

"Komnosuuis" Bknoyae NpoaykT, WO MICTUTbL BU-
3HayeHi iHrpeaieHT y BU3Ha4YeHuX KiNbKOCTAX, BKIIO-
Yyaum B e(PEKTUBHUX KiNbKOCTAX, Tak camo SK i 6yab-
AKMIA NPOAYKT, WO € NpsAMUM abo HenpsiMMM pesyrb-
Tatom KOMOiHaLi BU3Ha4YeHWX iHrpedieHTiB y BU3Ha-
YeHUX KiNbKOCTSX.

"TepaneBTUYHO edheKkTMBHA KiNnbkicTb" abo "ede-
KTMBHA KiMbKiCTb" Ta rpamaTtuyHO Onu3bki TepMiHM
03HayvalTb TaKy KiNbKiCTb akTUBHOI crionyku abo da-
pMaLEeBTMYHOIO areHTa, KoTpa BusiBnsie BionorivyHy
abo MeanyHy peakuilo y TKaHWHHIA CUCTEMi, TBapWHi
abo nauvHi, SKy OuJiKyloTb LOCMIOHUK, BETepuHap,
MeAUYHMI nikap abo iHWWA KNiHILWUCT, KOTpa BKoYae
nocnabneHHs cuMnToMiB AaHoi XxBopobu abo poana-
4y, SKi NigaanTbCa NiKyBaHHIO.

Tabnuusa akpoHimiB

TepMmiH AKpOHIM
TeTparigpodypaH THF
N,N-gnmetundopmamia DMF
N,N-gumeTtunauetamia DMA
AdvmeTtnncynsgokens DMSO
TpeT-6yTunkapbamoin BOC
Bryauuii cuposaTkoBUi anbbymiH BSA
Bmchonpo;l.yKTMBHa pivHHa  xpomaTtor{ o ~
padis
ToHKowapoBa xpoMaTorpadis TLC

Cnonyku copmynu (1), () ado (Ill) BkmovaTb
CMonyKn, KOTpi BignosigaTe 6yab-sKin i3 kKoMGiHaLin
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BW3HaYeHb, WO HaBedeHi Y JaHOMY TeKCTi, Ta iX ekBi-
BareHTiB.

3po3yMmino, Wo AesKi Cronyku, Ha sk TyT nocu-
nawTbCs, € XipanbHuMM, i/abo MaTb reoMeTpuYHi
i3oMepHi UeHTpW, Hanpuknagd, E- ta Z-isomepu. [Ja-
HUA BUHaxig OXOMNMIOE BCi Taki ONTUYHI i30Mepu,
BKIMOYaloumn fiacTepeoizoMepn Ta paueMmiyHi cymili,
Ta reoMeTpUYHi i3oMepu, KOTpi MatoTb aKTUBHICTb, LLO
XapakTepusye crnonyku gaHoro suHaxogy. Kpim Toro,
Jesiki Crnonyku, Ha ski TyT NocunarTbCHa, MOXYTb iC-
HyBaTW Y COMbBaTHIN, Tak camMo i HeconbBaTHI dop-
mMax. 3po3ymino, Wo AaHMI BMHAXiO OXOMIHOE BCi Taki
COnbBaTHI i HeconbBaTHI POPMU, KOTPI MaloTb aKTUB-
HIiCTb, LLIO XapakKTepusye Croryku AaHoro BUHaxony.
Cnonyku 3rigHoO 3 AaHWM BUMHaxo4oMm, KOTpi 6ynu mo-
andikoBaHi 3 MeTOoK 3pobuTW iX mpuaaTtHUMK Ans
BUSIBMIEHHS OESKUM aHaniTM4HUM MEeTOAOM, TaKoX
nignagatoTb nig ob6car gaHoro BMHaxoay. MNpuknagom
TakuxX CNonyk € cronyka, MideHa pajioakTUBHUM i30-
TOMOM, Taka sik MideHa '°F, koTpa Moxe GyTi BUKOpU-
cTaHa SK 30HA Y TexHili AeTekTyBaHHS Ta/abo oTpu-
MaHHSA 300paXeHb, Takii K MO3UTPOHHA EMiciiHa
Tomorpadpiss (PET) Ta ogHOOTOHHA €eMicCiliHa KOM-
n'totepHa Tomorpadis (SPECT). We ogHum npukna-
OOM Takux Cnomnyk € MideHa pafioakTMBHMM i30TOMOM
cronyka, Taka sik MiyeHa gevitepieMm Ta/abo TpuTiem
cnonyka, KoTpa MOXXe BUKOPUCTOBYBATUCh Y BUBYEHHI
KIHETUKWN peakLin.

3po3yMino, Wo 3amiCHMKM Ta KOMBiHaLji 3aMiCHU-
KiB, KOTPi UMUTYOTbCA TYT, He3anexHo Bid TOro, yu
3asiBMEHO MPO Lie y SSBHOMY BWMISAI, CTOCYOTbCS 3a-
MICHWKIB, KOTpPi Y3rofKytoTbCSl 3 BaNEHTHICTIO YreHa,
Wo 3amiwyeTbcs. Hanpuknag, 3amiCHWK, Konwu BiH
3aCTOCOBYETLCA LWOAO0 BYIMELEBOro YreHa, CToCy-
€TbCA YoTUpbOXBaneHTHocTi C; BiH CTOCyeTbCs Tpu-
BaneHTHocTi N, Konu 3acToCOBYETLCA LWLOA0 a30THOTO
yneHa; i BiH CTOCYETbCA YOTUPBLOX 3B'A3KIB A30THOIO
yneHa, KOTpUn 3BMYaMHO XapakTepusyeTbCs Mo3nTU-
BHUM enekTpuyHMM 3apsagoM. BanmeHTHO y3romkeHi
onuji € YacTUHOIO 3BMYaNHOro dhaxy y AaHin ranyasi.

"Ix dbapMaLeBTUYHO MPUIHATHI coni, amign abo
eipn" cTocyeTbCs Takmx conboBuX, aMigHuX Ta edi-
pHUX OpM CMOMyK OaHoro BuHaxody, wo bynu 6
3po3ymini  Ximiky-cpapmaLeBTy, TOOTO Takux, WO €
HETOKCUYHUMK | Takumu, wo 6yayTe CnpusTiMBO
BMMMBaTN Ha hapMakororivyHi BracTUBOCTI 3a3Have-
HWUX CMOMyK A4aHOro BMHaxody. Taki Cnonyku, Wwo ma-
I0Tb CnpuaTnuBi  ¢pbapmakonoriyHi BnacTmMeocTi, Oy-
AyTb 3po3yMini xiMiky-chapmavneBTy, TO6TO Taki, WO €
HETOKCUYHMMW | TaKi, WO MalTb ¢apMaKosoridHi
BMacTMBOCTI, fAki 3abe3neuvyloTb [AOCTaTHIO YXuBa-
HicTb, abcopbuito, po3nogin, Metaboniam Ta BUAineH-
HS. [HWWMW YMHHWMKaMK, Ginbll NpakTUYHUMK 3a CBO-
€10 MpUpPoaoIo, KOTPI € TakoX BaXNMBUMMK Y NNnaHi
BMOOPY, € BapTiCTb CUPOBWHU, NErKiCTb KpucTanisauii,
BUXid, CTINKICTb, FFPOCKOMIYHICTL Ta MNMUHHICTL pe-
3ynbTy4MX 06'EMHMX NiKiB.

PenpeseHTaTMBHI KMCNOTU Ta OCHOBW, KOTPi MO-
XyTb OYyTW BMKOPWUCTaHi MpU BUrOTOBMEHHI hapmalie-
BTUYHO MPUNHATHUX COMEN, BKITIOYaK0Tb HACTYIHI:

KACMOTK, BKMOYalOYM OUTOBY KWUCAOTY, 2,2-
OVXIIOPOMOSIOYHY KWCIOTY, auuiboBaHi aMiHOKWUCHO-
TW, aguniHOBY KMCIOTY, anbriHOBY KWUCMOTY, ackopbi-
HOBY KkucnoTy, L-acnapariHoBy kucnoTy, ©eHsoncy-
nbOHOBY  KMCNOTY,  OEH30MHY  kucroty,  4-
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aueTamMigoB6eH30MHY KNCNOTY, (+)-KaMdOpPHY KMUCIOTY,
kamdopocynbdoHoBY  kucnoty, (+)-(18)-kamdcpop-1-
CYNb(OHOBY KMCIOTY, KarnpwHOBY KUCMOTY, KarnpoHO-
BY KMCMOTY, KanpumnoBy KWUCIOTY, KOPUYHY KMCIOTY,
NIMMOHHY KUCAOTY, LMKNaMiHOBY KUCMOTY, 4O Aeuunn
cipyaHy Kucnoty, eTaH-1,2-aAMcynbdOHOBY KUCIOTY,
eTaHCcynb(OHOBY KUCIoTy, 2-rigpokcu-
eTaHCyrNb(OHOBY KWCIOTY, MypaLUMHY KWUCroTy, dy-
MapoBY KUCMOTY, ranakTtapoBy KUCMOTY, FeHTU3UHOBY
KWCMOTY, T[IIOKOTENTOHOBY KucnoTy, D-rniokoHoBy
knucrnoty, D-rnokypoHoBY kucroTy, L-rmyTtamiHoBy
KMCIoTY, anbda-oKco-rryTapoBy KUCMOTY, rnikonesy
KUCMOTY, riNypoBy KUCMOTY, GPOMWCTOBOOHEBY KWC-
NOTYy, XNOPUCTOBOAHEBY KUCMOTY, (+)-L-mMonouHy ku-
cnoty, (x)-DL-Mono4Hy KucroTy, NnakTtobioHOBY KuUC-
noTy, maneiHoBy kucrnoty, (-)-L-a6nydHy kucnoty,
ManoHoBy kucroty, (+)-DL-murganeBy kucnoty, me-
TaHCYNb(OHOBY KUCMOTY, HadTaniH-2-CynbOHOBY
KMCNOTY, HadTaniH-1,5-aucynbgoHoBy kucroty, 1-
rigpoKCU-2-HadpTOMHY KUCIOTY, HIKOTMHOBY KWUCMOTY,
a30THY KWCIOTY, ONeiHOBY KUCIOTY, OPOTOBY KUCIOTY,
oKcarniHOBY KUCMOTY, NanbMiTUHOBY KUCMOTY, NamMoBy
KMCoTy, ocdopHy Kucnoty, L-nipornyTamiHOBY
KMCIOTY, caniunnoBy KUCIOTY, 4-aMiHO-caniumnoBy
KUCRoTy, cebaunHOBY KUCMOTY, CTEAPUHOBY KMCIOTY,
OypLWTMHOBY KMCIOTY, CipyaHy KMCrnoTy, AyounbHy
KMcnoTy, (+)-L-BUHHY KMCMOTY, TioLiaHOBY KUCMOTY, p-
TONyoncynbOHOBY KWUCMOTY Ta YHOELWMEHOBY KuC-
noty; i

OCHOBM, BKIMHOYa4M amiak, L-apriHiH, 6eHeTamiH,
6GeH3aTuH, rigpokcua KanbLilo, XoniH, AeaHon, AieTa-
HoMamiH, AieTnamiH, 2-(gietunamiHo)-eTaHon, eTa-
HonamiH, etuneHgiamiH, N-meTun-rnokamiH, rigpa-
6amiH, 1H-imigason, L-ni3vH, rigpokcma marito, 4-(2-
riAPOKCMETUIT)-MOPAONiH, MinepasuH, rigpokcua Ka-
nito, 1-(2-rigpokcmeTun)-niponianH, BTOPUHHWUIA aMiH,
rigpokcua HaTtpilo, TpueTaHonamiH, TpoMeTamiH Ta
TiAPOKCUA LIMHKY.

Oueuce, Hanpuknag, S.M. Berge, et al,
"PharmaceuticalSalts", J. Pharm. Sci. 1977, 66: 1-19,
Ha AKy Yy AaHOMy TeKkcTi pobutbcs nocunanHs. Mpu-
Knagn npugatHux edipis BkntovaoTe Cizankin, Cs.
7UMKoankin, denin, 3amiweHnn deHin Ta deHinCy.
sankin-epipn. Eddipn, Skum Bigaaetbca nepesara,
BKIMOYalTb METUMOBI edipw.

[aHun BuHaxig Bkntovae y cBii obcsar npomenu-
KaMeHTW CromnyK gaHoro BuHaxogy. 3aranom, Taki
npoMeaukamMeHTn SIBMsoTb COOOK  hyHKLOHAbHI
NOXigHi 4aHUX CMONyK, KOTPi Nerko nepeTBopIoTHCS
in vivo y noTpibHy cnonyky. Tak, y cnocobax nikysaH-
HS JaHoro BMHaxody TepMiH “3acTocyBaHHsS" oxor-
M€ NiKyBaHHA Pi3HMX OMUCaHUX po3nagis 3 JONoMo-
rol Cromnyku, LWo chneuiansHo poskputa, abo 3
OOMOMOrO0 CMONYyKKW, KOTpa Moxe ByTu i He po3Kpu-
Ta OKpeMo, arne sika NepeTBOPIETLCA Y AaHy CMOMyKy
in vivo nicns il yXuBaHHA nauieHTom. 3BUYanHi npo-
Luegypy Ans cenekuii Ta MPWUroTyBaHHA NpUMAATHUX
npoMeaukameHTiB onucaHi, Hanpuknag, y "Design of
Prodrags", ed. H. Bundgaard, Elsevier, 1985.

BapiaHT gaHoro BuHaxogy, e X siBnsie coboto
O, 3pobneHi 3rigHO 3 CUHTETUYHUMK MeTOAaMM, Lo
okpecneHi Ha Cxemax A-D Ta F-L, gemMoHcCTpyloTb
LTA4H iHriGiTopHy akTUBHICTb i BUOMpatoTbCs i3 rpy-
nwn, sika BKIIOYaE:
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Ilpukaax

11

Crnoayka

2-[4-(2-ninepuaus- 1 -in-eToKCH)-hEHOKCH]-0€H300KCa301T;

13 (1-{2-[4-(Genzooxcazon-2-inokcH)-peHokcr jeTrn } -ninepuiH-4-i1)-MeTanon;
14 1-{2-[4-(Gen300kca301-2-1I0KCH)-HEHOKCH |-€THIT } -ITinepH iH-4-011;
16 {2-[4-(6enzookcazon-2-inokcu )-heHokeH |-eTiin } -nuOy THII-aMiH;
21 (1-{2-[4-(6en300Kca301-2-110KCH)-HEHOKCH |- THII } - mepu M H-2-1)1)-MeTaHoT;
27 1-{3-[4-(6en300kca30i-2-in0KcH)-heBoKCH ] -npoin } -4-heHi-ninepuaun-4-0i;
28 1-{3-[4-(6en300Kca30i-2-i10KcH)-heHOKCH | -Ipori } -4-0eH3uII-TlinepaIiuH-4-011;
29 2-[4-(2-ninepuaun- 1 -in-eTII)-heHOKCH]-GeH300KCa30;
35 {3-[4-(Ben300KCca30M-2-1IOKCH )-DEHIIT }-TIPOTIiN } -IIHKIIOTEKCHI-STHI-aMiH;
36 1-{3-[4-(6enzookcason-2-inoxcH )-thenoxcr|-ponin} -ninepumu-4-oi;
40 1- {3-[4-(6en300Kcazon-2-inokeH)-perokcu]-2-riqpokcr-npomnin } -4-heHin-nminepuaga-4-
our;
41 1-[2-(4-6enz00KCcaz30n-2-iMMe THII-) € HOKCH )-eTHN |-TIiNepAIHH-4-KapOoHOBa KHCIIOTa,
eTHIoBHI edip;
44 2-[4-(2-niposiaun-1-in-erokch)-penoken]-Gen3ooKcason;
45 {3-[4-(6enz00Kca3zon-2-iI0KCH )-eHOKCH |-TPOIIiNT } - NHMETHII-aMiH;
46 {2-[4-(6en300Kca30/1-2-iN0KCH)-(PEHOKCH | -€THIT } - THMETHT-AMiH;
47 2-[4-(2-a3enan-1-in-erokcu )-thenoxcH |-GeHszookcazon;
53 1-{2-[4-(6en3ookcazon-2-inokck)-henoxcu]-eTii } -4-peHin-ninepuauu-4-o;
54 {2-[4-(6enzooxcazon-2-110KcH)-HEHOKCH] -€TH } -LIHKIOTreKCHII-eTHII-aMiH;
55 2-{4-[2-(2-eTua-ninepuaun- 1 -is}-eTokcH | -penokcn } -Gensookcason;
56 1-{2-[4-(Gern3o0Kca3zon-2-inokcH)-deHokcH -1 } -4-deHin-ninepuaaH-4-kapCoHI TpHIL,
57 1-(1-{2-[4-(6enz00Kcason-2-inokcn)-herokcu]-eTun} -4-erin-ninepuaun-4-in)-erason;
58 2-{4-[2-(4-meTun-ninepraun-1-in)-eroxcu]-penoken }-GeHzookcason;
59 1-{2-[4-(6en300Kca3on-2-iNokcH)-denokcH]-e Tl | -4-(4-x10po-theHin)-nimepuauH-4-01;
60 1-{2-[4-(Genzookcazon-2-inokcn)-penoken|-etan } -4-(4-0poMo-hedin)-minepuaaH-4-01;
6l 1-{2-[4-(6enzookcazon-2-inoxen)-penoken]-etan  -4-(4-xnopo-3-rpudropomerun-
tenin)-minepuann-4-o;
62 1-{2-[4-(6en300xca3on-2-inoken)-heHoken | -eThn } -4-OeH3MI-MiNepuanE-4-01;
63 {2-[4-(6er300KCca3071-2-1TOKCH )-PEHOKCH | -€ THIT | -ITHKIOTEKCHI-METHI-aMiH;
64 {2-[4-(Gen300KCca3011-2-1TOKCH )-(DEHOKCH | -€ THII } -l HKJIONPOTIIME THJI-IIPOITLI-AMiH;
65 {2-[4-(6en3zookcason-2-inokcn)-benoxcn |-etun } -0y THI-eTHI-aMiH,
66 2-({2-[4-(Oer3o0Kcazon-2-110KCH)-(heHOKCH |-eTHI } -0 H3UI-aMiHO )-e TaHOJT;
67 2-{4-[2](4-6en3nn-ninepnun-1-in)-eTokcH |-heAokeH } -DEH300KCA30;
68 (1-{2-[4-(Genzookcazon-2-i0KcH )~ EHOKCH ] -eTHII } -NiNepHAKMH-3-1T)-MeTaHOJL,;
69 2-({2-[4-(Gen3ookca3oi-2-i10KCH)-()e HOKCH |-eTHI }-[IPOITiI-aMiHO )-€TaHOIL;
77 2-[4-(2-aserHauH-1-i1-eTOKCH)-(eHOKCH]-OeA300KCa30N;
78 N-(1-{2-[4-(6ensooxcazon-2-inokcn )-henokcn|-euwn } -mnepuaus-4-in)-2-penin-
aneTamiz;
79 1-{2-[4-(6en3ooxcazon-2-inokcu)-heHokcH | -eTHn } -NinepAanH-3-kapboHoBa KHCTIOTa,
eTanoBrH edip;
86 2-{4-[3-(4-benin-ninepunu-1-in)-nponokcH]-peHokcH } -Gen3ookca3on;
38 1-{2-[4-(Gen3ookcason-2-inokcw)-deHin]-eTnn}-4-denin-ninepuann-4-om;
89 {2-[4-(6enzookcazon-2-inokeH)-(herin]-e T } -IAKIOTeKCAII-e THI-aMiH;
90 2-[4-(2-miponinus-1-in-eTun)-peHoxcn]-6eH300KCa301;
91 2-[4-(2-azenan-1 -in-eTn)-Perokcn]-0eH300KCa30I;
92 {2-[4-(6en300Kca3on-2-110KCH)-(heHin|-e Tl } -IMKIIONpPONIME TH/MPONiN-aMiH;
93 {2-[4-(6en300Kca30i-2-inokcH)-penin]-eTin } -anby THA-aMiH;
94 1-{2-[4-(6ensookcazon-2-inoxcu)-deHin|-eTan } -minepuaun-4-o1;
96 1-{2-[4-(Genzookcason-2-inokcu)-beuin]-eTun} -minepa aun-4-kapboHoBa KHCITOTA,
MeTunosni edip;
116 1-{3-[4-(6en300Kkcazon-2-inokcH)-denin]-npomnin }-4-enin-minepnmu-4-om,
120 2-[4-(3-ninepuaus-1-in-nponin)-herokcu)-GeH300KCca30m;
121 {3-[4-(Gen300Kcazon-2-in0KeH)-heHin |-mpomin } -A0y THI-amin;
122 {3-[4-(6enso0kcason-2-110KCH)-(PeHLT|-NpoITi/T } - HKJION PO IME THINPOTILT-aMiH;
135 1-[4-(Ben3ookcazon-2-inokcn -peHokcH|-3-miponiaxH- 1 -in-nponan-2-om;
136 1-[2-(4-6en300Kcazon-2-lnmeTui-peHoken)-eTan|-4-denin-ninepruma-4-oi;
137 1-[2-(4-6en300Kca30/1-2-iMMeTHIT-(eHOKCH )-€THII |-TTiNlepH tHH-4-kap6oHOBa KHCII0Ta,
amiz; .
271 2-(4-minepuamH- 1 -imnMeTHNI-(heHOKCH )-6eH300KCa301,
481 2-[4-(2-mopdonin-4-in-etokcn)-dhenokcn]-6en3ookcason; Ta
484 {2-[4-(Gen300Kca3on-2-imoKcH)-DEHOKCH |-eTHII } - lieTHII-aMiH.
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IHWi BapiaHTn AaHoro BuHaxopy, Ae X saABnsie cobow S, 3pobneHi 3rigHO 3 CUHTETUYHMMU METoAamu, Lo
okpecneHi Ha Cxemax A-G Ta I-L, gemoHcTpytoTe LTA4H iHribiTopHy akTMBHICTL i BUOMpaloTbCs i3 rpynu, sika
BKIOYaE:

Ipuician Choayxa
12 {2-[4[(6-x10po-GensoTiazon-2-i10KcH)-PpeHOKCH]-eTHII } - HieTHIIAMIH;
15 1-{2-[4-(6en3oTiazon-2-i10KcH )-DeHOKCH | -eTi } -inepuaARH-4-01;
17 1-{2-[4-(6en3oTiazon-2-inoken)-heHoKcH |-eTa | -minepHana-4-kapOoHoBa KHCII0Ta,
ermnoBui edip;
18 1-{2-[4-(6en3oTiazon-2-inokcn)-peHokcn]-eTia } -ninepuanH-4-kapOOHOBa KHCIIOTA;
19 (1-{2-[4-(Gen3zoTiazon-2-inokcu)-heroxcu]-eTin } -ninepuH-4-in)-miponimuH-1-in-
METaHOH;
20 3-[(1-{2-[4-(BenzoTiazon-2-inokcu )-peHoKCH |- THI } -inepH ANH-4-KapOoHi)-amiHo |-
TOHOBA KACTIOTA, STHIOBHH edip
22 1-{2-[4-(Genzoriazon-2-inokcu)-benoxcu |-eTui } -ninepuaun-4-kapO6oHOBA KHCIOTA, aMiJT;
23 1-(1-{2-[4-(GenzoTiazon-2-inoken)-penoken | -eTun | -ninepu  un-4-im)-niponi gun-2-0H;
24 1’-{2-[4-(Gensotiason-2-inokcu)-tenoken |-etun }-[ 1,4’ |6ininepuuHin-2-oH;
25 8-{2-[4[(6en30Tiazon-2-inokcu)-penokcu|-eTun } -2,8-niasa-cuipo[4.5] nexan-1-oH;
26 2-[4-(3-mipomizuy-1-in-nponokcn)-deHokcH]-6eH3oTiazon;
30 {2-[4-(6enzotiazon-2-inoxen)-denin]-eTun} -IHKIOreKCHI-e THI-aMiH;
31 1-{2-[4-(Benzoriazon-2-inokeu)-denin]-eTHi} -ninepu iHH-3-kapOOHOBA KHMCIIOTA, aMiJ;
32 1-(1-{2-[4-(Genzoriazon-2-inokcu)-penin)-erun } -ninepupun-4-in)-3-merun-1,3-gurinpo-
GEeH30IM11a30J1-2-0H,
33 1-{2-[4-(6eH30Tiazon-2-inoxcu)-dbewnin]-eTun }-ninepunuH-4-kapboHoBa KACITOTA,
MeTHIIOBHE edip;
34 (1-{2-[4-(benzoTiazon-2-inoxcu)-henin|-eTun} -ninepaann-4-im)-(4-MeTHn-ninepasus-1-
1J1)-MeTaHOH;
42 1-[2-(4-GenzoTiason-2-imvetun-herokcH)-eTu]-ninepuauH-4-kapOoHORa KHCTOTA,
METHJIOBHH edip;
43 3-({2-[4-(6en3oTiazon-2-inokcH)-heHOKCH]-eTHI } -HKIONPOTiT-aMiHO)-NPOIioHoBa
KHCIIOTA;
48 {2-[4-(6ensoriazon-2-inoKcH)-QEeHOKCH |-eTHIL } - IAMETHII-AMiH;
49 2-14-(2-niponinus-1-in-erokcu)-heHoxcH]-Oensotiazon;
50 {3-[4-(6enz0TiB301-2-i10KCH)-DEHOKCH |-IIPOTILT } -ANMETHI-aMiH;
51 2-[4-(2-a3eman-1-in-erokcn)-erokcu]-6en3oriazom;
52 2-[4-(2-a3enan-1-i1-eTOKCH)-heHOKCH]-6-MeTOKCH-OeH30Tia301;
70 1-{2-[4-(6er3oriazon-2-inokcn)-GeHoken |-eTan } -4-penin-ninepuaun-4-om;
71 {2-[4-(6enzoTiazon-2-inokcH)-HeHOKCH | -C THIT } -IMKIOTEKCHII-CTHII-aMiH;
72 1-{2-[4-(6en3otiazon-2-inoxcu)-Ppenokcn|-etun }-4-(4-xnopo-denin)-ninepuaun-4-om1;
73 {2-[4-(6en3oriazon-2-inokcu)-heHokcr]-eTrn } - MOy THII-aMiH;
74 1-{2-[4-(6en3oriazon-2-inokcu)-henokcn]-erun }-4-(4-6pomo-thenin)-ninepuann-4-o;
75 1-{2-[4-(6eH3oTiazon-2-inokcH)-peHoKeH | -eTrui  -4-(4-x10po3-Tpad TopomeTr-eHin)-
ninepuauH-4-01;
76 1-{2-[4-(Gen3oriazon-2-ioKkcH )-heHOKCH]-eTH } -4-0eH3HN-NinepsIHH-4-011;
80 1’-{2-[4-(Gensoriazon-2-iokcu)-penoxcn}-erun }-[ 1,4’ ]6inimepums;
81 (1-{2-[4-(CensoTiason-2-inoxcn)-peHokcu]-eTun } -minepunun-4-in)-MeTanom,
82 N-(1-{2-[4-(6en3oriazon-2-inokcu)-dhenoken]-eTun } -nimepuaun-4-in)-2-benin-aueramin;
83 1°-{2-[4-(6enzoTiazon-2-inokcu)-dpesokcu]-etan}-[ 1,4’ 16ininepumunin-2-on;
84 2-(4-{2-[4-(2-mopdonin-4-in-eTun)-nimepasun- 1 -in]-eroxcu } -dheHokcH)-GeH30Tia307T;
85 2-(4-{2-[4-(2-MopdomiH-4-in-eTAn)-ninepasny-1-in]-eTun} -henoxen)-6eHzoriazon;
87 1-{3-[4-(6ensoriazon-2-inoxcu)-peroKcH |-mpomin }-4-penin-minepuann-4-om;
95 1-{2-[4-(6en3oTiazon-2-inoKken)-denin]-erun} -4-penin-ninepuana-4-oi;
97 2-[4-(2-niponigus-1-in-eTun)-dpenokcu ]-Gensoriazon;
98 2-[4-(2-azenan-1-in-etuin)-dpenokcu]-Genzoriazon;
99 {2-[4-(6en3oriazon-2-inokcu)-Penin]-eTai } -HKIONPOIAMETHI-IPONi-aMin;
100 {2-[4-(ben3otiazon-2-inoxcn)-benin]-erun }-nubyTHi-amin;
101 2-[4-(2-ninepuauH- 1 -in-etnn)-thexokcu]-GeHsoTiason;
102 1-42-[4-(6enzoriazon-2-inokcH)-Qerin]-etun }-inepuauH-4-o,
103 1-{2-[4-(6enzoTriazon-2-inokcu)-denin)-eTun }-ninepuaua-4-kapooHoBa KHCIIOTa,
MeTHNIOBHH edip; |
104 1-{2-[4-(6en30Tiazon-2-inoken)-benin]-eTun}-ineprmH-4-kapbOHORa KUCTOTS, aMin;,
105 1-{2-[4-(Cen3oTiazon-2-inoken)-denin]-erwn }-ninepunwn-3-kapbonosa KHCJIOTa, |
eTuiIoBHi edip; *
106 1-{2-[4-(6en3oriazon-2-inoxcn)-deninl-etan }-4-penin-ninepuana-4-kapOboHoBa KHCIOTA, |
eTunoBuil edip;




121 87986 122

107 (1-{2-[4-(bensotiazon-2-inokcH)-henin]-eTan } -ninepuuH-4-i1)-00TORA KHCJIOTA,
eTHnoBui edip;

108 1-(1-{2-[4-(6en3oTiazon-2-inoxcn)-denin]-eTmn} -minepuaua-4-in)-1,3-nurinpo-ingon-2-
OH;

109 1-(1-{2-[4-(6en3oTiazon-2-inokcu)-heHin]-eTHi } -ninepuaua-4-in)-nipoiiuH-2-oH;

110 N-(1-{2-[4-(6en3oriason-2-inokcu)-denin]-eTun }-minepumuH-4-in)-2-heHin-aneramiz;

111 8-{2-[4-(GenzoTtiazon-2-inokcu)-henin]-erun}-2,8-niaza-cnipo[4.5] nexan-1-ox;

112 1-{2-[4-(6enzortiazon-2-inokcu)-tbenin]-etan } -minepuima-3-0i;

113 1-{2-[4-(6enzoTiazon-2-inokcu)-tbenin]-etun} -minepuaua-4-kapGoHOBa KHCIIOTA,
eTHIoBHH edip;

114 17-{2-[4-(6enzoTiazon-2-inoxcH)-Ppenin]-eTui}-[1,4’ |Gininepummi,

115 2-{4-[2-(4-mernn-ninepasun-1-in)-eTun}-henokcn } -GerHzoTiazon;

143 2-(4-{2-[4-(1-Gersun- | H-rerpazon-5-in)-minepunun- 1 -in]-etoken } -henoxen)-
Gensoriason;

144 4-(1-{2-[4-(6en3oriazon-2-inokcy)-tewin]-eTanl-minepu mau-4-kapGonin)-ninepazau-1-
KapGoHOBa KHCIOTa, TpeT-OyTHIOBHH edip;

146 2-(4-{2-[4-(2-mopdonin-4-in-eTwi)-ninepasms-1-isn]-eTHi } -perokcu)-densoriason;

147 1-[2-(4-6en3oTiazon-2-imeTii-(HeHOKCH)-e T |-[iTepH THH-4-KapOOHOBa KHUCIIOTA, aMifl;

148 1-{1-[2-(4-GenzoTiazon-2-iMeTHI-pEeHOKCH )-eTH I |- NepHAHH-4-111 } -Nipo/ti AHH-2-0H;

149 1-[4-(1-{2-[4-(6en3oTiazon-2-inokcu)-(enin|-eTun } -ninepuann-4-KkapOoHiN)-NinepasHH-
1-isn]-eTanoH;

150 1-{2-[4-(6en3oTiazon-2-inokcy)-theHin]-eTr} -minepuapa-4-kapGoHOBA KHCIIOTA;

151 1-(1-{2-[4-(GenzoTiazon-2-inokcu)-benoxen |-etun }-ninepuaun-4-i1)-niponinuH-2-TioH;

152 2-(4-{2-[4-(6enzoTiazon-2-inokeu)-henoken]-eTvn }-ninepasnu-1-in)-eTasgosn;

153 2-(4-{2-[4-(6ensotiazon-2-inoken)-benoxeu |-eTan }-ninepasun-1-in)- 1 -miponigus-1-in-
€TaHOH;

154 2-(4-{2-[4-(GenzoTiason-2-inokcu)-benoxcul-erun } -minepaszun- 1-in)-1-mopdomin-4-i1-
€TAHOH;

155 1-{2-[4-(Gensotiazon-2-inokcu)-Gerin]-eTr } -imepHAHH-3-KapOOHOBAE KHCTIOTA;

156 1-{2-[4-(Gensoriazon-2-inokcH)-penin]-eTun} -ninepuguy-2-kapOloHoBa KHCIOTA;

157 (1-{2-[4-(6ensoTiazon-2-10KcH )-(eHis]-eTrn | -minepuIHH-3-11)-01TOBa KHCIO0Ta)

158 (1-{2-[4-(6en3oTiason-2-inoKcH - eHOKCH ] -eTHIT } -iepHARA-4-i1)-01T0Ba KHCJIOTa,
eTHIOBHH edip; '

159 (1-{2-[4-(6enzoTiazon-2-inoKkcH)-peHOKCH]-e TR } - e pHAHH-4-111)-KapOaMinoBa
KHCNIOTa, TpeT-OyTrnosuii edip;

160 1-{2-[4-(GensoTiazon-2-inokcn)-henokcu]-eTii | -minepuaun-4-i1)-01TOBA KHCIOTA,

161 (1-{2-[4-(6enzoTiazon-2-inokcu)-tbenin]-eTun } -minepumun-3-in)-MeTanoi;

162 ({2-[4-(6er3oTiazon-2-inoKkcH)-HeHiN]-eTH } -IHKIOTEKCHIT-aMiHO )-01[TOBA KHCTI0T4,
METHIOBHHE edip;

163 (4-{2-[4-(Gen3oTiazon-2-inokcH)-heHOKCH]-eTHI } -limepa3uH-1-11)-01ITOBa KHCIOTAa;

164 1-(1-{2-[4~(6en3oTiazon-2-i10KcH)-HEHOKCH | -eTHII }-IiTEpHARH-4-111)-5-0K CO-TTIpOITi THH-
2-xapOoHOBa KHCIIOTa, eTHIOBME edip;

166 1-(1-{2-[4-(6enzoTiazon-2-inoxcH)-penokcr | -eTun }-minepuaua-4-in)-5-0kco-nipomi nun-
2-kapOoHOBa KHCIIOTa;

167 4-(4-{2-[4-(6enzoTiason-2-inokcH)-¢perokcH |-eTun }-inepasus- 1 -im)-dhexomn;

168 N-(1-{2-[4-(6en3oTiazon-2-in0KcH)-PeHOKCH]-¢THI } -TTinepH/HHE-4-11)-4-X10p0-N-
UHKJIONPOTi-6eH3071-CyTb()OHaMIT,;

170 3-({2-]4-(6erzoriazon-2-inoxcu)-PeHoKCH |- THI } -IIHKJIONPONIIMETHII-AMIHO)-
IPONiOHOBa KHCIIOTA,

171 3-({2-[4-(6enzoriazon-2-inoxcn)-PeHOKCH]-€ TAIT } -i301POITLT-aMiHO ) - IIPOITIOHOBA
KHCIIOTA;

172 1-{2-[4-(6en3oTiazon-2-inoKcH)-(eHOKCH]-eTHT } -IlinepHTHH-4-iTaMiH;

173 3-[{2-[4-(6en3zoriazon-2-itokcH)-benoxcu]-etun }-(1 -MeTwr-ninepuann-4-in)-amino] -
[POITIOHOBA KHCIIOTA;

174 3-({2-[4-(Genzotiazon-2-inokcn)-perokcy]-eTr } -OeHMI-aMiHO)-TIPOTIOHOBA KHCIIOTA;

175 3-((1-anetnn-minepanue-4-in)-{ 2-[4-(GerzoTiazon-2-inokcH)-GeHoKCH | -eTHIT } -aMiHO)-
NponioHOBa KHCIOTA;

176 4-(1-{2-[4-(6en3oTiazon-2-inokcH)-denoxcu ]-etun } -1 H-rerpason-3-in)-minepuaue-1-
KapOOHOBa KHCIOTA, TpeT-0yTHIOBHH edip;

177 3-({2-[4-(6enzoTiazon-2-1M0KCH)-DEH1T |-e THIL } -IUKIONPONLIT-AMiHO )-IPOIIOHOBA
KHCIIOTA;

178 3-((1-auerrn-ninepugun-4-in)- { 2-[4-(Genzoriazon-2-inoxcmn)-benin]-eTrn } -amizo)-
HPOMIOHOBA KHCIIOTa,

179 3-[{2-[4-(GenzoTiazon-2-inokcu)-denin)-etan} -(1 -MeTrn-ninepuun-4-im)-amino]-

l'[pOl'liOHDBa KHCJIOTA,
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180 3-({2-[4-(ben3zoTiazon-2-iM0KCH )-peHiT |- THII } -LUKIONPONLIME THII-AMIHO)-IPOIIIOHOBA
KHCTIOTA;

181 3-({2-[4-(6ensoriazon-2-inokcn)-henin]-etun )} -izonponin-amMiHo)-HPOniOHOBA KHCROTA;

182 2-(4-{2-[4-(Gensoriason-2-inokcn)-enin]-eran} -ninepasun- 1-in)-1-miponiamn- 1-in-
€TaHOH;

183 (R)-1-{2-[4-(6en3oTiazon-2-inokcu)-¢penin]-eTni} -ninepuuy-3-kapOoHoBa KHCIAOTA;

184 1-(1-{2-[4-(6ensoTiazon-2-inokcu)-tbeHin|-eThn}-ninepuans-4-in)-1,3-nurigpo-

OenziMinazon-2-0H;

185 2-(4-{2-[4-(6-MeTun-TipuHH-2-in)-ninepazuy- | -in]-eTun} -henoxcu)-Genzoriazon;

186 2-{4-[2-(4-eTancyapdonin-ninepasus-1-in)-erun]-perokcn }-6enzoriazon;

187 2-(4-{2-[4-(6ensortiazon-2-inokcu)-¢penin]-etun } -ninepasud-1-in)- 1-mopdonia-4-in-

€TaHOH;
188 3-({2-[4-(6enzoTiazon-2-inoxcH)-PeHin]-eTun | -MEeTHI-aMiHO)-IPOITIOHOBA KHCIIOTA;
189 3-({2-[4-(6enzoTiazon-2-inokcn)-denin]-eTin } -IHKIONEHTHII-aMIHO0 )-IPONiOHOBa
KHMCHOTa;
190 3-({2-[4-(6enzoriazon-2-inokcn)-(eHin|-e T }- MHKIO0Y THI-aMiHO)-[IPOTIIOHOBA KHCTIOTA;
192 3-({2-[4-(6en3oTiazon-2-inokcH)-penin]-eTun }-GeH3HI-aMiH0)-IpONiOHOBA KHCIIOTa;

193 (1-{2-[4-(6enzoTiazon-2-inokcu)-PpeHoKcH]-eTHi } -ine puaHA-4-i)-(4-rigpokcAMeTHI-
MinepuanH-1-iT)-MeTaHoH;

194 {2-[4-(Genzoriazon-2-inokcH)-eHin]-eTi } -IMKIONpOnin-amis;

195 (1-{2-[4-(Gen3oTiazon-2-inokcn)-penokcu]-etrn }-ninepuius-4-in)-[4-(2-riapokcn-
€THI)-TinepasnH-1-in]-MeranoH;

196 (1-{2-[4-(6enzoTiazon-2-inoKcH)- (peﬁoxcp[]-emn}-nmepmmi—4 -11)-[4-(2-riapoxkcu-
eTHI)-TinepHIAH-1-in]-MeTanoH;

197 2-({2-[4-(6enzoriazon-2-inokcH)-Genin}-eTri} -IHKIOHIPONLI-aMiHO )-eTAHOI;

198 3-({2-[4-(GenzoTiazon-2-inokcH)-berin}-eTHn} -nEKIONpONiN-amMiHo )-nponan-1-oxm;

199 4-({2-[4-(6enzoriazon-2-inokeu )-penin}-eTun} - HUKIOIPONIN-AMiHO )-MACIIHA KHCIOTA;

200 3-[(1-{2-[4-(Gen3oTiazon-2-inoKcH )-heHoKCH |-eTI } -inepuauH-4-KapOoHi )-aMino |-
[IPONiOHOBA KHCIOTa;

201 4-({2-[4-(6en3oTiazon-2-inoKcH)-peHin]-eTHN } -NHKIONPONiI-aMiHO )-Oy THPOHITpHI,

202 3-(1-{2-[4-(6en30Tiazon-2-inokcH)-teHin|-eTun } -ninepuaun-4-11)-nponioHOBa KHCIOTa;

203 [(1-{2-[4-(Gen3oTiazon-2-inokceH)-heHokcH |-eTrn } -minepuaua-4-kapOoHin)-MeTr-
aMiHO]-0ITOBA KHCIIOTA,

204 3-(4-{2-[4-(6en3oTiazon-2-inokcn)-peHorcn]-eTHI } -Tiinepasun-1-u1)-benor;

205 2-(4-{2-[4-(4-mevokcu-denin)-ninepasun- | -in}-eTokcu } -herokcn)-GeHzoTiazon;

206 2-{4-[2-(5-ninepumu-4-ir-terpazon-1-in)-etokcn |- henoxcu } -GenzoTiazon;

207 (S)-1-(1-{2-[4-(6en3oriazon-2-i1okcH)-heHoKeH | -eTrn } -ine prauH-4-in)-4-rigpokcu-
ipoIiH-2-0H;

208 {2-[4-(6en30Tia3011-2-110KCH )-(heHiIT| -eTHII } - KIONPOII IMETHIT-aMiH;

209 2-[({2-[4-(6en3oTiazon-2-in0KCH)-(eHiN | -eTH } -MUKIONPOMiI-aMiHO )-MEeTHII |-
LAKJIONpPOnaHKapOOHOBA KHCIOTA, eTHI0BHH edip;

210 4-(4-{2-[4-(6ensoriaszon-2-inokcn)-henokcu |-eTun } -ninepasun- 1 -xkapbonin)-bGen3oiina
KICNOTa, eTHNOoBHH edip;

211 2-[({2-[4-(6en30Tiaz0n-2-in0KCH)- (beﬂm] €THI} -[HKIONPOTILI-AMIHO )-METHI]-
IUKTONPONaHKapOOHOBa KHCIIOTA;

212 1-({2-[4-(ben3oriazon-2-inokcH)-(QeHin]-eTH } -HKIONPOILI-aMiHO)-1ponaH-2-0lL;

213 3-({2-[4-(Genzoriazon-2-inokcu)-denin]-eTwn} -uuknonponii-amino)-1,1,1-rpadropo-
[ponaH-2-o1;

214 3-({2-]4-(benzoriazon-2-inokcH)-(peHin]-eTHI } -IMKIONPOITLI-aMIHO }-IPOITIOHAMIT;

215 3-({2-[4-(Gensotiazon-2-inokcH)-henin|-eThn }-uMKIONpoNin-amMino)-nponan-1,2-gion;

216 2-{4-[2-(5-benin-Terpazon-2-in)-erokcH]-deHoken } -Oensoriazon;

217 2-{4-[2-(5-denin-rerpason-1-in)-erokcu]-heHokcu }-GenzoTiazom;

218 N-{2-[4-(6ensoriazon-2-inoxcu)-tberin]-erun}-N-uuknonponin-2-(2H-rerpason-5-in)-
aueraMiz;

219 (S)-3-({2-[4-(GenzoTiazon-2-inoxcH)-eHis |- THI } -IIUKIONPONiN-aMiHo)-2-Me THII-
npomnas-1-om,

220 (R)-3-({2-[4-(GenzoTiazon-2-inokcu)-heHin|-e T} -IHKIONPOIiI-aMiHO )-2-MeTHII-
nponan-1-om;

221 2-{4-[2-(5-meTuncynsdanin-retpazon-2-in)-erokcu |-peHoxcn } -Genzoriazon;

222 2-{4-[2-(5-meruncynsbanin-rerpason-1-in)-eTokcu|-eHokcH } -GeHsoTiazon;

223 2-[4-(2-TeTpa3on-2-iji-eTokcH)-(heHoKcH |-0eH30Tiaz o,

224 2-[4-(2-terpazon-1-in-erokcH)-deHokeH|-6eH30Tiaz0.1;

225 (1R,2R)-2-{2-[4-(6enzoTiazon-2-inokcu)-thenin|-eTunaMino } - IHKIOreKcaHKapboHoBa
KHCIIOTa,

226 (15,2R)-2-{2-[4-(DenzoTiazon-2-imoKcH)-(eHi]-eTHIaMiHO } -IIHKIIOr eKcanKkapOoHOBa
KHCIIOTa;

227 (1R,2R)-2-{2-[4-(Gen3oTiazon-2-iioKkcH )-(heHi|-eTHIIaMiHO | -LIMKJIOr€KCAHOT;
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228 [ (18,2R)-2-{2-[4-(6enzoriazon-2-inokcu)-henin]-eTunamino } -nukmorekcano,

229 4-(1-{2-[4-(6en3oTiazon-2-inokcH)-enin)-eTrn } -ninepunuH-4-ia)-MacsiHa KHCIOTA;

250 1-[4-(6en3oTiazon-2-inokcn)-0eH3mi]-ninepuue-4-kapOOHOBa KHCIIOTa;

251 1-{1-[4-(6enzotiazon-2-inokcn)-0en3mi]-minepuauu-4-i1} -ipomdiMe-2-0H;

252 2-(2-propo-4-ninepuaun- 1 -imeTHI-peHoKCH)-OenzoTiazon;

253

N-{1-[4-(6enzoriazon-2-itoken)-0eH3ui|-ninepuauH-4-in }-2-riipokcH-aneTaMi;

254

1-(2-{[4-(6enzoTiazon-2-inokcu)-GeH3 U | - IIHKTONPOIIT-aMiHO } -eTHT)-4-T L IpOKCH-T1i PO AN H-2-
OH;

255

N-{1-[4-(CenzoTiazon-2-1n0KcH)-Oen3u |-inepHaAuH-4-i1 } -N-MeTHI-MeTaHCy b (QoHaMi 1,

256

2-{4-[4-(1H-terpazon-5-im)-minepuaun-1 -inmeTru} -denoxen }-GersoTiazomn;

257

1-{4-[4-(6enzoTiazon-2-inokcH)-0en3un]-ninepasus- 1 -in} -2-rigpokcu-eTaHOH;

258

N-{1-[4-(6en3oTiazon-2-inoKcH)-OeH3HT |- IHiNe pHAUH-4-IMETH } -MeTaHCYIbDOHAMIJ

259

3-{1-[4-(GenzoTiazon-2-iTokcH)-OeH3MUI|-MiNepHARH-4- 111} -0Kca30/M AHH-2-0H;

260

4-{1-[4-(6enzoTiazon-2-inokcn)-6ensun]-ninepuaua-4-i1} -Mopdoin-3-oH;

261

(R) I - (1 - {2 - [4-(Genzoriazon-2-inokcu)-QeHOKCH |- TN | -TIiePUANH-4-1T)-4-riIpoKcH-
PO AHH-2-0H;

262

2-(4-{2-[4-(1H-TeTpa3on-S5-in)-minepuiuH- 1 -u1]-eTun } -heroken)-OeH3oTiason;

263

(1-{2-[4-(6enzoTiazon-2-110KCH)-PeHOKCH | -€THII } - EPH M H-2-1]1)-MeTaHOT;

264

(1-{2-[4-(6ensoTriazon-2-inokcH)-penokcn|-etun }-1 H-terpazon-5-i)-onToBa KHCIOTA, €TUIOBUR
edip;

265

(1-{2-[4-(GenzoTiazon-2-inokcu)-henoken]-etun -1 H-Tetpazon-5-1)-011TOBa KHCIOTA, €THIOBHI
eip;

266

2-{4-[2-(5-ninepunun-4-L1-TeTpason-2-in)-e TokcH |-heHOKCH } -6e H30Tia301 TiAPOXIOPH,

267

7-{2-[4-(6en3oriason-2-inoken)-henoken]-etnn } -4-cipo-[ 3-Grania]-ninepuang;

268

1-{3-[4-(GensoTiazon-2-imokeu)-thenin| -nponin }-minepuauH-4-kapObOHOBa  KHCIOTA, CTHIOBHI
edip;

269

2-[4-(6er3oTiaz0i-2-110KCH)-(erin]-eTHIaMIH TIAPOXIOpPHA;

270

2-(4-{2-[4-(1 H-Terpazon-5-in)-ninepuaun-1-in]-etokcn } -peroken )-6eH3oTiason;

271

2-(4-ninepuaus- 1 -iMeTHI-heHOKCH )-0eH300KCa30;

272

[4-(GenzoTiazon-2-110KeH)-Oe A3 -LHKIIOTeKCHII-6 THI-aMIH;

273

[4-(GenzoTiazon-2-i10kcH)-GeH3HIT|-LHKION PO IME THI-IPOTILIT-aMiH;

274

1-[4-(Genzoriazon-2-imokcu)-6en3u]-ninepuuH-4-kapOoHOBA KMCIIOTA, aMij;

273

1°-[4-(GenzoTiazon-2-inoken)-0ensui]-[ 1,4’ ]6ininepuunin-2-ox;

276

{4-[4-(6enszoriazon-2-inokcH)-tensui|-ninepazun-1-i }-nipuaua-3-11-MeTanon;

277

{1-[4-(GenzoTiazon-2-inokcu)-6enszun|-ninepuaun-4-inmeran f-kapbaminosa  KucjaoTa,  TpeT-
Gytunoeuit edip;

278

{1-[4-(GenzoTiazon-2-inoken)-Genszun|-ninepuaun-4-inmeTun } -kapbamMiHOBa KHCJIOTA,
METHIIOBHH edip;

279

N-{C-[[4-(GenzoTiazon-2-1n0KkcH)-OeH3ni | -minepuanH-4-i1]-MeTHAaMiHO CYNB(OHIT}-
kapbaminoBa Kucnorta, Tper-OyTunoruit edip;

280

N-{1-[4-(6ensoTiazon-2-inoxen)-Genswi]-nminepuant-4-MeTHI } -c yibhaMifl IiIpoxaopHI;

281

N-{1-[4-(Gensoriazon-2-inoken)-Genzun]-minepuans-4-inMeTHn } -aneTamin,

282

{1-[4-(6enzoTiazon-2-inokcn)-Oenzual-ninepuaua-4-i1} -ouToBa KHUCAOTA;

283

Ounrosa kucnota, ({1-[4-(Gensoriazomn-2-inoken)-GeH3u]-minepuaun-4-inMeri } -kapdamoin)-
METHJIOBHH edip;

284

[2-({1-[4-(DensoTiaszon-2-inokcH)-Oensnn]-ninepuaaH-4-imMe T -Kapbamolm)-nuKki106y T |-
kapOaminosa KucnoTa, TpeT-Gyrunosuii edip;

285

2-amiHo-IHKI0GYTaEKkapGoHoBa Kueaota {1 - [4 - (Gensotiazon - 2 - inokeu)-0eH3u|-HiNepuH-
4-1TMeTHII } -aMi ] THTLIPOXTIOPHT;

286

2-(4-nipoutianu-1-inMeTHi-gerokcn )-6ensoTiazon;

287

2-{[4-(Ben3oTiazon-2-in10KkcH )-0eH3UN] -€ THA-aAMIHO } - TAHOI;

288

2-{1-[4-(GenzoTiazon-2-inoken)-Genzual-ninepuang-2-i1} -eTanon;

289

1-{4-[4-(6en3oriazon-2-inokcu)-Gensun] -mnepasun-1-in}-eTaHon;

290

8-[4-(6ensoriazon-2-inokcn)-Gensna]-2,8-niasa-cnipo[4.5] nexan-1-oH;

291

cripo[isoSensodypan-1(3H), 4’ -ninepuann]-3-om, 1’[4-(6enzoriazon-2-inokcH)-OeH3u);

292

(R)-1-[4-(6enzoTiazon-2-inoxen)-Genzun|-niponiau-3-omn;

293 2-[4-(2-meTun-ninepumn- 1 -inmernn)-genoxcu]-6enzoriazon;

294 [4-(6en3oTiazon-2-inoken)-bersmn]- gieTHi-amin;

295 [4-(6en3oriazon-2-inokcu)-6eH3mn -6y THI-METHI-aMIH;

296 2-{1-[4-(6enzoriazon-2-inokcn)-Gersun|-ninepyua-4-in } -eranon;

297 1-[4-(6enzoriazon-2-inokey)-Oensin)-ninepunus-4-o1;

298 _{1-[4-(ben3oTialon-2-inokcH)-0enH3un |-ninepuamMH-2-is } -MeTaHo;

299 (R)-{1-[4-(6en3oTiazon-2-inokcn)-0eH3ni]- i poni aua-2-111 } -MeTaHoI;

300 2-(4-azernauH- 1 -inMerun-denoken)-Oensoriazon;

301 1-[4-(6en3oTiazon-2-inokcH)-6ensmn]-[ 1,4]aiasenas-5-08;

302 {1-[4-(6en3oTiazon-2-inokcH)-6eH3K |-IinepHIHH-3-i)1 } -MeTaHoIT;
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303 1-[4-(66H301‘i&30n-2-inoxcn)-ﬁemnu]ﬁinepnmm-S-xapGonona KHCIOTA, aMiJT;

304 9-[4-(6enzoriazon-2-inoxen)-6ensun|-3,9-niasa-cnipo[5.5]ynaekan-3-kapbososa
KHCI0Ta, TpeT-0yTHIoBHi edip;

305 2-{1-[4-(6en3oTtiazon-2-inokcu)-Gensni]-ninepuauH-3-11} -eTaHoN;

306 uc-4-{2-[4-(6en3oTiazon-2-inokcu)-deHin|-eTHnaMino } -IHKIOreKcaHKapOOHOBA

KHCIOTA, TPH(TOPOMETaHCY NIEHOHATHA CiMb;

307 (4-{2-[4-(6eusoTiazon-2-inokcu)-deunin|-erun }-ninepazun- 1 -in)-(terparinpo-dypan-2-

11)-METAHOH;

308 niponax-2-cymbhonosa kucnota (1 - {2 - [4 - (Genzotiazon - 2 - inoxcen)-beHoken]-eTri}-
nineprAH-4-KapOoHin)-aMix;

309 (4-{2-[4-(Gen3zoriazon-2-inokcu)-penin]-erun }-ninepasun-1-in)-oKCOONTOBA  KHCIIOTA,
MeTunosmit edip;

310 N-(1-{2-[4-(6enzoTiazon-2-inoxcu)-thenin]-etun} -ninepuaut-4-xkapOorin)-
Gensoncynbdonamia, TpadTOpoMeTaHCYIb(OHATHA Cislb;

311 N-(1-{2-[4-(ben3oTiazon-2-inokcn)-denia]-eTn }-ninepuaun-4-kapOboHit)-
MeTaHCynshoHaMI I, TpEGTOpOMETaHCYTbhOHATHA CLllb;

312 (4-{2-[4-(6en3oriazon-2-inokcu)-enin]-etun } -ninepasun- 1 -ir)-0kcoonToBa  KHCTIOTA,
TpudTopoMeTaHCYIh(OHATHA Cillb;

313 (4-{2-[4-(6ensoTiazon-2-inokcH)-theHis |-eTin }-minepasus- 1 -im)-Mopdonis-4-i-MeTaHOH;

314 1-(4-{2-[4-(6enzotiazon-2-inokcu)-denin]-eTmr} -ninepasun- 1 -im)-2-riopeH-2-11-eTaHOH;

315 (4-{2-[4-(GensoTiazon-2-inoken)-derin]-eTun }-ninepasun- 1 -in)-mipuanH-3-in-MeTaHoH;

316 (4-{2-[4-(Gensoriazon-2-inoxcn)-herin]-eTrn } -ninepasus- | -in)-MEKIOTPONiN-METaHOH;

317 1-(4-{2-[4-(6enzoTiazon-2-inoken )-benin]-etvn | -ninepasun-1-i1)-2-MeTOKCH-€TAHOH;

318 1-(4-{2-[4-(GensoTiason-2-inokcu)-(penin]-erun }-ninepasun-1-i1)-2,2, 2-rpudropo-
€TaHOH;

319 4-(4-{2-[4-(6en3oTiazon-2-inokcu)-henin]-etun } -minepasus- 1 -kapbonin)-6ensoiina
KHCJIOTA;

320 (4-{2-[4-(Gensoriazon-2-inokcu)-heHiT)-eTun } -inepasus- 1 -in)-mipuauH-4-iT-MeTaHOH;

321 (4-{2-[4-(6en3oTiazon-2-inokcu)-Geni] -eTan }-ninepasut-1-in)-(5-Metri-nipasud-2-in)-
METaHOH;

322 (R)-(4-{2-[4-(6enzoTiazon-2-inoxcu)-denin]-etun } -ninepasun-1-in)-(rerparigpo-dypan-
2-im)-MeTaHoH;

323 (S)-(4-{2-[4-(6enzoriazon-2-inoxcu)-Qpenin]-etri } -minepasnn-1-in)-(rerpariapo-dypan-
2-im)-MeTaHOH;

324 (4-{2-[4-(Gen3oriazon-2-inokcn)-denin]-erun} -ninepasun-1-in)-(terparigpo-dypan-3-

iI)-MeTaHOH;

325 1-(4-{2-[4-(6enzoTiazon-2-inokcn)-pexin]-eThi} -ninepasun- 1 -ir)-2-rifpoKcH-eTaHOH;

326 2-[2-(4-{2-[4-(6en301iaz0n-2-inoKcH }-derin|-eTHn} -ninepazun-1-im)-2-0kco-eTHI |-
LUKTOTIEHTAHOH;

327 3-(4-{2-[4-(6enzoriazon-2-inokcu)-denin|-eTun} -ninepasun- 1-in)-nponionosa  KACNOTA,
tpudTopoMerancynshOHATHE Ciltb,

328 3-(1-{2-[4-(6enzoTiazon-2-inokcn)-penin]-eTwn} -minepuaun-4-in)-oKcazonimu-2-01;

329 4-(1-{2-[4-(Genzoriazon-2-inoken)-dewin]-erwn }-ninepun-4-ur)-mopbois-3-on;

330 4-(1-{2-[4-(6en3oTiason-2-inokcw)-henokcn]-eTii } -ninepuaa-4-in)-mophomin-3-on;

331 3-(1-{2-[4-(6en3oTiazon-2-in0KCH)-peHOKCH ] -eTHIT} -Tiepr aHH-4-111)-0KCa30 i fHH-2-0H;

332 1-{2-[4-(6en30Tiazon-2-inokcH)-deHin|-eTan }-minepa aaH-4-KapboHOBa KHCTIOTa,
GeH3HIOKCH-aMiT;

333 1-{2-[4-(6enzotiazon-2-inokcu)-Genin]-erun } -mnepuaun-4-ii1)-01TOBA KHCIIOTA;

334 (R)-1-(1-{2-[4-(Genzoriazon-2-inokcH)-heHin|-eTun } -ninepuaue-4-in)-4-rinpoxcn-
nipostignu-2-0H;

335 1-{2-[4-(Gensotiason-2-inoxcw)-tenin]-eran} -minepunus-4-xkapbonosa KHCIIOTA,
rigpokcHami;
336 (8)-1-(1-{2-[4-(ben3oTiazon-2-inokcn)-Gpenin]-eTun }-ninepumue-4-11)-4-rinpokcH-

MipoiAuH-2-0H;

337 (1-{2-{4-(GenzoTiazon-2-inokcu)-dherin|-eTun }-ninepuann-4-in)-kapbaminoBa  KHCIIOTa,
Tper-OyTHnoBuii edip;

338 2-(4-[2-(4-dropo-ninepuun- 1 -in)-etun]-dhenoken }-Genzoriazon;

339 2-{4-[2-(4,4-mudropo-ninepsmun-1-in)-eTwn]-peroxcen } -Genzoriazon;

340 (R)-1-{2-[4-(6enzoTiason-2-inokch)-denin|-eTna} -mipomiauy-3-om;

341 N-(1-{2-[4-(6ensoriazon-2-inokcH)-(ein]-eTw } -ninepuana-4-in)-popmamii;

342 (1-{2-[4-(6enzoTiazon-2-inokcu)-herin]-eTmi} -ninepuaaa-4-i1)-ceHOBHHA;

343 1-(1-{2-[4-(Genzoriazon-2-inokcu)-denin|-eTwn } -ninepuann-4-in)-3-uiaHo-2-beHin-
i30CeHOBHHA,

344 1-(1-{2-[4-(Genzoriason-2-inoxen )-denin]-eTun } -ninepunun-4-in)-3-niano-2-MeTun-
i30CeUOBMHA;

345 N-(1-{2-[4-(6en3oTiason-2-inoxcu)-(eHin]-eTua | -minepuauH-4-in)-Merancy bQpoHaMiz,

346 1-(1-{2-[4-(Oen30Tiazon-2-inokcn)-henin]-eTun } -minepuaus-4-in)-3-1iano-2-MeTun-

ryaHiuH;
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aneramin;

366 {4-]4](6en30Tiason-2-inokcn)-Genswin]-ninepasun-1-u1} -onTOBa KHCIOTA,

367 2-[4-(4-meTancynbonin-minepasun-1-inmernn)-dbenokcn}-6enzoTiazon;

368 1-{4-[4-(CensoTiazon-2-inokcH)-6en3mn)-minepasus-1-in} -2,2, 2-1pud TOpo-CTAHOH;

369 2-(4-mopdonin-4-invernn-dpenoxcu)-Gensoriason;

370 {1-[4-(6enzoTiazon-2-inoxen )-6emnsu) -ninepuaua-4-i} -kapbaminosa KHCIIOTA,
(eninosui edip;

371 N-{1-[4-(6en3zotiazon-2-inokcH)-Oensu]-mnepuaus-4-in}-Gensoncynbdonamizn,

372 3-[4-(6enzoTiazon-2-inoxcn)-6eH3AIaMiHO | -TIPONIIOHOBA KHCIIOTA, THIOBHH edip;

373 3-[4-(6en3oTiazomr-2-inokcH)-GeH3MIaMiHO |-TPOTTIOHOBA KHCIIOTA;

374 [(1-{2-[4-(ben3oTia3zon-2-i0KcH)-PeHOKCH |-e THIT } -TTilTepHANH-4-KapOOHLIT)-Me THIIT-
aMiHO}-01TOBA KHCIIOTA, eTHIOBHH edip;

376 1°-{2-[4-(6ensoTiazon-2-inokcu)-$penokcu)-etun}-[ 1,4’ 16inineprnunin-4-kapboHosa
KHCIIOTa, eTHIOBHH edip;

377 17-{2-[4-(6enzoTiazon-2-inokcn)-penokcu-etun}}-[ 1,4’ |6ininepuannin-4-kapboHosa
KHCTIOTa;

378 | {2-[4-(GemsoTiason-2-inoKcH)-(eHin]-eTHI } -IHKNOTIPOTII-eTHI-aMiH;

379 3-({2-[4-(Genzoriazon-2-inoKcH)-heHin]-eTHn } -IMKIONPONiN-aMiHo )-2-Me THI-
TIPONiOHOBA KHCIOTA, TPHPTOPOMETaHCYTH(POHOKHACA Cillb;

380 2-({2-[4~(6en3oTiazon-2-inoKcH )-(enin|-eTHn } -IAKIONPONi IMETHII-AMiHO )-STaH 0T

381 2-[2-({2-[4-(Gen3oTiazon-2-inoKcH)-PeHiI | -eTh } -IEKIIONPOTLIMETIII-AMIHO }-€TOKCH |-
€TaHo,

382 3-({2-{4-(Gensotiazon-2-inoxcu)-genin]-erun } -uuxonponinMeTuI-aMino)-nponasn-1-o;

383 {2-[4-(Gensoriazon-2-inokcH)-Penin]-eTri } -nuKonponinmMe TaI-(3-TeTpason-2-in-
IpOILI)-amis;

384 {2-[4-(Gensoriazon-2-inoken)-denin]-eTun } -nurnonponin-(3-mipon- | -in-npomin)-amin;

385 4-({2-[4-(Gensoriazon-2-inoxcu)-denin]-eTun } -AKAONPONiTMETHI-aMIHO)-
OyTHPOHITPHIT,

386 1-{2-[4-(6en3zoriazon-2-inokcu)-Gerin)-eTun} -minepunnu-4-kapGonora  kuenora,  (2-
IiaHO-CTII)-aMi;

387 {2-[4-(Genzoriazon-2-inokcu)-enin]-eTun }-murnonponimvern-| 3-(2H-retpason-5-in)-
rpormin]-amin;

388 3-[5-(1-{2-[4-(6em3oTiazon-2-inokcw)-tenin|-eTrn} -ninepuaun-4-in)-rerpazon-1-inl-
IIPOTIOHITPHI,

389 {2-[4-(DensoTiazon-2-inokcu)-denin|-eTun } -tpinonporin-[3-(2H-rerpazon-5-in)-
npormin]-amin;

390 1-{2-[4-(6en3oTiazon-2-inokcn)-denin]-etun }-ninepuaun-4-xapboHosa  kacmoTa,  (2-
rigpoxcu-1,1-guMeTHI-eTHI)-aMil;

391 {2-[4-(6enzoriazon-2-inokcn)-denin]-ernn } -pionponimveran-[3-(1H-[1,2,4] rpuason-

3-in)-upomin]-amin;
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392 {2-[4-(6enzoTiazon-2-inokcn)-denin)-etun } -uukronpomnimMeran-[ 3-(5-merun-1H- 1
[1,2,4]rprason-3-in)-npomia]-amin;
393 {2-[4-(6enzoTiazon-2-inokcH)-penin]-eTni } -uKaonponimvein-[3-(5-penin-1H-
[1,2,4]rprason-3-in)-nipomnin]-amin;
394 2-(4-{2-[4-(1-meTmn-1H-Terpazon-5-in)-ninepamus-1-in]-eTin } -denokcu)-6enszoriason;
395 2-(4-{2-[4-(2-meTun-2H-TeTpazou-5-in)-ninepuaus-1-in]-eTun } -eHokcH)-0eH30TIa301L,
396 1-{2-[4-(6en3oTiazon-2-inokcH)-(eHin]-eTu } -nineps,iuH-4-kapboHiTpII;
397 2-(4-{2-[4-(1H-[1,2,3] rpuazon-4-in)-ninepuaus-1-in]-eTun } -peHokcn)-6eH30Tiaz0m;
398 4-{2-[4-(6enzoriazon-2-inoKcH)-(eHin]-eTHIaMIHO } -MacTIHA KHCTOTA, ETHIIOBHH edip;
399 4-({2-[4-(Benzoriason-2-inokcu)-heHin]-eTrn } -UHKIONPONiIMETHI-aMiHO)-MaCIgHa
KHCJIOTA, ETHIOBHH edip;
400 2-[3-({2-[4-(6ensoTiazon-2-inokcu)-(eHin]-eTr }-IHKIONPONTMETHI-aMiHO)-TIPOITii] -
i30ina0mn-1,3-niomn; -
401 4-({2-[4-(6enzoTiazon-2-inoxcH)-(heHin|-eTH }-IMKITOMPOMIMETHII-aMiHO }-MaCIsHA
KHCTTOTa;
402 1-(3-{2-[4-(6enzoriazon-2-inokcn)-exin]-eTnnamino }-mpomin)-nipomi guH-2-0m;
403 N-1-{2-[4-(6eusotiazon-2-inokcH)-benin]-erwn}-N 1 -muxsronponinvetai-npoman-1,3-
miamis;
404 5-({2-[4-(6en3oTiazon-2-inokcen)-Penin]-eTwi  -uMKIIOTPOTiN-aMiHO }- IEHTAHOBA KHCHOTA,
MeTHIOBHH edip;
405 N-[3-({2-[4-(Genzoriazon-2-in0KcH )-heHis]-eTH } -IHKIONPONLIMETHIT-aMi HO ) - POii]-
aneTamin;
406 Moptonin-4-kapbonosa xucnora [3-({2-[4 - (Gensoriason - 2 -inokcu)-Genin]-etHi}-
IAKIONPONiIMETHII-aMIHO )-IIPOIILT |-aMiz;
407 N-[3-({2-[4-(6enzoTiazon-2-inoKkcy)-(enin]-eTin } -UHKIO PO IME THI-AMIHO )-IPoTIi]-
MeTaHcyibhoHaMia,
408 5-({2-[4-(ben3oriazon-2-ioKcH)-eHLT]-eTHI } -AKIONPOTiI-aMiHO)-TIeHTAHOBA KHCITOTa;
409 1-[3-({2-[4-(6enzoTiason-2-imokcH)-(eHi|-eTH } -i30IIpOoriI-aMiHo )- 1o |- rmiposmi ias-
2-0H;
410 1-[3-({2-[4-(6enzoTiazon-2-inoKcH)-thenin]-e T } -UKION POTIiLIMe TH I -aMiHo)-TIpomnin]-
TiposinH-2-0H;
411 1-[3-({2-[4-(6enzoTiazon-2-inokcu)-dheHLT]-e THI }-IUKNONPONiI-aMiHO)-TIiponin]-
THPOJI iuH-2-0H;
412 1-[3-({2-]4-(6enzoTiazon-2-inoKkcH)-heHi]-e T }-IpOIIiN-aMiHO )-TIpONii | -Iipoi AHH-2-
OH;
413 4-((1-aueTun-rinepuman-4-in)-{2-[4-(6enzoriazon-2-inokcu)-heHin]-eTHi1} -aMiHO -
MacisiHa KHCIIOTa, eTHIoBHIH edip;
414 4-((1-anerar-minepumun-4-in)- { 2-[4-(6enzoriazon-2-inoken)-denin]-etan} -amino)-
MacJgHa KHCI0Ta, eTHJIOBHH edip;
415 4-({2-[4-(GensoTiazon-2-imokcr)-denin]-etin } -MeTanCy T6OHIT-aMiHO)-MacIaHa
KHCTIOTa;
416 ({2-[4-(6en301iaz0m-2-L10KCH )-(heHiN |-e THII } -UHKIIONPOILI-AMIHO }-0HTOBA KHCIOTE;
417 6-({2-[4-(6enzoTiazon-2-imokcu)-eHin]-eTai} - HKIOIPOILT-aMiHO )-KAaIPOHOBA KHCIIOTA,
eTnnoBnii edip;
418 7-({2-[4-(Cenzoriazon-2-inokcH)-Qpenin]-eTH } -IIHKI0IPONLT-aMi 210)-KanpoHOBa KACIIOTA,
eTIoBHi edip;
419 6-({2-[4-(bersoriazon-2-inoKkcH)-(heHin]-eTH } - HKIONPOITiI-aMiHO0)-KAPOHOBA KHCIIOTA;
420 7-({2-[4-(6en30Tiazon-2-inoKcH)-(heHi | -eTHi | -IIHKIONPOTII-aMiH0 )-eHAHTOBA KACNIOTA;
421 N-1-{2-[4-(6en3otiazon-2-inokcu)-tenin]-etnn}-N1-nuaxnonponin-nponas-1,3-riaMin;
422 N-[3-({2-[4-(ben3oTiazon-2-inokcu)-dhenin]-eTi} -quKIONPONiN-amMiHo)-Iporii]-
aneramin;
423 N-[3-({2-[4-(BenzoTiazon-2-inokcH)-eHis] -eTHII } -IHKIONPONLT-aMiHO)-NIpOoIi |-
i300yTHpamin;
424 N-[3-({2-[4-(6en3oriazon-2-inoKkcH)-GeHin |-eTHI } -IHKIOINPONI-aMiHO )-IIPOTILI ] -
OeHzaMin;
425 N-[3-({2-[4-(6enzoTiazon-2-inokcH)-(heri]-eTri } -IHKIONPOIiI-aMiHo )-npomin]-4-
xnopo-OeHzaMiz;
426 N-[3-({2-[4-(Gen3oTiazon-2-inokch)-heHit]-eTui } - HKIONPONiT-aMiHOo )-Hpomin]-
MeTaHCynshOoHAMI,;
427 ITponan-2-cynsdonosa kuciora [3-({2 - [4 -(Gensotiazon) - 2 -, inokcu)-Gheninj-etun}-
LHKJIOIPOi-amMino)-nportin]-amin, tpadTopoMeTaHCyIbOBOKHCIA ClTb;
428 8-({2-[4-(6enzoTiazon-2-itokcu)-(eHin]-eTrin} -HKIOnpPONii-aMiHo )-OKTaHOBA  KHCIIOTA,
eTHIOBHH edip;
429 1-[3-({2-[4-(BensoTiason-2-inokcH)-(emin]-e T }-uHKIOIpOniT-aMino)-npomin]-3-benin-
CEYOBHHA;
430 | 8~({2-[4-(Genzoriazon-2-inoxeH)-GeRin|-e T } -IMKIONPOTTifi-aMiHO)-OKTaHOBA KHCIOTa;
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431 Terparinpo-typan-2-kapGonoBa xucnora [3-({2 - [4 - (Gemsoriazon-2-inokcu)-denin]-
€THIL}-IHKIONPONiN-aMiso)-iporin]-amin;

432 N-[3-({2-[4-(6er30Tiazon-2-inokeH )-benisi]-e Tan } - MK Ionponin-aMiHo )-nporin]-2-
IiIpOKCH-aLeTaMi;

433 4-({2-[4-(6en3oriazon-2-i10kcH)-GEeHOKCH | -e THIT } - IMKJIONIPOITLI-aMiHO ) -MacIsiHa

KHCIOTA;

434 1-{3-[4-(6en3oTiazon-2-iokcn)-Oenmnamino]-nponin } -niposigun-2-01;

435 1-{3-[4-(6en3oTiazon-2-iiokcn )-GeH3 1] -MEeTHII-AMiHO } -IIPOITiN)-ipoJIi HH-2-0H;

436 1-{3-[4-(6enzoTiason-2-inoKken )-0eH31]-i30nponii-aMiHo } ~ITpoIIi)-Hipo/i AuH-2-0H;

437 1-{3-[4-(6en3oTiazon-2-inoxcu)-0eH3HI]-e THII-aMiHO } -IIponin)-miponiguH-2-0H;

438 [4-(Ben3oriazon-2-inokcH)-0eH3HI]-IHKIONPONiI-aMiH;

439 N-1-[4-(6en30Tiazon-2-inokcn)-0en3nn]-N1-nEKnonponin-nponas- 1,3-niaMin;

440 N-(3-{[4-(6en3oTiazon-2-inoKcH)-6eH3HI]|-IHKION POLiN-aMiHO } -ipontin)-i3o0yTHpamis;

441 1-(3-{[4-(6en30Tiazon-2-i10KCH)-6eH3MIT|-LHKIOAPONI-aMiHO } -IPOIILN)-i30MporIin-
CECYOBHHA;

442 1-{1-[4-(6enzoTiason-2-inokceu)-0eH3uin]-ninepumn-4-in } -3-i3onponin-ce4oBuHa;

443 N -1 - [4 - (6ensoriazon — 2 - ir0kcH) - GeH3HM] - minepuanH-4-i1}-0KcaMiHOBA KACIOTA,

MeTunoBui edip;

444 N-{1-[4-(Genzotiazon-2-inoken)-Gensun]-ninepuaua-4-in} -i300yTHpamis;

445 Terparinpo-gypan-2-kapboHOBa  KHCNOTa, {1-[4-(6enzoTiazon-2-inokcu)-Gerzun)-
nineprauH-4-11}-amiz;

446 1-{1-[4-(Gen3oTiazon-2-inoxck)-6en3un|-ninepuuH-4-i1 } -4-riqpoxcu-niposiguH-2-o1;

447 1-{1-[4-(6Gen3oTiazon-2-inoxen)-Gensun|-minepuana-4-in | -4-riJpoKcH-Iipos Aun-2-0H;
448 {1-[4-(Gensoriazon-2-inoken)-Gensnn]-minepunn-4-in} -ceuoprna;
449 N-{1-[4-(6enzoTiazon-2-inoken)-Oensun]-ninepuaun-4-in }-oxkcaMiHoBa KHCIOTA;

450 N-{1-{4-(Gensoriazon-2-inokc)-Genaun]-ninepuaun-4-in} -2-rinpokcu-aneramis;

451 N-{1-[4-(6enzoTiazon-2-inokcH)-Gen3un]-minepaanH-4-in}-2,2,2-rpudTopo-aneramis;

452 2-[4-(1,1-piokco-116-riomopdoniu-4-inmerin)-henoken]-Oensoriazon,

453 N-{1-[4-(6enzoriazon-2-inokcu)-6en3minl-ninepuun-4-aminocybdounin } -kapbaminosa
KHCJI0Ta, TpeT-0yTanosui edip;

454 N-{1-[4-(6en3oria3on-2-inokcH)-0eH3mi]-minepuauy-4-in } -aueramiz;

455 N-{1-[4-(6enzotiazon-2-itokcn)-Gensun]-ninepuans-4-in} -N,N-numeTHicy nbhami;

456 1-{1-[4-(6enzoTiazon-2-inoken)-Gensun]-minepuanH-4-i} -3-eTHI-CEYOBHHA;

457 1-{1-[4-(Gen3oTiazon-2-inokcn)-6en3nn]-minepuaun-4-in }-3-eTHi-TiocedoBHHA,

458 Iponas-1-cyasgonosa kucnota {1-[4-(Gensoriazon-2-iokcu)-Gensun]-ninepuun-4-in} -
aMif;

459 Iponan-2-cyisonosa kuciora {1-[4-(6ensoTiazon-2-inoxcn)-Gensun]-nimepuamn-4-in}-
amiz;

460 N-{1-[4-(6ensotiazon-2-inokcn)-6eH3mn)-minepugua-4-i1} -cynbpamin;

461 N-{1-[4-(6en30Tiazon-2-inoxcn)-6en3un)-minepuauu-4-in } -bopmamig;

462 {1-[4-(GenzoTiazon-2-inokcn)-GeH3u] -ninepuauH-4-11 } -kapGaMiHOBa KMCIIOTa, €THIOBHH
eip;

463 N-{1-[4-(6enzoTiazon-2-inoken)-Gensun|-ninepuus-4-in } -nponionamiz;

464 N-{1-[4-(Genzoriason-2-inoken)-Gersun] -minepuaun-4-in} -Gy rapamiz;

465 1-{1-[4-(6enzoriazon-2-inokcn)-Gersun|-ninepunuu-4-in} -3-mpomnin-cevosuna;

466 {1-[4-(6enzoriazon-2-inoxcn)-6ensun|-ninepuu-4-in}-3-kapbamiHopa KHCOTa,
npominoexii edip;

467 {1-[4-(Gensoriazon-2-inoxcn )-Gensun]-ninepuua-4-in } -3-MeTHII-CEIOBHHE,

469 1-{1-[4-(6enzoTiazon-2-inoxcy)-6eHzmn|-minepuaua-4-i1} - 1,3 - TUME TH/I-CEYOBHHA;

470 1-{1-[4-(6enzoTiazon-2-inokcH)-6eH3u ] -inepuMH-4-in} - | -MeTUI-Ce4OBHHA;

471 N-{1-[4-(6enzoTiazon-2-inoxen )-Genzun]-ninepummH-4-in} -N-mMeTHi-aneramiz;

472 {1-[4-(6enzotiazon-2-inokcy)-Gensun]-ninepnuH-4-in} -MeTHI-kapbamMiHOBa  KHCIOTa,
MeTHIOBHH edip;

473 N-{1-[4-(6en3oTiazon-2-inoxcn)-Gen3m]-inepuapn-4-in} -N-MeTHI-0KcaMiHoBa

KHCJI0Ta, MeTHaoBa# edip;

474 N-{1-[4-(6ensoriazon-2-inoxcn)-Gensui]-ninepuuun-4-in} -N-MeTun-oxkcaminopa

KHCIIOTAa;

475 'yaninun, N-{1-[4-(Gensoriason-2-inokcn)-Gensmi]-ninepuamn-4-in }-N’-riapokcu;

476 { 1-[4-(6enzoTiazon-2-inoxen )-Gen3mn)-minepuaun-4-ia } -kapdaminopa KHCIIOTA,
izonponinosuii edip;

477 3-{1-[4-(6enzoTiazon-2-inokeu)-Genzun}-ninepummn-4-in } -1, 1 -aMerHn-ceUOBKHA,

478 OnroBa kucnora  {1-[4-(Gensoriason-2-inokcn)-Gensun]-ninepuman-4-inkapGamoin } -
MeTHIoBHH edip;

479 {1-[4-(6emzoTiazon-2-inokcu)-Gensun]-ninepumus-4-in } -rioceyoruHa;

482 2-[4-(2-moponia-4-in-etokcH)-peHoKcH]-6ensoTiazon; Ta

483 2-[4-(2-minepuauH-1-i-eTokcn)-herokcH -Oen3oTiazomn.
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JopaTkoBi BapiaHTu AaHoro BuHaxoay, Ae X siBnsie coboro NR5, ne R® e H abo CHs, 3pobneHi 3rigHoO 3 cuHTe-
TUYHMMU MeTodamu, Lo okpecrneHi Ha Cxemax A-C, F, G Ta J-L, aemoHcTpytoTe LTA4H iHriGiTOpHY akTUBHICTb i
BMOMPaIOTLCA i3 rpynu, sika BKIIOYAE:

Ipuxsan Cooayxa

37 1-{2-[4-(1H-Genzoiminazon-2-inoxcu)-dhenokeu ] -ernn} -4-Genin-ninepanan-4-oim;

38 {2-[4-(1 H-6en3oiminazon-2-i10KcH)-heHin]-eTHA } -IUKION PO IMETH I-IPOIiN-aMiH;

39 Iukorekcun-etun-{2-[4-(1-mernn- 1 H-Gemsoimigazon-2-inokeu )-enin]-eremn } -amin;

117 1-{2-[4-(1H-6enzoiminazon-2-inokcu)-benorcul-etun } -4-(4-6pomodenin)-ninepuguu-4-
o,

118 1-{2-[4-(1H-Genzoimigazon-2-inokcn)-derokcn|-etun }-4-(4-xmopodenin)-ninepuaaa-4-
OIT;

119 1-{2-[4-(1H-6en30iminasoin-2-inokcu)-henokcn|-etin } -4-Gensunminepuann-4-om;

123 {2-[4-(1H-6en30iminaz0m1-2-i10KcH)-heHin]-e THIT } -IHKIOT eKCHIT-STHII-aMiH;

124 2-[4-(2-niponiauu-1-in-etmn)-denokcu]-1H-Gersoiminason;

125 2-[4-(2-azenan-1-in-erun)-dhenokcn |- | H-6enzoiMinazom;

126 {2-[4-(1 H-6enzoiminazon-2-inoxcn)-pexin]-etun } - 1Oy THI-aMiH;

127 1-{2-[4-(1H-6en30iMiza3071-2-u10KcH)-(enin]-eTua } -ninepuaH-4-01;

128 1-{2-[4-(1H-6en30iminazon-2-inokcu)-denin]-erun} -minepuanH-4-xapboHOBa ~ KHCIIOTA,
MeTHIoBH edip;

129 {2-[4-(1H-0en30iMiga301-2-I0KCH)-(DeHOKCH | -eTHI } -IIHKTOT éKCHII-ETHII-aMiH;

130 2-{4-[2-(4-meTun-ninepuus- 1-im)-eTokcu]-henokcn - IH-6enzoiminazosn;

131 2-{4-[2-(2-eTr-ninepnaun- 1-im)-erokcu]-peroxcH } -1 H-6GeHzoimigason;

132 2-[4-(2-ninepuaun-1-in-erokcu)-penokcn]-1H-6ensoiminazomn;

133 (1-{2-[4-(1H-6en30iMinazon-2-i0kcH)-HeHOKCH] - THI } -IinepH IHH-4-1T)-MeTaHO;

134 1-{2-[4-(1H-6en30imina30:-2-1n0KcH )-PeHOKCH | -€THI } -HimepuanH-4-o11;

138 2-[4-(2-azenan-1-in-eTokcu)-penokcu |- 1H-Gernsoiminazon amin;

139 {3-[4-(1H-6en30iminason-2-inokcH)-heHOKCH |-NpoIIiN } - TAMETH]I-aMiH;

140 2-[4-(2-mipomimau-1 -in-erokcH)-penokcn]- 1 H-6ensoivinason;

141 {2-[4-(1H-6en30iMimazon-2-L10KcH)-HheHOKCH |-e THIT } -l TH/T-aMiH;

142 2-[4-(2-mop¢onin-4-in-erokcu)-dpenokcu]-1H-Genzoimigasom;

230 2-[4-(2-niinepunua- 1 -in-etwin)-peHokcu]-1 H-Gensoiminazon;

231 1-(1-{2-[4-(1H-6en30iminazon-2-1n10kcH)-PeHOKCH] -e TR -mineprauH-4-i)-miposinuH-2-
OH;

480 (1-{2-[4-(1H-6en30iMi1a301-2-110KCH )-(IeHOKCH ]| -€THIT} - T TIepHH-4-11)-METAHOI; T2 __

485 1-{2-[4-(1H-6ensoiminazon-2-inoxcu)-henoken|-eTun } -nineprmun-4-kapbonosa

KHCJIOTa, eTHIOBHH edip.

Cnonykv gaHoro BuMHaxody MOXyTb OyTu ogep-
XKaHi 3rigHO 3 peakuinHUMK CXeMaMu, WO OonucaHi
Hwxk4e. [aHi cxemu NpeacTaBnsloTe ABa OCHOBHUX
NigXoAn OO CUMHTE3Y LiNbOoBMX CMONyK, obmasa maroTb
NiHINHMA  XapakTep, MoYMHaK4YMcb Big Oyab-aKoro
KiHUS gaHol monekynu. daxiBueBi y oaHin ranysi 3po-
3yMino, WO AesKi CMonykn MOXYTb Kpalle odepXyBa-
TUCb 3 BUKOPUCTAHHSAM OfHIEI CXEMMU, Y MOPIBHAHHI 3
iHLLOO.

[na ogep)XaHHS Pi3HMX CMONYK MOXYTb ByTu Bu-
KOpUCTaHi BUXiOHI mMaTepianu, KOTpi HECYTb, Y KiHLUe-
BOMY paxyHKy, NOTPiOHI 3aMiCHVKK, MPU 3aCTOCYBaHHI
BiANOBiAHOI cxemu i3 3axuctom abo 6e3 Hboro. Buxi-
[OHi MaTepianu MOXyTb OTPUMYBaTUCh i3 KOMEPLINHUX
Oxepen abo OyTM CMHTE30BaHi 3 BUKOPUCTaHHSAM
crnocobiB, BiaoMux caxiBuaM y AaHin ranysi. Ak anb-
TepHaTVBa, MOXe BUHUKHYTU noTpeba y 3acTocyBaH-
Hi, 3aMiCTb NOTPIGHOro 3amicHWKa, NPUAATHOI rpynu,
KOTpa MoXe 36epiraTucb nigyac peakuii i 3amiHoBa-
TUCb BIAMNOBIOHMM 3aMiCHUKOM. Byab-sakuiA NpoaykT,
L0 MICTUTb XipanbHWIA LIEHTP, MOXe ByTn poslienne-
HUM Ha CBOI eHaHTiOMepU 3 BUKOPUCTaHHSM 3BUYali-
HKX cnocobiB.

BapiaHTn npouecis, WO iNOCTPYOTLCH Y OaHOMY
TEKCTi, BKMOYatloTb, KOMNW Lie Mae XiMiYHUIA CeHC, OaHYy
abo kinbka cTagiv, Takux Sk rigponis, ranoreHyBaHHs,
NPoOTeKTyBaHHA Ta AenpoTekTyBaHHs. Lli ctagii mo-
XyTb ByTW 3acTocoBaHi y CBiTMi 3anpoBamKeHux TyT
MEeTOAMK Ta 3BMYaNHOro AoCBigy Y Uin ranysi.

Mig 4ac npoBeaeHHs Oyab-sikMX NpoueciB Ans
ofepXaHHs CrosyK AaHOro BUHaXo4y MOXe BUHUKHY-
™1 notpeba Ta/abo GaxaHHA 3axMcTUTU YyTnmei abo
peakuinHi rpynn Ha Gyab-siKin i3 3agistHUX Monekyn.
Kpim TOro, cnonyku gaHoro BMHaxody MOXyTb OyTu
MOAMMIKOBaHI 3 BUKOPUCTAHHAM 3aXWCHWUX rpyn; Taki
crnonyku, nonepegHukn, abo npomegnKkaMeHTn Takox
nignagatoTb nig obcsar aaHoro BuHaxody. Lle moxe
JocsaraTich 3a 4ONOMOrOI0 3BUYaMHNX 3aXMCHUX rpy,
Takux sk Ti, wWo onucaHi y "Protective Groups in
Organic Chemistry", ed. J.F.W. McOmie, Plenum
Press, 1973; ta TW. Greene & P.G.M. Wuts,
"Protective Groups in Organic Synthesis", 3" ed.,
John Wiley & Sons, 1999. 3a3HaueHi 3axvcHi rpynu
MOXYTb OYTM BUIYYEHi Ha 3pY4Hii HACTYNHIA cTagii 3
BUKOPUCTAHHSIM BiJOMWX Y AaHii ranysi cnocobis.
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3 nocunanHam Ha Cxemy A, e n gopisHioe 1 abo
2, HasiBHUI y npofaxy 4-0eHaunokcudpeHin, A1, nig-
JaeTbCA ankinyBaHH amiHoranoigoankinamu, A2; y
NPoAaxy € Kirnbka aMmiHoarnkin xnopuais. [aHi peakuii
MOXYTb NPOBOAMTUCL Yy LUMPOKiA obracTti Temnepa-
Typ, BKOYaluM KiMHaTHy TemnepaTtypy Ta OinbLu
BUCOKI TemnepaTtypu, y MPUCYTHOCTI HeopraHivyHol
OCHOBW, WO, SIK Bigomo, nonerwye O-ankinyBaHHs,
Takoi 5K, ane He obmexyroumch UMM, KoCOs, CS203
Ta ix cymiuwi. (J. Med. Chem., 1997, 40, 1407-1416).
MpuagaTHi PO3YMHHMKM BKIKOYAKOTb, NPOTE He obme-
Xytouncs UMM, DMF. BunydeHHst 6eH3unbHoi rpynu
Ha A3 MoOXe 3[iNcHIoBaTUCL 3a YMOB KaTamniTU4HOro
riapyBaHHsi, JoOpe BigoMoro daxiBusiM y AaHil ranyai
(Greene, T.W,; Wuts P.G.M. Protective Groups in
Organic SyntyeS|s 3 ed.; John Wiley & Sons; New
York, 1999.). lNpwuaaTtHi KaTanisatopu BKMOYaKOTb,
npoTe He obmexytoumnch umm, Pd Ha Byrnedi (Pd/C), y
PO3YMHHMKAX, TaKMX SK eTunaueTart, cnupTv Ta ix
cyMiwi. [Mpuknagn cnupTiB BKMOYaOTb, MNpOTE He
obmexytouncs umm, CH3OH, etaHon, i-PrOH. Li pea-
KUil 3BU4aHO MPOBOASATLCH MPU KIMHaTHIN Temnepa-
Typi. BunyyeHHsi 6eH3unbHoI rpynu Ha A3 moxe 3gin-
CHIOBATUCb Y [OEAKMX BapiaHTax 3 BMKOPUCTaHHAM
BiHOBINEHHSA PO34MHIOBaHMM MeTanoMm abo 3a ymoB
TpaHcdepHOro rigpyBaHHs Npu NpugaTHUX Temnepa-
Typax. Hanpwvknag, BigHOBMEHHSI PO3YMHIOBaHUM Me-

Ad

C}’Y OO’M A

A8

Tarnom 3BMYaNHO MPOBOASATLCA NPV TemnepaTypax
Hx4e kimHaTHoi (-33°C). Peakuisi A4 3 apoMaTn4HOIO
GiLmKnivHOIO KinbLieBo cucTemoto, A5, o, npu no-
Tpebi, 3axulieHa BiANOBIAHMM YMHOM, MOXE MpPOBO-
OUTUCE Y MeXax LuMpokoi obnacTi Temnepartyp,
BKIMIOYAOUN KiMHATHY Temnepatypy i Ginblu BWUCOK
TemnepaTtypu, Yy MNPUCYTHOCTI nNpuaaTtHOI OCHOBM,
BKII04AIOUM, NpoTe He OBMeXy4nceb UM, amiH abo
HeopraHiyHy OCHOBY, SIK BU3Ha4deHo BuLle. [puaaTHi
aMiHHi OCHOBW BKIOYalOTb, MPOTE HEe OOMEXYHUUCH
unm, Tpuetunamii (TEA), N,N-giisonponinetnnamix,
1,8-gia3abiumkno[5.4.0lyHaeu-7-eH  (DBU), amiHHi
OCHOBM Ha NoniMepHUX Hocisx Ta X cymiwi. Konu X
ABnsie coboto knceHb abo CipKy, 3axuCHI rpynu Hesa-
CTOCOBHI. lNMpuaaTHi PO34YMHHUKM BKIOYaOTb, NpoTe
He obmexyouncb umm, DMF, GchN aueToH Ta IX
cymiwi. Konm X saBnse coboto NR®, i R® siBnsie co6oto
npuaaTHy 3axucHy rpyny Ha OCHOBI KPEMHIlo, TaKy 5K
SEM (TpumeTtuncunineTokcumeTumn), BUNy4EHHA 3a-
XUCHOI rpynin Ha OCHOBI kpemHilo Ha NR® Moxe afiiic-
HIOBaTUCb 3 BMKOPWCTaHHAM YMOB, WO Aobpe Bigomi
daxiBuam y gaHivi ranysi (Greene et al., sk 3a3Hava-
nocb BuLle). TUNOBI YMOBM peakLii BKMHOYaoTb, Npo-
Te He 0OMeXylouncCb LM, BUKOPUCTaHHA TeTpabyTu-
namotin propmay (TBAF) y npuaaTHUX po3ymMHHMKAX,
Takux g9k THF, npu nigBuLleHux TemnepaTypax.
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3 nocunaHHaM Ha Cxemy B, HasBHWIA y npogaxy
4-6eH3unokcudeHon, A1, nigoaetbcst ankinyBaHHIO
avranoankaHamu, Kpaile, gubpomoankaHamu, Taku-
Mu sik 1,2-gubpomoeTaH Ta 1,3-gubpomonponaH, B1,
obvaBa Skux € y Npodaxy, y LMPOKiN obnacTi Temne-
paTtyp, e nepeBara BiggaeTbCs NiABULLEHUM TeMne-
patypam (Zhou, Z.-L. Et al., J. Med. Chem. 1999, 42:
2993-3000). [aHi peakuii NPOBOAATLCSA Y MPUCYTHOCTI
HeopraHiyHoi OCHOBW, WO, K Bigomo, nonerwye O-
arnkinyBaHHsi, Takoi Sk, ane He OOMEXYHUUCh LM,
K2CO3, CS;03 Ta ix cymiwi. MNMpugaTtHi po34MHHMKM

BKMIOYal0Tb, NPOTe He obmexytounch uum, CH3CN Ta
DMF. Cnonykun cTpyktypn B2 06pobnstoTe amiHamu,
B3, y npucytHocTi abo 3a BigcyTHOCTI mpuaaTHOI
aMiHHOT OCHOBM, SIK OMUCaHO BULLE, B LUMPOKIN obnac-
Ti Temnepatyp, e nepesara Big4acTbCs MiABULLEHUM
TemnepatypaMm. [lpugaTHi PO3YMHHMKM BKIIOYaOTb
CH3CN, CH.CI, Ta DMF. lNoganblue nepeTBOpeHHS
pesyrnbTyUnX MPoAdyKTiB, CTPYKTYpu A3, y CMOnyku
CTPYKTYpu A6 € Takum, K AeTanisoBaHo Bulle Ans
Cxemn A.

Cxema C
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3 nocunaHHaMm Ha Cxemy C, GeH3unbHa rpyna
cnonyk cTpyktypu B2 moxe 6yTu BunyyeHa 3 BUKopu-
CTaHHSIM YMOB KaTaniTU4HOro rigpyBaHHs, WO Jobpe
BigoMi dpaxiBusmM y gaHiv ranysi (Greene et.al., sk
3a3HaveHo Buwe). MNpupaTtHi kaTanizaTopu BKHOYa-
0Tb, NpPOTe He obmexytounce umm, Pd/C, y posunH-
Hukax, Taknx sk THF Ta cymiwi THF/etanon. Lj peak-
uii  3BM4aMHO  MpPOBOAATLCS  MpU  KiIMHATHIN
Temnepatypi. BunyyeHHs ©6eH3unbHOI rpynn Ha B2
MOXe 3[iCHIOBaTUCL Y AeSKUX BapiaHTax 3 BUKOPUC-
TaHHSM YMOB TpaHCEpHOro rigpyBaHHA 3 BUKOPUC-
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TaHHAM MpUOATHUX PO3YMHHMKIB Ta TemnepaTyp.
Cnonykn 3aranbHoi cTpyktypu Cl obpobnsiots ami-
Hamu cTpykTypu B3, y npucyTHocTi abo 3a BigcyTHOC-
Ti NnpugaTHOI aMiHHOI OCHOBM, SIK OMWCAHO BULLE, B
Wwmpokin obnacTi TemnepaTyp, Oe nepesBara Bigaa-
€TbCA NigBuLLEeHUM TemnepaTypaM. [lpuaatHi pos-
YMHHVKM BKIIOYalOTb, MPOTE HEe OBMEXYHYMCb LUM,
CH3CN, CH.CI, Ta DMF. lNoganblue nepeTBOpeHHS
pe3ynbTyunx NpoaykTis, A4, y cnonykn A6 € Takum,
Sk geTanizoBaHo BuLle ans Cxemu A.

Cxema D
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3 nocunaHHsam Ha Cxemy D, cnonyku CTpykTypum
A6 MOXyTb BYTM Takox ogepXKaHi LUNsixom oO6pobku
crnonyk cTpyktypu Cl apoMatuyHuMmn BiluKnivyHUM
cnonykamu, A5, ge X=S ta O, y np1cyTHocCTi npugat-
HOT HEopraHi4yHoOi OCHOBMU, SIK BU3HAYEHO BULLe, Y LIn-
pokin obnacTi Temnepatyp, Ae nepesara BigAacTbCH
nigsuweHnm Temnepatypam. [MpuaaTHi PO3YMHHUKN
BKMIOYalOTb, NpOTe He obmexytouucsk umm, CH3CN,
DMF Ta ix cymiwi. NepeTBopeHHs CronyK CTPYKTypu
D1 y cnonyku cTpyktypu A6 MoXe 3AiNCHIOBaTUCH
wnsxom obpobku cnonykamu ctpyktypu B3. Li peak-
Uil MOXYTb NPOBOAMTUCL Y NPUCYTHOCTI abo 3a Biacy-
THOCTi aMiHHOI OCHOBW, SIK BU3HAYeHO BMuLLEe, abo He-
OpraHiyHOi OCHOBW, TaKoi SIK, MPOTe HE OOMEXYHYMCh
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unm, KoCO3, Csp03 Ta ix cymiLli, sik onMcaHo Bulle, y
Wwmpokin obnacTi TemnepaTyp, Oe nepesBara Bigaa-
€TbCA NigBuLLEHUM TemnepaTypaM. [lpuaatHi pos-
YMHHVKM BKIIOYalOTb, MPOTE HEe OBMEXYHYMCb LUM,
CH3CN 1a DMF.

MomHa nepegbauntn, wo konm X asnsie coboto
NR® iR’ ¢ nNpUAAaTHOK 3aXMCHOK PYNot Ha OCHOBI
KpeMmHito, cuHTe3 byae npoxoamTh nogibHo o onuca-
Horo Buwe. MoxHa Takox nepegbaynTu, WO BuUny-
YEHHS1 3aXUCHOI rPynn Ha OCHOBI KPEMHIil0 MO 3aBep-
WEHHI0 [aHol CUHTETUYHOI MocnigoBHoCTi Oyae
3[iACHIOBATUCL 3@ YMOB, KOTpPi onucaHi y pagi pooiT,
Takux sk (Greene et al., sk 3a3Ha4YeHO BULLE).
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Cxema E
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3 nocunaHHAM Ha Cxemy E, nepeBara Bigaaetb-
cs 0obpobui cnonyk cTpyktypy E1 apomatmiHummn
GiumkniyHnum cnonykamu, A5, ge X siBnsie coboro S i
Takox O, y NpuUCYTHOCTI NpuaaTHOI HeopraHiyHoi oc-
HOBW, SIK BU3HAYEHO BULUE, Y LUMPOKIN obnacti Tem-
nepatyp, Ae nepesara BigAaeTbCs NiABULLEHNM Tem-
nepatypam. MNpuaaTtHi PO34MHHMKM BKIOYalOThb, MPOTe
He obmexytoumck ummM, CH3CN, DMF Ta ix cymiui.
Cnonyku cTpyktypn E2 moxyTe 6yTn nepeTBopeHi y
cnonykn cTpyktypu E3 3 BUKOpUCTaHHAM TWUMOBMX
yMOB OpOMyBaHHSI, BKIOYalo4mn, npote He obmexyto-
Yncb UMM, 3acTtocyBaHHs PBrz npu nigBuLeHUX Tem-
nepatypax. [puaaTHi PO34MHHUKN BKITHOYalOTb, NpoTe
He obmexytloumcb umMm, 6eH3on. Cnonyku CTpyKTypu
E2 MoXyTb BYTU TakoX NepeTBOPEHi y CMONyKn CTpy-
KTypn E4 3 BuKOpUCTaHHSM CTaHOApPTHUX YMOB Cy-
NbdOHINyBaHHs, WO Aobpe Bigomi daxiBUaM y AaHiin
ranysi. BoHu BkniovaloTb, NpoTe He oBMEXylounchb
unm, BukopuctanHa TsCl 3 ogepaHHsSM To3wnarTis,
SIK 3a3HA4YE€HO Ha JaHin cxemi, Y NPUCYTHOCTI aMiHHOI
OCHOBM Npu KiMHaTHIN Temnepatypi y CH2Cly. MNepe-
TBOPEHHA CMONYyK CTPyKTypn E3 y cnomnyku cTpykTypu
E5 moxe npoBoguTUCH LUNSAXOM 06pobKM crosykamu
cTpykTypu B3. Lli peakuil MoxyTb 3fincHioBaTUCL Y
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npucyTHocTi abo 3a yMOB BiACYTHOCTI MpuaaTtHoOI
aMiHHOT OCHOBM, SIK OMMCaHo BULLE, abo HeopraHivyHol
OCHOBW,

Takoi sk, NpoTe He obmexywuncb umM, KyCOs,
CS,03 Ta ix cymiwi, y wmpokin obnacti Temneparyp,
Je nepeBara BiggaeTbCs MigBWLLEHMM TemnepaTy-
pamM. lNpuaaTtHi PO3YMHHMKM BKIOYaOTb, NPOTE He
obmexytounck umm, CH3CN ta DMF. Crnonyku cTpyk-
Typu E4 MoxXyTb GYyTU NepeTBOPEHi y CMONyKM CTPykK-
Typy E5 wnsxom obpobku cnonykamu cTpyktypu B3.
Lli peakuii MoXxyTb 3aiiCHIOBATUCb Y MPUCYTHOCTI abo
3a YMOB BiACYTHOCTI npuaaTHOI amiHHOI OCHOBW, SK
onucaHo BMLLe, Y LIMPOKIA obnacti Temneparyp.
MpuaaTHi PO3YMHHMKM BKIKOYAKOTb, NPOTEe He obme-
xytouncs umm, CH3CN ta DMF.

MepenbavaeTbes, Wo konm X sBnsie coboto NR5,
iR°e NPUAATHOK 3aXMCHOIO FPYMOK0 HAa OCHOBI KPeM-
Hito, cnHTe3 Byde mpoxoauT nodibHo Ao onMcaHoro
Bulle. MoxHa Takox nepegbaynTy, O BUIYyYEHHS
3aXUCHOI TPynM Ha OCHOBI KPEMHil0 MO 3aBepLUEHHI0
[aHOoi CMHTETUYHOI mocnigoBHOCTI Byae 3gincHioBa-
TUCb 3a YMOB, KOTpi onucaHi y psai pobiT, Takux sik
Greene et al. (sk 3a3Ha4eHo BuLLE).

Cxema F
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3 nocunaHHam Ha Cxemy F, HasiBHi y npogaxy 4-
(2-rinpokcu-eTun)-cpeHon Ta 4-(2-rinpokcu-nponin)-
¢heHon nepeTBoOpOTLCA Y BiANOBIAHI ranoigoankinu
F1, ne HAL siBnse coboto xnopua abo Gpowmig, 3a
TUNOBUX yMOB 6pomyBaHHs abo xrnopysaHHs. Lli ymo-
BW BKIIOYAIOTb, MPOTE HE OOMEXYH4YMCh LM, 06pob-
Ky 48% HBr posunHamu npu nigBuweHnx Temnepary-
pax. MNoTim pe3ynbTytodi 6pomodeHonu cTpykTypm F1
MOXYyTb OyTn 06pobneHi amiHamu cTpykTypn B3 vy
npucyTHocTi abo 3a BiACYTHOCTI NpuAaTHOI aMiHHOI
OCHOBM, SIK OMUCAHO BULLE, Y LUMPOKiA obracTi Tem-
nepatyp. NpugaTHi PO3YMHHWKM BKIOYaOTb, MpoTe
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He obmexytouunck umm, CH3CN ta DMF. Peakuia F2 3
apomaTtuyHol BiLMKNIYHOK  KiNbLEBOK CUCTEMOLD,
A5, wo, npy NoTpebi, BiANOBIAHUM YMHOM 3axuLLEHa,
MOX€e MPOBOAMUTMCH Y LUMPOKiIA obnacTi Temneparyp,
BKIMHOYAOYM KiMHATHY Temnepatypy Ta OinbLl BUCOKi
TemnepaTtypu, y NPUCYTHOCTI NpuaaTHOI amiHHOT abo
HeopraHiyHoI OCHOBM, SIK BU3Ha4YeHo BuLle. MpuaaTHi
PO3YMHHUKM BKIOYalOTb, NPOTE He OOMEXyHunchb
uum, DMF, CH3CN, aueToH Ta ix cymiwi. Konn X sag-
nsie coboro O abo S, 3axucCHi rpynM HE3aCTOCOBHI.
Konn X siBnsie coboto NR5, i R® sBnsie coboto npuaa-
THY 3axMCHY Ipyny Ha OCHOBi KpeMHIl0, Taky sik SEM
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(TPMMETUNCUNINETOKCUMETUM), BUITYYEHHSI 3aXWUCHOI
rpynu Ha OCHOBI KPEMHIil0 Ha NR® moxe 3pijiicHioBa-
TUCb 3 BUKOPUCTaHHSIM YMOB, Lo aobpe Bigomi daxi-
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BuLe). TUNoBi YMOBU peakLii BKIOYaTb, NPOTE He
obmexytounce UMM, BukopuctaHHs TBAF y npupart-
HUX PO3YMHHUKaX, Takux sk THF, npu nigsBuLeHnx
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BUAM Yy AaHin ranysi (Greene et al, sk 3a3Havanocb Temneparypax.
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3 nocunaHHsm Ha Cxemy G, G1, ge n gopisHioe 0
abo 2, i HAL siBnsie coboto Gpomig abo xnopua, €
HasiBHMMM y NpoAaxy MaTepianamv abo MoxyTb ByTu
oTpuMmaHi Big **, i G1, ge n gopiBHIOE 1, K MOXHa
nepegbayatin, Moxe ByTM OTPMMaHUIA 3 BUKOPUCTaH-
HSIM CTaHOApPTHUX YMOB arnkifnyBaHHs, BUXOASYN i3 4-
(2-rippokcu-etun)-cpeHony Ta 6eH3un Gpomigy. Ben-
3unbHa rpyna y G1 cnyrye 3axucHoto rpynoto. Y Lin
nocnigoBHOCTI MOXYTb ByTK 3aCTOCOBaHI 1 iHLLi cyMi-
CHi 3axuCHi rpynu, Wo BigoMi paxiBusiM y AaHin rany-
3i. Cnonyku i3 3aranbHol0 CTPyKTypoto G2 MOXYTb
OyTn ofepxaHi Wnsaxom obpobkM amiHaMuK 3aranbHoi
cTpykTypmn B3, y npucyTHOCTI abo 3a BigcyTHOCTI npu-
OaTHOI aMiHHOI OCHOBW, SIK OMMUCaHO BULLE, Y LLUMPOKIA
obnacti TemnepaTtyp. NpyaaTHi PO3YMHHKKN BKITHOYa-
I0Tb, NpoTe He obmexytounch unm, DMF ta CH3CN.

BunyyeHHs 6eH3nny Moxe NpoBOAWUTUCH 3 BMKOPMC-
TaHHSM YMOB KaTaniTU4HOro rigpyBaHHs, Wo Jobpe
Bigomi cbaxiBuam y gaHiv ranysi (Greene et al., 5K
3a3Havanoch Bulle). MNpuaaTtHi kaTanizaTopu BKMO-
YyaloTb, NpoTe He obmexyiouucb umm, Pd/C, y pos-
YMHHMKaX, TaKMX SIK eTunaueTar, CNMpTK Ta IX CyMiLui.
Mpuknagn cnmpTiB BKMOYalOTb, NPOTe He obmMexyto-
ynck umMm, CHsOH, etaHon, i-PrOH. Tunogo, Ui peak-
Uil NnpoBOAATECA NPW KiIMHATHIN Temnepatypi. Buny-
YeHHs 6eH3unbHOI rpynu Ha G2 MoXe 34iMCHI0BaTUCh
y AesiKuX BapiaHTax 3 BUKOPUCTAHHSAM YMOB TpaHC-
depHOro rigpyBaHHsl Npu NpuaaTHUX TemnepaTypax.
Moganblue NnepeTBOPEHHS pe3ynbTy4MX MPOAYKTIB,
F2, y kiHueBi uinboBi cnonyku F3 3aincHIOETbCA 5K Le
petanizoeaHo ans Cxemu F.
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3 nocunaHHsaM Ha Cxemy H, HasiBHMIA y npogaxy
4-6eH3unnokcndeHon, A1, obpobnseTsca enixnopori-
ApviHom, H1, wo Takox € y npogaxy. [aHa peakuis
MOXe 3ilCHIOBaTUCL Y LUMPOKIN obnacTti Temnepa-
Typ, Ae nepesara Big4acTbCA NigBULLEHUM Temnepa-
TypaMm, Y NPUCYTHOCTI HeOpraHiYHOI OCHOBMW, TaKoil $IK,
npote He obmexyruncb UMM, KoCOs3, CsyCO3 Ta ix
cyMmiwen. MNMpuaaTHi PO3YMHHUKM BKIIOYAOTb, NpoTe
He obmexytoumchk UMM, DMF. MNMepeTBopeHHs cnonyk
CTPYyKTYpu H2 y cnonyku cTpyktypy H3 mMoxe nposo-
ONTUCH WNAXOM 0BpobkM amiHamu 3ararnbHoi CTpykK-
Typy B3 y npucyTHocTi abo 3a BigcyTHOCTI npuaaTtHoi
aMiHHOI OCHOBM, SIK OMMCaHo BULLE, ab0 HeopraHivyHol
OCHOBMW, Takoi $K, NpoTe Ha OOMEeXyluMCb LUM,
K2CO3, Cs2CO3 Ta ix cymiwen, y wumpokin obnacTi
Temnepatyp, Ae nepesBara BiAAa€TbCs MiABULLEHUM
TemnepatypaMm. [lpuaaTHi PO3YMHHMKM BKIOYaOTb,
npote He obmexytouncs umm, DMF Ta CH3CN. Buny-
YeHHs 6eH3unbHOI rpyny Ha H3 moxe 3gincHioBaTUCh
3a YMOB KaTaniTM4HOro rigpyBaHHs, Jobpe BigoMoro
daxiBuam y gaHivi ranysi (Greene et al., Sk 3a3HayeHo
Buwe). MpuaatHi kKaTanisaTopu BKIOYaOTh, NPOTE HE
obmexytouncb umm Pd/C, y po3dMHHMKaX, Takux sK
eTunaueTaT, cnupTK Ta X cymiwi. MNpuknagn cnupTis
BKMIOYaloTb, NpoTe He obmexytouncb uum, CH3OH,
etaHon, i-PrOH. Li peakuii 3BnyanHo npoBoasTbCs
npy KiMHaTHIn TemnepaTypi. BunyyeHHst 6eH3nnbHoI
rpynu Ha B2 moxe 3gicHioBaTUCh Y AesKnx BapiaH-
Tax 3a yMOB TpaHcdpepHoro rigpyBaHHA 3 BMKOPUC-
TaHHSAM MpUAaTHUX PO3YUHHKKIB Ta TemnepaTtyp. Me-
pEeTBOPEHHSA crnonyk CTpykTypu H4 y KiHUEeBi Uinbosi
cnonykn H5 moxe npoBOAWTUCH LUMSIXOM OBPOGKM
apomaTtuyHol BiLMKNIYHOK  KiNbLEBOK CUCTEMOLD,
A5, ge X sBnsie coboto O, y NpMCyTHOCTI NpuaaTHOI
HeopraHiyHoI OCHOBW, SIK BU3HAYEHO BULLE, Y LUMPOKIN
obnacti TemnepaTyp, Ae nepeBara BiAgaeTbCA 3HU-
XeHuM TemnepatypaM. lNpuaaTHi PO3YMHHUKK BKILO-
YaloTb, NPOTE HEe OOMEXYIOUNCh LM, aLeToH.
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MepenbavaeTbes, Wo konm X sBnsie coboto NR5,
iR°e NPUAATHOK 3aXMCHOIO FPYMOK0 Ha OCHOBI KPeM-
Hito, cnHTe3 Byde mpoxoauT nodibHo 4O onMcaHoro
Bule. MoxHa Takox nepegbaynTy, O BUIyYEHHS
3aXMCHOI TPynM Ha OCHOBI KPEMHil0 MO 3aBepLUEHHI0
[aHOoi CMHTETWYHOI mocnigoBHOCTI Gyae 3gincHioBa-
TUCb 3a YMOB, KOTpi onucaHi y psai pobiT, Takux sik
Greene et al. (sk 3a3Ha4eHo BuLLE).

Cxema |
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3 I'IOCVIJ'IaHHFlM Ha Cxemy , cnonme Tmny 15
O0EPXKYITbCA LUMSAXOM HarpiBaHHA HasiBHOI y npoaa-
Xy 4-rigpoKCcMdEHINoLUTOBOI KACMOTU 3, Y BUNagKy,
konu X sBnsie coboto S, 2-amiHoTiocpeHonom. Y Bu-
nagky, konu X saense coboto O, BUKOPUCTOBYETLCH 2-
amiHodbeHon. 3a3HayeHi ABa BUXIOHWX MaTepianu
HarpiBaloTb 3a BiCYTHOCTI PO3YMHHUKA, | pe3ynbTyto-
yi dheHonu, 13, 0BpobnslTECA  AuranoankaHamuy,
Kpawe, AgubpomoankaHamu, Takumum gk 1,2-
anbpomoeTaH Ta 1,3-gubpomonponaH, B1, koTpi € y
npofaxy, Yy WMpoKin obnacti TemnepaTyp, Ae nepe-
Bara BiggaeTbca nigBuweHnM Temnepatypam (Zhou,
Z.-L. Et al., six 3a3Ha4anock BuLLe). [aHi peakuii npo-
BOAATLCS Y NPUCYTHOCTI HEOPraHiYHOI OCHOBMY, LLUO, 5K
Bigomo, nonerwye O-ankinyBaHHsi, Takoi siK, NpoTe He
obmexytounce UMM, KyCOsz, CspCOs3 Ta ix cymildi.
MpuaaTHi PO3YMHHMKM BKIKOYAKOTb, NPOTEe He obme-
Xytoumcb umm, DMF ta CH3CN. Crionyku cTpykTypm
14 obpobnsAoTe amiHamu, B3, y npucyTtHocTi abo 3a
BiACYTHOCTI MpuaaTHOI aMiHHOI OCHOBW, SIK OMMcaHo
BULLE, Y LUMPOKIN obnacTi Temnepatyp, Ae nepesara
BiodaeTbCca nigBuLLeHUM Temnepatypam. [lpugaTHi
PO3YMHHUKM BKIOYalOTb, NPOTE He OOMEXyHunChb
umM, CH3CN, CH2Cl, Ta DMF.
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3 nocunanHam Ha Cxemy J, cnomnyku cTpykTypw J1
MOXYTb OyTu AofaTkoBO nepepobneHi y mexax dop-
MYy BUHaxoAy 3 ofepXaHHAM OinbLu BUCOKOMDYHKLYi-
OHanbHWX LiNboBMUX crnonyk. Hanpuknag, moxe 6yTu
3aCTOCOBaHWI Tigponi3 3 BUKOPUCTaHHSAM MeETO.IB,
Wwo fobpe Bigomi chaxiBuaM y AaHiN ranysi, Takmnx sk,
npoTe He OOMEXYH4YUCb UMM, BUKOPUCTAHHS BOOHMX
po3umHiB LiOH, KOH abo NaOH, abo BogHux po3uu-
HiB HCl abo CH3CO2H, abo (CHz3)3SiOK. Kpim Toro,
haxiBUAM Y AaHin ranysi 3po3yMino, Lo Aeski cnony-
Kv BinbLl BUMAHO OTPUMYBATW 3 BUKOPUCTAHHAM Of-
HOro cnoco®y, y MOPIBHSAHHI 3 iHLWWUM, i WO crnovaTky
MOXYTb YTBOPIOBaTMCb COni MOTPiOHMX cnonyk. Cno-
NyK1 CTPYKTYpu J2 MoXyTb ByTn gopatkoBo moaudi-
KOBaHi 3 YTBOPEHHSIM amifiB 3 BMKOPUCTaHHSIM CMo-
cobiB, wo gobpe Bigomi axiBusM y paHi ranyai,
BKII04AIOUN, MPOTE He OOMEXyH4ncb LM, 3acTocy-
BaHHA (COCIy)2, 3 NepeTBOPEHHAM Y NPOMDKHWIA X110~
paHriapug, 3 HaCTYNHOIO eKCNo3unLiE0 A0 aMiHiB CTPY-
ktypn B3. Ak anbTepHatMBa, MOXyTb OyTu
3acTOCOBaHi cTaHgapTHIi yMoBY (hopMyBaHHS 3B'A3KiB,
BKI1I04AIOUN, NPOTe He OOMEXYIUMCh LM, BUKOPUC-
TaHHA 1-(3-aumeTunamiHonponin)-3-
etunkap6ogiimigy (EDCI), 3 Takumun gobaskamu, abo
6e3 Hux, sk HOBT, Ta amiHiB cTpykTypu B3. Crnonyku
CTPYKTYpu J4 MOXyTb ByTM 40AATKOBO MOAMMIKOBAHI
LUNSXOM Bi4HOBMIOBANbHOIO aMiHyBaHHS 3 BMKOPUC-
TaHHAM CTaHOapTHUX YMOB, Lo gobpe Bigomi daxis-
UsAM y JaHin ranysi, BK4Ya4m, Npote He obmexyto-
YMCb UMM, 3acTOCyBaHHA amiHy cTpykTypu B3 Ta
NaBH(OACc)s y BignoBigHOMY PO34YMHHWKY, TaKOMy SK
CH2C|2, C|CH2CH2C| abo CF3CH20H.
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3 nocunaHHam Ha Cxemy K, HasBHa y mpogaxy
3-pTopo-4-rigpokcn-6eHsonHa kucnota, K1, nepe-
TBOPIOETLCA B aMiam K2 3a JONOMOrot amiHiB CTpyK-
Typu B3, 3 BUKOPUCTaAHHAM CTaHOapTHUX YMOB Cro-
ny4veHHs nentugis, wWo aobpe Bigomi daxiBuam vy
OaHin ranysi, 3 BUKOPUCTaHHSIM, NPOTE He 0bMeEXyHo-

4ncb LM, 1-(3-aumeTunamiHonponin)-3-
etunkapbogiimia  rigpoxnopugy  (EDCI), 1,3-
Avuukrorekcunkapbogaiimigy (DCC), O-(7-

asabeH3oTpuason-1-in)-N,N,N',N'-TeTpameTnnypoHin
rekcadptopodpocary (HATU), O-6eHsoTpuason-1-
N,N,N',N'-TeTpameTunypoHin

rekcadptopodpocpaty (HBTU) Ta ix cymiwen.
MpuaaTHi PO3YMHHMKM BKIKOYAKOTb, NPOTEe He obme-
Xytoumcb ummM, CHoClp Ta THF. YTBOpeHi B pesynbTari
amigm cTpykTypu K2 BigHOBMIOIOTLCS OO0 aMiHiB dhop-
mynu K3 3a BigHOBMIOBanbHNX yMOB, WO Aobpe Bi-
OOMi dhaxiBuAM y OaHil ranysi, BKNoYar4um, npoTe He
obMexyunch LM, MiTinantoMiHii rigpua, y Bignosi-
OHOMY PO34YMHHUWKY, TakoMy SK, NpoTe He obMmexyro-
unce uum, THF. TMepeTtBopeHHst GeH3unamiHie K3 y
KiHUEeBI LinboBi crnonyku, K4, Mmoxe 3AilcHIOBATUCh
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LNsIXoM 0b6pobkM apomaTuUydHo BiLMKNIYHOK KinbLie-
Boto cuctemoto, A5, ne X siBnse cobow S abo O, y
NPUCYTHOCTI NpuaaTHOI HeopraHiyHOI OCHOBM, Y LUK-
pokin obnacTi Temnepatyp, Ae nepesara BigAacTbCH
nigsuwleHnm Ttemnepatypam. [NpuaaTtHi HeopraHiydHi
OCHOBM BKIOYalOTb, MPOTE Ha OOMEXYHYUCh LUM,
K2CO3, Cs2CO3 Ta ix cymiwi. MNpuaatHi po34MHHMKK
BKIIOYAIOTb, NPOTE HE OOMEXYHOYMCh UM, aLeToH Ta
CH3CN.

MepenbavaeTbes, Wo konm X sBnsie coboto NR5,
iR°e NPUAATHOK 3aXMCHOIO IPYMNOK0 HAa OCHOBI KpPeM-
Hito, cnHTe3 Byde mpoxoauT nodibHo 4O onMcaHoro
Bulle. MoxHa Takox nepegbaynTy, O BUIyYEHHS
3aXMCHOI TPynu Ha OCHOBI KPEMHil0 MO 3aBepLUEHHIO
[aHOoi CUMHTETWYHOI mocnigoBHOCTI Oyae 3aiicHioBa-
TUCb 3a YMOB, KOTpi onucaHi y psai pobiT, Takux sik
Greene et al. (sk 3a3Ha4eHo BuLLE).

Cxema L
K o}
o e AT
O 2 S L
CHO R{ L
11 ol
Ry
0
H'G‘R XT Rz
B3 R{== L3 :

3 nocunaHHam Ha Cxemy L, onucaHun iHWWn Ba-
piaHT opepxaHHs cronyk dopmynu (1), Ae n gopie-
HIo€E 0. BuxigHun MaTepian L1, 4-
rigpokcubeHsanbaeria, MNepeTBOpoETbCA B - edipu
dopmynu L2 wnaxom obpobkn apoMaTnyHow Giumk-
NiYHOO KinbLieBol cuctemoto, A5, ae X sBnsie coboro
S abo O, y npucyTHOCTI NpuaaTHOI HeopraHiuHoi oc-
HOBW, Y LUMPOKIN obrnacTti Temnepartyp, Ae nepesara
BigdaeTbCca nigBuLLeHUM Temnepatypam. [lpugaTHi
HeopraHiyYHi OCHOBW BKMOYaloTb, MPOTE Ha obMexyto-
unck umMm, KoCOs, CsoCOs Ta ix cymiwi. MNpupaTtHi
PO3YMHHUKM BKIOYalOTb, NPOTE He OOMEXyHUnChb
unm, aueTtoH Ta CH3CN. MNepenbadvaetbes, WO Konu
X saBnsie coboto NR5, i R®¢ npuaaTHOK 3axMCHO
rpynoro Ha OCHOBI KpPeMHilo, cuHTe3 Byae npoxoaunTu
noaibHo Ao onucaHoro Buwe. MoxHa Takox nepeg-
6aunTn, WO BUNYYEHHS 3AXMCHOI FPynM Ha OCHOBI
KPEMHit0 MO 3aBepLUEHHI0 AaHOI CUMHTETUYHOI NOCHi-
OOBHOCTI Bye 34ifcHIOBaTUCH 3@ YMOB, KOTPI ONMCaHi
y psagi pobiT, Takux sik Greene et al. (9k 3a3Ha4eHo
Buwe). Anbgerign gopmynu L2 nepeTBoproloTbCA B
amiHu dopmynn L3 3a ymoB BigHOBMIOBaNLHOro ami-
HyBaHHs1 amiHamun dopmynun B3. MpuaaTtHi BigHOBHMHO-
BanbHi areHTn BknovaoTe Na(OAc)sBH ta NaCNBH3
3 pobaBkamu, abo 6e3 HuX, aKkTMBATOpIB, TaKUX SK
outoBa kucnota abo ZnCly. MNpuaatHi PO3YMHHMKM
BkMoYaTb THF Ta MeTaHon, i peakuinHi Temnepary-
py MoxyTb BapitoBaTy Big 0°C go 70°C. YmoBu peak-
uii, SKkMMm BiggaeTbCa  nepeBara,  BKIKYalOTb
Na(OAc)sBH y THF npu kimHaTHin TemnepaTtypi.

dapmaLeBTUYHO NPURHATHI coni, edipn Ta amian
CMonyk 3rigHoO 3 AaHWM BMHaXO4OM CTOCYHOTbCS TaKmx
COMNbOBUX, eipHNX Ta amigHMX POpM CMOMyK AaHOro
BMHaxoAdy, wo 0ynu 6 3po3ymini ximiky-chapmauesTy,
TOGTO Takux, WO € HETOKCUYHUMM i Takumu, wo By-
AyTb CMPUSITAIMBO BMAMBATK Ha (hapMakorioriyHi Bna-
CTUBOCTI 3a3HayeHuxX Cnofyk JaHoro BuHaxody. Taki



149

CMOMyKW, WO MawTb CNpUATNUBI (papMaKkoKiHETUYHI
BNacTMBOCTI, OyaoyTb 3po3ymini Xximiky-chapmaueBTy,
TOOTO TakKi, WO € HETOKCUYHUMM | Taki, Lo MalTb
apMaKkoKiHETUYHI BMACTUBOCTI, sk 3abe3nedvyoTb
JOCTaTHIO yXMBaHicTb, abcopbuito, posnogin, meta-
ooniam Ta BUAINEHHS. [HWMMKW YUHHUKaMK, OGinbLu
NPaKTUYHUMKW 32 CBOEID MPUPOAOI0, KOTPi € TaKoX
BaXKNMBMMWU Yy NNaHi BUOOpPY, € BapTiCTb CUPOBUHM,
nerkicte Kpuctanisadii, Buxig, CTiMKICTb, Firpockoniy-
HICTb Ta NAMHHICTb Pe3yNbTy4nX 06'eMHUX MiKiB.

Kpim Toro, npuiHATHI coni kapbokcunaTiB BKMto-
YaloTb HaTpieBy, Kaniesy, KanbLieBy Ta MarHieBy corli.
Mpuknagn npuaaTHUX KaTiOHHUX COrent BKIHYalTb
coni 6pomMMCTOBOAHEBOI, NOAMCTOBOOHEBOI, XJIOpUC-
TOBOAHEBOI, XMOPHOI, CipyaHoi, ManeiHoBol, yma-
POBOi, A6y4HOI, BUHHOI, NMMMOHHOI, GEH30MHOI, MUr-
[aneBol, MeTaHCYNb(OHOBOI,
riapoeTaHcynboHOBOI, GeH30mCynNb(OHOBOI, LiaB-
neBoi, NanbMITUHOBOI, 2-HadTaniHCyNb(OHOBOI, p-
TONyoncynbOHOBOI, LMKIorekcaHcynbamiHoBOI Ta
CcaxapuHOBOI KUCMOT.

Binbw wunpoki Habopu KMCMOT Ta OCHOB, L0 MO-
XyTb OyTV BMKOPWUCTaHi MpU BUTOTOBMEHHI hapmalie-
BTUYHO MPUNHATHUX COMEN, BKIIOYal0Tb HACTYIMHI:

KucnoTtu, BkMyawyu ouToBYy KUCMOTY, 2,2-
OVXIIOPOMOSIOYHY KWCIOTY, auurboBaHi aMiHOKWUCHO-
TW, aguniHOBY KMCIOTY, anbriHOBY KWUCMOTY, ackopbi-
HOBY KkucnoTy, L-acnapariHoBy kucnoTy, ©eHsoncy-
nbOHOBY  KUCNOTY,  OEH30MHY  kucroty,  4-
aueTamMigob6eH30MHY KNCNOTY, (+)-KaMdOpPHY KMUCIOTY,
KamdopocynbdoHoBy kucroty, (+)-(1S)-kamdpop-1-
CyNb(OHOBY KMCIOTY, KanpvHOBY KUCMOTY, KarnpoHO-
BY KWCMOTY, KanpumnoBy KWUCIOTY, KOPUYHY KMCIOTY,
TNIMMOHHY KWCFOTY, LMKIaMiHOBY KMCMOTY, AOAELMUICI-
pyaHy kucrnoty, etaH-1,2-ancynbgoHOBY KUCNOTY,
eTaHCcynb(OHOBY KMCroTy, 2-rigpokcu-
eTaHCyrNb(OHOBY KWCIOTY, MypaLUMHY KuCroTy, dy-
MapoBY KUCMOTY, ranakTtapoBy KUCMOTY, FeHTU3UHOBY
KWCMOTY, T[IIOKOTENTOHOBY KucnoTy, D-rniokoHoBy
kucrnoty, D-rnokypoHoBY kucroTy, L-rmyTtamiHoBYy
KMCoTY, anbda-oKCco-rryTapoBy KUCMOTY, rnikonesy
KUCMOTY, riNypoBy KUCMOTY, GPOMWCTOBOOHEBY KWC-
NOTYy, XNOPUCTOBOAHEBY KUCAOTY, (+)-L-mMonouHy ku-
cnoty, (x)-DL-Mono4Hy KMCroTy, NakTobioHOBY KuUC-
noTty, maneiHoBy kucroty, (-)-L-a6nydHy kucnoty,
ManoHoBy kucroty, (+)-DL-murganeBy kucnoty, me-
TaHCYNb(OHOBY KUCMOTY, HadTaniH-2-CynbOHOBY
KMCNOTY, HadTaniH-1,5-aucynbgoHoBy kucroty, 1-
rigpoKCU-2-HadpTOMHY KUCIOTY, HIKOTMHOBY KWUCNOTY,
a30THY KWCIOTY, ONeiHOBY KUCIOTY, OPOTOBY KWUCIOTY,
oKcarniHOBY KUCMOTY, NanbMiTUHOBY KUCMOTY, NamMoBy
KMCoTy, ocdopHy Kucnoty, L-nipornyTamiHOBY
KUCIOTY, caniunnoBy KUCIOTY, 4-aMiHo-caniumnoBy
KUCRoTy, cebaunHOBY KUCMOTY, CTEAPUHOBY KMCIOTY,
OYypLITMHOBY KMCIOTY, CipyaHy KMCrnoTy, AyounbHy
KMcnoTy, (+)-L-BUHHY KMCMOTY, TioLiaHOBY KUCMOTY, p-
TONyoncynboHOBY KWUCMOTY Ta YHOELMMEHOBY KuC-
NOTY; i OCHOBM, BKMOYaouM amiak, L-apriHiH, 6eHeTa-
MiH, ©eH3aTuH, rigpokcua Kanbuito, XOMiH, AeaHor,
JieTaHonaMiH, fietunamid, 2-(gietunamiHo)-eTaHon,
eTaHonamiH, etunengiamiH, N-meTun-rntokamiH, rig-
pabamiH, 1H-imiga3on, L-ni3vH, rigpokcua marHito, 4-
(2-rippokcueTun)-mopdponiH, ninepasuH, rigpokcug
Kanito, 1-(2-rigpokcneTun)-niponianH, BTOPUHHI aMiHu,
rigpokcua HaTtpilo, TpueTaHonamiH, TpoOMeTamiH Ta
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rigpokeva, umHky. [dneuck, Hanpuknag, S.M. Berge, et
ah, "Pharmaceutical Salts", J. Pharm. Sci. 1977, 66:
1-19, Ha sIKy y JAaHOMY TeKCTi pobUTLCS NOCUMaHHS.

Mpuknagu npugatHux edpipiB BKMOYaKOTb Taki
echipy, Ae oanH abo kinbka KapOOKCUIMbHUX 3aMiCHU-
KiB 3aMiHEHi Ha p-METOKCUOEH3UIOKCUMKapOOHin,
2,4,6-TpUMeTUNOEH3NNOKCUKAPOOHIN, 9-
aHrpunokcukapboHin, CH3SCH,COO-, Tetparigpo-
dyp-2-inokcrkapOoHin, TeTparigponipaH-2-
inokcukapOoHin, dyp-2-inokcukapboHin, ©6eH3oinme-
TOKCUMKapOOHiN,  p-HiTpobeH3unokcukapboHin,  4-
nipyannMeToKCUKapOoHin, 2,2,2-
TPUXIOPOETOKCUKapOOHiIn, 2,2,2-
TpubpomoeTokcmkapboHin, t-6yTunokcukapboHin, t-
aMinokcukapOoHin, AvdeHinmeTokcnkapboHin, Tpu-
eHinMeTokcMKapboHin, agamaHTUNoKcnkapboHin, 2-
6eH3UNoKcneHinokcMkapooHin, 4-
meTunTiodeHinokcukapboHin, abo TeTparigponipaH-
2-inokcmkapboHin.

Cnonykv gaHoro BUHaxogy MoxXyTe ByTv BUKOpU-
CTaHi y (papMaueBTUYHMX KOMMNO3UUISIX AN MiKyBaH-
HA nauieHTiB (Naen Ta iHWKX ccaBLiB) 3 po3nagamu,
Bkntoyaoun gito LTA4H eHsumy. 3okpema, cnonyku
AaHoro BMHaxody MOXYTb OyTu BuKopucTaHi y dap-
MaLEeBTUYHUX KOMMNO3WLUiSIX Ans MiKkyBaHHS 3anareH-
HS. Binbll KOHKPETHO, CMOMyKW [aHOro BUHaxoay
MOXYTb OyTW BUKOpUCTaHi y hapmaueBTUYHUX KOM-
nosunuisix Ans NikyBaHHS 3ananbHWUX CTaHiB, Takmx siK
3ananbHa kuwkoBa xBopoba (IBD) (Bkrtovatoum xBo-
poby KpoHa Ta BMpasKoBuii KOMiT), XpOHiYHa 06CTpyK-
TuBHa xBopoba nereHb (COPD), apTtpwuT, ncopias,
acTma, MyKOBICLMOO03, aTepocKrnepos, peBmMaToigHun
apTpuUT Ta pPO3CisIHWUI CKNepo3.

OaHunin BuHaxig nogae capmaueBTUYHI KOMMO3K-
Ui, WO MICTATb Taki CMOMYyKKW, i MeTOAN BUKOPUCTaHHS
TaKMX KOMNO3uLii y 3anobiraHHi abo nikyBaHHI CTaHiB,
wo onocepenkoBytoTbcsd LTA4H eH3NMHOI0 akTUBHIC-
Ti0. BignosigHo, gaHui BuHaxig Takox nepenbavae
apMaLeBTUYHY KOMMO3WLIIO, IO BKMOYae npuHam-
MHi OOHY CMOJyKy 3rigHO 3 AaHWM BMHaxXO4oM, Kpalle,
aucneproBaHy y hapMaueBTUYHO NPUAHATHOMY HOCII.
3asHayeHa npvHaiMHi ogHa cronyka 3rigHo 3 JaHUM
BUHAXOAOM MPUCYTHA y Takih KOMMAO3ULi Y KifbKOCTI,
Wwo poctatHa ans iHridyBaHHa LTA4H eH3MMHOI ak-
TUBHOCTI. Binbll KOHKPETHO, 3a3HayeHa MNpUHaNMHI
ofHa crornyka 3rigHo 3 AaHWM BUHaxXO4OM MPUCYTHS y
Takih KoMno3uuii y NpoTusananbHin KifbKOCTi.

BignosigHo, TyT nepegbayaetbca Takox dhapma-
LeBTUYHa KOMMO3MLisl, O BKMOYaE npoTusananbHy
KifbKICTb NPUHaNMHI OOHIET CNOMYKM 3rigHO 3 OaHUM
BUHAxo4oM Yy dhapMaueBTUYHO MPUMAHATHOMY HOCII.
[aHa komno3uuis MicTUTb yHicpikoBaHy A03y npuHam-
MHi OfHi€l cnonyku 3rigHo 3 AaHuUM BuHaxogom. Ha
npakTuLj, SKin BiggaeTbCa nepesara, 3asHadveHa npu-
HalMHi o4Ha crnonyka 3rigHo 3 AaHUM BUHaxo4oM, Lo
MICTUTbCA Y OaHin bapmaueBTUYHIA KoMNo3uLil, 34a-
THa iHridyBaTn LTA4H eH31MHy aKkTUBHICTb Y KiNbKOC-
Ti, NpU SKiA gaHa crnonyka NpucyTHA y AaHin dapma-
LeBTUYHIN KOMMNO3uLil, Konm 3a3HaveHa
hapmMaueBTUYHa KOMMO3ULiS BBOAUTLCA SIK YHidiKo-
BaHa [o03a BignoBigHOMY MauieHTy un cy6'exTy.

TepmiHn "yHicpikoBaHa [o3a" Ta iX rpamaTtuyHo
eKBiBaneHTHi hopMun 3aCTOCOBYIOTLCS Y AaHOMY TeK-
CTi Woao PisMyHO AMCKPETHUX OAWMHWLbL, KOTpi npu-
JaTHi 9K YHiTapHi Oo3u Ans nauieHTiB-niogen Ta iH-
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LUMX TBAPWH, KOXHa OAMHMLUSA MICTUTb MnonepegHbo
BU3HaYeHy edeKkTUBHY, dapMaKkonoriyHy KinbKiCTb
aKTUBHOrO iHrpedieHTa, po3paxoBaHy y Takui cnocio,
wob patm GaxaHui dapmakonoriyHun edpekt. Cne-
umndpikauii Woao HoBMX YHidikoBaHUX O030BUX (hopM
AaHoro BMHaxody BW3HA4aloTbCs | MPSIMO 3anexatb
Bil BracTMBOCTEN OAHOro akTMBHOIO iHrpefdieHTa Ta
BiJ, OOMEXeHb, LU0 NpuUTamaHHi ranysi NpuroTyBaHHs
nikapcbkux 3acobiB 3 BMKOPUCTaHHAM Takoro akTuB-
HOro iHrpedieHTa Ans TepaneBTUYHOrO 3aCTOCyBaHHS
Ha MoJsax Ta iHWWX TBapUHaXx.

dapmaueBTUYHI koMno3uuii MoXyTb OyTu BuUro-
TOBIEHi 3 BUKOPUCTAHHAM 3BUYaiHWX dhapmaueBTny-
HWMX HaMoOBHIOBaYiB Ta cnocobiB BUroToBrieHHs. [Mpu-
Knagamu npuaaTHUX YHichikoBaHUX MikapCbkux dopm
CNnyryloTb TabneTku, Kancynu, nintoni, MOpPOLUKOBI
yMNakoBKW, rpaHynu, obnatkuy, i Take nofibHe, KpaTHi
1M cerperoBaHi nopuii, Tak camo K pigki po3ynHU Ta
cycneHsii. [lepopanbHyMK RikapcbkumMu  popMammn
MOXyTb ByTK enikcmupwu, cuponu, Kancynu, TabneTtku i
Take nogibHe. Mpuknagn TBepaUX HOCITB BKIOYAOTh
marepianu, Lo 3B1YaNHO BUKOPUCTOBYIOTLCH Y BUPO-
GHMUTBI Nintonb N6o TabneTok, Taki SK NakTo3a, Kpo-
XManb, rfoKo3a, MeTUmUentonosa, creapaTt MarHito,
Avikanbuin docdat, MaHiT i Take noaidHe, 3aryCcHuKU,
Taki K TparakaHT Ta meTtunuentonoda ®apmakonei
CLLA (USP), ToHko po3ameneHun SiCh, nonisiHinnipo-
nifoH, cTeapaT MarHito, i Take nopgibHe. Tunosi pigki
nepoparnbHi HanoBHIOBaYi BKMOYaloTb eTaHor, rniue-
puH, Boay i Take nogibHe. Yci HanoBHIOBaYi MOXYTb
3MilyBaTUCh, Npy NOTPEBI, 3 iIHEPTHUMK PO3PioKyBa-
Yamu (Hanpuknag, kapboHaTtamu HaTpilo Ta KanbLito,
docchaTamm HaTpito Ta KanbLilo, Ta NakTo30k), Ae3-
iHTerpaTopamu (Hanpuknag, KykKypyassHUM Kpoxma-
niem Ta anbriHOBOK KWUCMOTOK), PO3pigKyBadYamu,
rpaHynsTopaMu, Mmactunamm (Hanpvknag, creapaTom
MarHito, CTeapMHOBOIO KMCIIOTOK Ta TasbkoM), 3B'S-
3yBarnbHVMWU peYoBMHAMK (Hanpuknag, kpoxmarnem Ta
enatuHoMm), 3arycHukamu (Hanpuknag, napadiHom,
BOCKaMu Ta netponarymom), apomaTusatopamu, 6a-
pBHMKaMW, KOHCepBaHTaMu i Takum nogibHum, 3 Bu-
KOPUCTaHHSIM 3BUYalHMX CrnocobiB, WO BigoMi 3BU-
YanHUM daxiBUsSM Y ranysi NpuroTyBaHHA fikapCbKux
¢dopM. MoXyTb 3acTOCOBYBaTUCb MOKPUTTHA, KOTPI
BKMNIOYalOTb, Hanpukniag, [miuepuH MoHocTeapaT
Ta/abo rmiuepuH gucteapart. Kancynu ans nepopans-
HOro 3acTOCyBaHHsI BKIOYalOTb TBEpAi >KenaTuHOBI
Kancynu, B SIKWX aKTUBHWWA iHrpedieHT 3miluaHui 3
TBEPAMM pO3pidXKyBayem, Ta M'sKi XenaTUHOBI Kar-
Cynn, B SIKUX aKTUBHUIN iHrPEAIEHT 3MillaHni 3 BOAOHO
4K onieto, TakoK AK apaxicoBa onis, piakMin napadiH,
abo onvBkoBa onisi.

MapeHTepanbHi nikapcbki hopmyn MOXyTb OyTu
BUIOTOBIEHI 3 BUKOPUCTaHHSM BoAuM abo iHWworo cTe-
punbHOro Hocid. [ns BHYTPILLHLOM'A30BOrO, iHTpane-
puUTOHEeanbHOro, MiALWKIPHOrO Ta BHYTPILUHBOBEHHOIO
3aCTOCYBaHHSI CMONYKUM [OaHOro BMHaxody 3ararnom
3anpoBaKyTbCA Y CTEPUNbHUX BOAHWUX PO34MHAX
abo cycneHsisix, 3 YCTaHOBMNEHNM A0 NOTPIGHOro pis-
Hs pH Ta i3oToHiYHiCTIO. IMpuaaTHi BOAHI HAanoBHOBaYi
BKIMOYaloTb po3dmH PiHrepa (Ringer) Ta i30TOHIYHMI
xrnopua HaTtpito. BogHi cycneHsii MoXyTb BKMOYaTU
cycneHaytodi areHTu, Taki sIK NoxiaHi Lentonosn, anb-
riHaT HaTpito, NONIBIHINNIPONIAOH Ta TparaHT, 3MOuYy-
BalbHi areHTu, Taki sk neunTuH. NpuaaTHi KOHcepBa-
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HTW AN BOOHMX CYCMEH3i BKMOYaloTb eTun Ta n-
nponin p-rigpokcubeHsoar.

dizionoriyHo NpUIHATHI Hocii 4obpe BigoMmi y aa-
Hin ranysi. Mpuknagamu pigkMX HOCITB € po3ynHK, B
AKX CMOMNYKM 3rgHO 3 AaHWM BMHaxXO4OM YTBOPIOKTb
pO34MHK, emMynbCii Ta gucnepcii. Y TBepanx Ta pigkmx
KOMMO3MLSAX MOXYTb OYyTW NPUCYTHIMU CYMiCHI aHTu-
OKCMAaHTW, Taki sk MeTunnapabeH Ta nponinnapa-
6eH, Tak camo SK i nigconomKyBavi.

dapmaueBTUYHI KOMMo3uuii 3rigHO 3 AaHUM BU-
Haxo4oOM MOXYTb BKMOYaTW MPWAATHI eMynbratopu,
WO 3BUYAMHO BUKOPUCTOBYIOTLCA B €MYIbCINHUX
Komno3uuisax. Taki eMmynbratopu onucaHi y ctaHgapt-
Hux nybnikauiax, Takmx sk H.P. Fiedler, 1989, Lexikon
der Hilfsstoffe fur Pharmazie, Kosmetic und
agrenzende Gebiete, Cantor ed., Aulendorf,
Germany, Ta y Handbook of Pharmaceutical
Excipients, 1986, American Pharmaceutical
Association, Washington, DC, ta the Pharmaceutical
Society of Great Britain, London, UK, Ha siki y faHomy
TEKCTi 3po6rieHo nocunaHHs. [1o koMno3uuin 3rigHo 3
AaHVM BMHAxo40M MOXYTb TakoX AOAaBaTUCH reney-
TBOptoBaYi. lNpuknagamu reneytsoptoBadis € NOXiaHi
noniakpumnoBoi KMCNoTK, Taki Sk kapbomepy, i BinbLu
KOHKPETHO, Ppi3Hi Tvnu kapbonony, KOTpi 3BMYaNHO
BMKOPWUCTOBYIOTLCSA Y KiflbkOCTSAX Big npnbnmaHo 0,2%
80 npubnunsHo 2%. CycneHsii MoXyTb BUTOTOBMATUCH
SIK KpeM, Ma3b, BKovatoum 6e3BoaHy Masb, eMyrb-
cito TMnNy Boda y macni, Macrno y Bofi, eMynbCinHun
renb abo rernb.

MepepbavaeTbCs, WO CNOMYyKM AaHOMO BUHaxoay
MOXYTb 3aCTOCOBYBaTUCb 3a MepoparbHoi abo na-
peHTepanbHOI CXemamu, BKMYaloyM BHYTPILLUHLO-
BEHHe, BHYTPILLHbOM'A30Be, iHTpanepuToHearnbHe,
niglWwKipHe, pekTtanbHe Ta MicLieBe 3acToCyBaHHs, Ta
iHransuito. [ns nepopanbHOro 3acToCyBaHHsI Crony-
KM [aHOro BuMHaxoZy 3aranioM 3anpoBampKyloTbCs Y
dopmi TabneTok, kancyn abo Sk po3yMH UM CycreH-
3is.

Mig TepMiHaMmn "TepaneBTUYHO edeKTUBHA Kiflb-
KicTb" abo "edekTMBHa KiNbKiCTb" Ta rpamaTUyHO
6nNM3bKMMN TEepMiHaMM MAETbCA Ha OyMmui Taka Kinb-
KiCTb aKTMBHOI CMonyku abo papMaLeBTUYHOIO areH-
Ta, KoTpa BusiBNse BGionoriyHy abo mMegnyHy peakuito
y cyb'ekTa, sIKy OYiKylOTb OOCMIAHWK, BETEPUHAp, Me-
OVYHUA Mikap abo iHWMIA KNIHILMCT, KOoTpa BKIOYae
nocnabneHHs cuMnToMiB AaHoi XxBopobu abo poana-
4y, ski nigpatotbes nikyBaHH. "Cy6'ekt" abo "naui-
E€HT" BKIIOYAE CCaBLiB, TakMX SK Mogn Ta TBapUHU
(Hanpuknag, cobaku, KOTW, KOHi, Luypu, KpOmi, MuLLi,
HeniAcbKi npumatun), KOTpi NoTpebytoTb crocTepe-
XKEHHS1, JOCTIMKEHHS, mikyBaHHs abo 3anobiraHHs y
3B'A3Ky 3 peneBaHTHMM cTaHoM abo xsopoboto. Kpa-
e, konun nauieHTom abo cyb'ekTom € nioamHa.

EdexkTvBHI o031 cnonyk gaHOro BMHaxody Mo-
XyTb OyTN BCTAHOBMEHI 3 BUKOPUCTaHHAM 3BUYaMHNX
cnocobie. CneundiyHnii piBeHb [03yBaHHs, NOTPi6-
HUA Ans OGyOb-SIKOro KOHKPeTHOro nauieHTta, Oyae
3anexaTtun Bif, paay YMHHUKIB, BKIOYaOYM TAXKKICTb
[AaHoro cTaHy, CXemy 3acCTOCyBaHHS Ta Bary naujieHTa.

3aranom, nepepbadaetbcs, Wwo pobosa [fosa
(npusHaveHa sk eamHa gos3a abo noapibHeHi Oo3n)
6yge nexatn y mexax Big npubnusHo 0,01mr go npwu-
6nu3Ho 1000mMr Ha poOy, Ginbl 3BM4YanHO, Big Mpu-
6nmnsHo 1mr go npmbnmaHo 500mr Ha Joby, HanbinbLw



153

3BMYaliHo, Big NpmbnuaHo 10mr go npubnuaHo 200mMr
Ha goby. Y po3spaxyHKy SIk JO3a Ha OAMHWLKO Baru
Tina, TMnoBa fo3a byde 3HaxoOMTUCh, SIK MOXHA Oui-
KyBaTu, y mexax Big npubnusHo 0,0001mr/kr go npu-
6nunsHo 15mr/kr, Kpalwe, y Mexax Big npubnmsHo
0,01mr/kr go NpubnnaHo 7Mr/Kr, i Havikpalle, Big npu-
6rum3Ho 0,15mr/kr 4o npubnmaHo 2,5Mr/kr.

OuikyBaHi 0bnacTi nepoparnbHUX 403 BKMHOYaThb
Big npnbnuaHo 0,01 go 500mr/kr Ha poby, Kpalle, Bif
npnbnmaHo 0,05 go npubnusHo 100Mmr/kr, nNpu yxu-
BaHHi y Burnsgi 1-4 okpemux 0os. [deski cnonyku aa-
HOro BWHaxoZy MOXYTb [03yBaTUCb AN18 Mepoparb-
HOro 3acTtocyBaHHsA B obnacTi Big npnbnusHo 0,05 go
npubnuaHo 50mMr/kr Ha poby, Todi AK iHWi cnonyku
MOXYTb A03yBaTuCb Big npnbnusHo 0,05 go npmbnu-
3HO 20Mmr/kr Ha goby. IHdY3iNHI 4031 MOXYTb Bapito-
BaTv Big npubmmsHo 1,0 go  npubnuaHo
1,0x10*MKr/(Kr XBURKHY) iHriGiTopa, 3MiluaHoro 3 da-
pMaLEeBTUYHUM HOCIEM, MPOTAroM nepiody, WO Bapi-
l0€ Bif KiNbKOX XBUNWH 00 Kinbkoi 4i6. [Ans micueBoro
NPU3HaYeHHs1 CroMyKM [OaHOro BUHaxod4y MOXYTb
3MilyBaTUCh 3 hapmaLeBTUYHUM HOCIEM MPU KOHLIe-
HTpauii Big npubnusHo 0,1 go npubnusHo 10% nikis
[0 HarnoBHI0Baua.

Takox nepegbayeHuin cnoci6 nikyBaHHA 3ana-
NeHHs y nauieHTa, KOTpUI BUABNSIE abo € CXMIbHUM
0O 3ananbHoro cTaHy. TakoX Ppo3rmsHYTUA cnocio
nikyBaHHs1 onocepegkoBaHoro LTA4H crady. [aHi
Crnocobu BKIMOYAOTb NPU3HAYEHHS TakoMmy nauieHTy
edeKTUBHOI KifbKOCTi (papmaueBTUYHOI KOMMO3wuLil,
KOTpa MiCTUTb YHichikoBaHy 03y aKTUBHOTO iHrpeaie-
HTa, AKMA SBNsie COOO0 MPUHaWMHI OOHY CMOMyKy
3rigHO 3 AaHMM BMHAxXO4OM, Lo AucrieproBaHa y da-
pMaLEeBTUYHO NPUAHATHOMY HOCIT.

[na 3anpoBamkeHHs1 Ginbll CTUCAOro onucy Ae-
AKi KiMbKICHI BUpa3u y OaHOMY TeKCTi He kBanidiky-
I0TbCA TEPMIHOM «MpPUBMM3HO». 3pO3yMmino, Lo Hesa-
NEeXHO  Big TOro, Y4  3aCTOCOBaHUA  TEPMiH
«NPUBNN3HO» Yy ABHOMY BUIMA4I, YU Hi, KOXXHa nogaHa
y TEKCTi BEMMYMHA, K MaeTbCa Ha AyMLUi, CTOCYETbCS
PaKTUYHO HaBedeHOro 3HaYeHHs, i TakoxX, ik MaeTb-
CH Ha AyMui, CTOCYETbCA anpokcumadii 4O LUboro Ha-
BEOEHOro 3HayeHHsl, Wo Moxe OyTn 3pobneHo Ha
OCHOBI 3BMYaWHOro A0CBiAY Y UiV ranysi, BKno4yao4m
anpokcumadii,  3yMOBreHi  ekcnepuMeHTanbHUMU
ymoBamu Ta/abo ymoBamu BMMIPIOBAHHS Takoro Ha-
BEeJEHOro 3HayeHHs. Y Takux BuMNagkax, Komm BuXig
HaBedeHW Yy BiAcoTKax, TakMM BUXig CTOCYETbCH Ma-
cn ob'ekTa, ANs SKOro OAETbCS LieW BMXid, BiAHOCHO
MaKcUMarnbHOI KiNMbKOCTi TOro camoro o00'ekTa, Lo
Moxe OyTW ofepxaHa 3a OaHUX CTeXiOMEeTPUYHMX
ymoB. KoHueHTpaLji, Wo HaBeeHi y BiacoTkax, SKLIO
He 3a3HayeHo iHWe, CTOCYTbCA MacoBMX BigHO-
LUEHb.

Mpuknagun

3 MeToto intocTpauii 4aHoro BUHaxody BKITHOYEHI
HacTynHi npuknagu. Ui npuknagn He obmMexyoTb BU-
Haxig. Ak MaeTbca Ha AyMLj, BOHU NULLE NPOMOHYOTH
cnocib NpakTUYHOro BTIMIEHHA OaHOro BuHaxoay. da-
XiBUSM Y AaHiv ranysi MOXHa nerko 3HamTu iHwWi cno-
cobu npakTnyHOI peanisauii gaHoro BuHaxody. po-
Te, Ui cnocobu, Sk MaeTbCca Ha AyMui, nignagatoTb nig
o6csr 4aHoro BUHaxoay.

3aranbHi ekcriepumeHTanbHi METOAUKM:
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AMP cnektpu oTpyMyBanu Ha CREKTPOMETPI
Bruker, mopgeni DPX400 (400MI'u), a6o DPX500
(500MI'y). ®opmat AMP paHux, Lo HaBeOEH: HKYE:
XiMiYHUIA 3CYB Yy MNH.” Y3[4OBX MOMs TpUmeTuncuna-
HOBOro eTanoHa (MynbTUNMETHICTb, KOHCTaHTa B3ae-
mogii J y 'y, iHTerpyBaHHs).

Mac-cnektpn ogepxysanu Ha npunagi Agilent,
cepia 1100 MSD, 3 BuKOpUCTaHHSIM iOHi3aLii meTo-
AoM enekTpopo3anuneHHs (ESI) y noautueHin Ta Hera-
TUBHIN MoAi, Sk 3a3Ha4yeHo. "Po3paxoBaHa maca" ans
MOMeKynsipHoi dhopMynu SBMsie OG0 MOHOI30TOMHY
Macy AaHOI CNonyKu.

Yac yTpumMaHHS y MeToAdi BUCOKOMPOAYKTUBHOI
piavHHOT xpomaTorpadii 3 o6epHeHo a3olo Hase-
OEHVUN Yy XBWMUHAX, 3 BUKOPUCTaHHAM crnocobis Ta
YMOB, L0 3a3HayeHi HuKYe.

Mpunaga: Gilson215

PosunHHuk: CH3CN (0,05% TpudTopoouToBOT
kucnotu, TFA)/H20 (0,05% TFA)

LLiBnAaKicTb NOTOKY: 25Mn/XBUNMUHY

MpagieHT: 0 xBunuH npn 10% CH3CN; 20 xBunuH
NiHiNHOT 3MiHM o 99% CH3CN;

Kononka: YMC-Pack ODS-A AA 12505-1530WT
SH-362-5 (S-5um, 124M, 150x30Mm))

Temnepatypa: 25°C

OosxuHa xsuni: MNoaginHe AeTekTyBaHHs Ha 220
Ta 254HM

dneL KONOHKOBa Xpomatorpadisi nposogunace 3
BMKOpucTaHHAM cuctem ISCO Foxy 200 abo ISCO
OPTIX 10X Ta ogHi€i i3 HacTynHWX, HasiBHWUX y Mpo-
Aaxy, nonepegHbO 3aMoBHEHMX KOMOHOK: Biotage
40S (SiO2 40r), Biotage 40M (SiO; 90r), Biotage 40L
(Si02120r), Biotage 65M (SiO2300r) abo ISCO
Redisep (SiO210r, 12r, 35r, 40r abo 120r).

Mpuknag 1

Savaty

Br
2-(4-6eH3unokcun-geHokcm)-etnn Gpomia,.

0o  po3unHy  4-GeHsunokcudpernony  (72r,
359,6mmonb) y CH3CN (600mn), Wwo nepemilyBaBcs,
popasanu gubpomoetaH (155mn, 1,80 momb) Ta
K2CO3 (105r, 759,9Mmonb). laHy KOpU4YHeBY cycneH-
3il0 HarpiBanu 3i 3BOPOTHUM XONOAMUIBHUKOM Ta re-
pemiwyBanu npotaroMm 96 roavH. YTBOPEHY B pe-
3ynbTaTi CycneHsito oxonompkysanu [O KiMHATHOI
TemnepaTtypu, po3BoaunuM auetoHoMm (250mn) Ta di-
nbTpyBanu 4Yepes AiaTOMOBY 3eMI0, KOTPY MNOTIM
crnonickyBanuM JoAaTKOBOW KifbKiCTIO aueToHy. dinb-
TPaT KOHUEHTPYBanu nig 3HWKeHNM Tuckom. Pesyrnb-
Tytoue macno po3ynHsnu y CH3OH (500mn), i po3uuH
nepemiLlyBanu NpoTArom 2 roguH. TUTYMbHY CNOMYKY
ofepXyBanu LWNsSxoM pinbTpadii Ta BucyLlyBanu Ha
noBiTpi 3 oTpuMaHHAM 70r (228mmonb, BVIXi1£l 63%) y
BUrNSAi  >KOBTO-KOpUYHEBO! pevoBuHu. H AMP
(400Mru, CDCl3): 7,60-7,30 (m, 5H), 6,88 (d, J=8,4,
2H), 6,80 (d, J=8,4,2H), 4,70 (s, 2H), 3,79 (t
J=5,8,2H), 3,07 (t, J=5,8, 2H).

Mpuknag 2

Q“OQOLXBT

1-[3-(4-6eH3nnokcmn-gpeHokcu)-nponinl-opomia.
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Oo  posunHy  4-GeHaunokcudeHony  (25r,
124,9mmonb) y CH3CN (125mn), Wwo nepemiwysascs,
popasanu aubpomonponaH (63mn, 624mmornb) Ta
K2COs3 (34,5r, 250mMmonb). [aHy KOpuYHEBY CycCrneH-
3il0 HarpiBanu 3i 3BOPOTHUM XONOAUIBHUKOM Ta re-
pemiyBanM npotaroMm 66 roawH. YTBOPEHYy B pe-
3ynbTaTi CYCMeH3it0  OXOnomKyBanu noTiM  Jo
KiMHaTHOI TemnepaTtypu Ta @inbTpyBanu gBa pasu
Yepes3 NpoOKy i3 OiaTOMOBOI 3emili, KOTpy NOTiM Cro-
nickyBanu CH3CN, i 06'egHaHi inbTpaTy KOHLEHTPY-
Banu nig 3HWKEHUM Tuckom. PesynbTylode macno
ounwanu Ha SiO; (300r; 33% CH,Cly/rekcanun) 3 oge-
pxaHHAM 35,41 (110Mmonb, Buxig 88%) kopuyHeBoi
TBepaoi peyosuHn. 'H AMP (400Mry, CDCls): 7,46-
7,29 (m, 5H), 6,85 (q, J=8,1, 2H), 6,82 (q, J=7,2, 2H),
5,03 (s, 2H), 4,06 (t, J=5,8,2H), 3,61 (t, J=6,5,2H),
2,39 (m, J=6,2,2H).

Mpuknag 3

Q.
0/'».\/ Br

4-(2-6pomo-eToKCK)-cheHorn.

2-(4-6eHs3unokcu)-etnn 6pomig (Mpwknag 1; 70r,
227mmonb) posunHanu y THF (500mn). Qo uboro
po3unHy gogasanu Pd Ha Byrmeui (10Bar.%, 7r) sk
cycneHsito B eTaHoni. (50mn). YTBOpeHy B pe3ynbTarTi
cycneHsito nomiwysanu y rigporeHizatop [lappa
(Parr) npu 40dpyHT/KB.OOAM Ta CTPyLUyBanu npoTs-
rom Houi. PeakuinHy cymiw ¢inbTpyBanu yepes npo-
6Ky i3 giaToMoBOi 3emMni, i PinbTpaT KOHLEHTpyBanu
nig 3HWKEHUM TUCKOM 3 ofdepxaHHsam 48,51
(224mmonb, Buxia 99%) TBEpOOi PEYOBMHMW KOBTO-
KopuuHeBoro kombopy. 'H SIMP (400Mru, CDCls):
6,83 (d, J=9,1, 2H), 6,77 (d, J=9,1, 2H), 4,51 (s, 1H),
4,24 (t, J=6,3, 2H), 3,62 (t, J=6,3, 2H).

Mpuknag 4

"L
0/\/"\Br

4-(3-6pomo-nponokcu)-cpeHon.

[3-(4-6eH3umnokcu-deHoken)-nponin]-6pomig (10r,
31,1mmonb) posduHanu y THF (100mn). o uboro
po3unHy popasarm 10% Pd Ha Byrneui (1r) sk cy-
cneHsito y THF (20mn). YTBOpPeHy B pesynbTaTi cy-
creHsilo nomiwysanu y rigporeHizatop Mappa (Parr)
npn 40cyHT/KB.AIOMM Ho Ta CTpyllyBanmM MpOTArom
Houi. [MOTiM peakuinHy cymiw oinbTpyBanu 4epes
npobKy i3 AiaToMoBoi 3emni, i pinbTpaT KOHLEHTPY-
Banu nig 3HWKEHUM TUCKOM 3 oOfepXaHHaM 7T
(30,5Mmonb, Buxig 98%) TBEpOOi PEYOBMHW XKOBTO-
KopuuHeBoro kombopy. 'H SIMP (400Mru, CDCls):
6,76 (d, J=9,1, 2H), 6,69 (d, J=9,1, 2H), 4,00 (t, J=5,9,
2H), 3,60 (t, J=6,6, 2H), 2,23 (m, J=6,1, 2H).

Mpuknag 5

HO_Q—\.
Br

4-(2-6pomo-eTun)-ceHorn.

4-(2-rigpokcn-etnn)-cbeHon  (50r,  362mmonb)
posunHanm y 48sar.% HBr (250mn). Llen caitno-
XKOBTUI po34mnH Harpisanu go 80°C Ta nepemiwysanu
npotsarom 16 roauH. [aHy peakuiiHy cymill oxosno-
KyBanu 0o KiMHaTHOI TemnepaTtypu i NOTiM ekcTpa-
rysanu CH.Cl, (3x50mn). MNMoegHaHi ekcTpaktu ocy-
wyBanu, QinbTpyBanu Ta KOHUEHTpyBanu nig
3HWKEHUM TUCKOM 3 OOEPXKAHHSAM 72r (BUXiO HEo4u-
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LLIEeHOro MPOAYKTY 100%? TBEPAOi PEYOBMHU >KOBTO-
KopuyHeBoro komnbopy. H AMP (400Mly, CDClIs):
9,25 (s, 1H), 7,04 (d, J=8,4, 2H), 6,67 (d, J=8,4, 2H),
3,62 (t, J=7,4, 2H), 2,97 (t, J=7,4, 2H).

Mpuknag 6

HO
@\/\/ Br

4-(3-6pomo-nponin)-ceHorn.

Cymiw  4-(3-rigpokcu-nponin)-cbeHony  (52,7r,
346,3mmonb) y 48Bar.% HBr (265mn) nepemiwysanu
npun 80°C npotsirom 20 roguH i NOTIM OXONOLKYyBanu
0o kimHaTHOi TemnepaTypu. [Jogasanu sogy (400mn),
i paHun npogykt exctparysanu CH2Cl, (500mn). Ekc-
TpakT ocywysanu (MgSOs) Ta KOHUeHTpyBanu nig
3HDKEHUM TUCKOM 3 ofepXaHHSAM MOTpibHOro npoay-
KTy SIK TBEpOoi peyoBuHM GexeBoro konbopy (69r,
Buxig 92%). ToHKkowapoBa pignHHa xpomaTtorpadis
(TLC) (SiOz CHoCl2): R=0,37. 'H AMP (400Mrw,
DMSO-de): 9,18 (s, 1H), 6,99 (d, J=8,3, 2H), 6,67 (d,
J=8,4, 2H), 3,47 (t, J=6,6, 2H), 2,58 (t, J=7,2, 2H),
2,05-1,95 (m, 2H).

Mpuknag 7

N Cl
-Y -
C}'Nvo//}"\

2-xnopo-1-(2-TpuMeTUICUNaHin-eToKCUMEeTI)-
1H-6eH30oimigaszon.

o cycnensii rigpugy HaTtpito (6,2r, 245Mmonb) y
DMF (275mn) npu 5°C  popasanu 2-
xropobensimigason (37r, 243mmonb) 4epes Kpan-
NVHHY (ANs TBepAOoi pevoBUMHU) Miviky npoTtarom 30
XBUIMWH, MiATPMMYIOUM BHYTPILLHIO TemnepaTtypy cy-
Miwwi Hwkde 10°C. Jogasanu we 25mn DMF, i nboas-
Hy 6aHo Bunyyanu. 3a 2 rogmMHM No Kpannsax npoTs-
rom 5 XBUSTUH fofasanu 2-
(TpumeTuncunin)etokcumetun  xnopug  (SEM-CI).
YTBOpPUMBCSA Ginuin ocaa. [aHy peakuinHy cymill nepe-
MillyBanu npu KiMHaTHIN TemnepaTypi npotarom 18
roavH. Jo cymiwi gogasanu H,O (500mn) Ta eTuna-
uetat (750mn). OpraHiyHWi Wwap npomMuBanu Aoaat-
KOBOIO KinbkicTio Boan (500mn), ocywysanu (MgSOa)
Ta KOHLEHTPYBanu nig 3HWKEHUM TUCKOM 3 odepaH-
HsM 65,81 (Buxig 96%) NoTpibHOro NPoAyKTy y BUMMS-
Ai MpO30poro 30510TaBoro Macra, KoTpe TBepaino npu
BiJICTOIOBaHHi 3 yTBOpPEHHAM GexeBoi TBepAoi pedyo-
BuHU. TLC (SiO2, 5% aueTtoH/CH2Cly): R~=0,64. MC
(ESI): pospax. maca ansa C13H19CIN2OSi, 282,10; m/z
3HanaeHo, 283,1. H AmP (400MrI'y, CDCI3): 7,70 d,
J=7,3, 1H), 7,46 (d, J=7,6, 1H), 7,40-7,25 (m, 2H),
3,58 (t, J=7,9, 2H), 0,92 (t, J=8,3, 2H), 0,04 (s, 9H).

Mpuknag 8

Cr

2-xnopo-1-meTtnn-1H-6eH30imMigason.

Oumetuncynedat (11,0mn, 116mmonb) gogasa-
nM  Jo  posunHy  2-xropobensimigasony  (10,6r,
70mMonb) y 2,5M NaOH (70mn, 175mMmonb), i aaHy
cymiw nepemiwysanu npu 23°C NpoTArom 2 roguH.
PeakuinHy cymiw ginbtpyBanu, i TBepaun nNpoaykTt
npommsanu HyO (6x50mn) Ta BUCyLyBanu y Bakyymi
3 ogepXXaHHSIM CBITIO-KOPUYHEBOI TBEPAOI PEYOBUHU
(9,4r, Buxia 81%). MC (ESI): pospax. maca ans
CgH7CIN2, 166,03; m/z 3HangeHo, 167,0. "H AmP
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(400Mrlu, CDCls): 7,75-7,70 (m, 1H), 7,35-7,29 (m,
3H), 3,82 (s, 3H).
Mpuknag 9

GSJ:O\@\O/\/W

2-[4-(2-6bpomo-eTOKCK)-chbeHoKcU]-b6eH3oTiazon.

Po3uuH 4-(2-6pomo-eTokeu)-cbeHony (Mpuknag 3;
8,71, 40,1mMmmonb) Ta 2-xnopobeHsoTiazony (12mn,
92mmonb) y CH3CN 06pobnsnv TOHKO po3meneHnmM
Cs2CO3 (26r, 80MMonb), i pe3ynbTytody CyMmill nepe-
miwysanu npu 23°C npotsarom 30 roguH. [aHy peak-
LifHY cyMmil inbTpyBanu Yyepes AiaTOMOBY 3eMrlto, i
inbTpaT KOHUEHTpyBanu Mig 3HWKEHUM TUCKOM.
HeounweHy TBepdy peqoBuHy oumwanum Ha SiO»
(100r; 0-40% etunauetat/rekcaHn) 3 OAepXKaHHAM
6,71 (Buxig 47%) 6inoi TBepgoi pevosnHn. MC (ESI):
po3pax. maca ans C4sH12BrNO2S, 348,98; m/z 3Han-
AeHo, 350,0 [M+H]". "H AMP (400Mru, CDCls): 7,78
(dd, J=8,0, 0,4, 1H), 7,70 dd, J=8,0, 0,7, 1H), 7,42 (dt,
J=7,5, 1,3, 1H), 7,34 (dd, J=9,1, 2H), 7,01 (dd, J=9,1
2H), 4,34 (t, J=6,2, 2H), 3,70 (t, J=6,2, 2H).

Mpuknap 10

2-[4-(2-6pomo-eTnn)-ceHokcu]-6eH3oTiazon.

A.  2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTaHon.
PosuuH  4-rigpokcndpeHeTunosoro cnupty (867wmr,
6,3Mmonb) Ta  2-xnopobeHsotiasony  (0,82mn,
6,3Mmonb) y CH3CN 06pobnsnu TOHKO po3MeneHum
Cs2CO3 (4,11, 12,5MMOnb), i pe3ynbTylovy CyCreHsito
nepemiwysanu npotsarom 40 roguH npu 70°C. OaHy
peakuinHy cymil inbTpyBanu 4Yepes OiaToMOBY 3e-
Mo, i pinbTpaT KOHUEHTpyBanu A0 OTPUMAaHHSA He-
OYMLLEHOro Macna, koTpe moTiMm ounwanu Ha SiO»
(40r; 0-50% etunauetat/rekcaHn) 3 oOAepXKaHHAM
940wmr (Buxig 55%) nposoporo macna. MC (ESI): pos-
pax. maca ana CssH13NO2S, 271,07; m/z 3HangeHo,
272,2 [M+H]*. "H AAMP (400Mry, CDCls): 7,78 (dd,
J=7,9, 0,4, 1H), 7,75 dd, J=7,9, 0,7, 1H), 7,46 (dt,
J=7,4, 1,3, 1H), 7,38-7,29 (m, 3H), 3,93 (q, J=6,4,
2H), 2,94 (t, J=6,5, 2H), 1,50 (m, 1H).

B. 2-[4-(2-6pomo-eTnnYdeHokcu]-6eH3oTia3on.
Po3unH 2-]4-(6eH3oTia3on-2-inokcm)-geHin]-etaHony
(174wmr, 0,64mmonb) y 6eH3oni (3mn) obpobnanu PBrs
(0,060mn, 0,64mMmornb), i pe3ynbTylody CyCMeHsito
HarpiBanu go 70°C npotarom 90 xBunuH. PeakuiniHy
CyMilLl OXOfofKyBanu Ta po3BOAMNN eTunaueTaTom
(30mn). OaHui posumH npomuanu Bogoto (10mn),
notim posconom (10mn), ocylyBanu Ta KOHLEHTPY-
Banu nig 3HWKEHUM TUCKOM. HeouuwleHun npoaykt
nignasanu ounteHHo Ha SiO; (12r; 0-50% eTtunnaue-
TaTt/rekcaHn) 3 ogepxaHHam 120Mr CBITNO-XOBTOrO
macna. MC (ESI): pospax. maca gna CisH2BrNOS,
332,98; m/z 3HanpeHo, 335,2 [M+H]+. H amp
(400Mrlu, CDCIs): 7,79 (dd, J=8,0, 0,3, 1H), 7,76 dd,
J=8,0, 0,6, 1H), 7,42 (dt, J=7,4,1,2,1H), 7,38-7,29 (m,
3H), 3,62 (t, J=7,5, 2H), 3,25 (t, J=7,5, 2H).

Mpuknag 11

AP0LD
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2-[4-(2-ninepnanH-1-in-eTokcu)-cheHokeu)-
6eH3o0kcaszon.

A. 1-[2-(4-6eH3unokcu-peHokcn>eTun]-
ninepugnH. o cymiwi  4-(6eH3unokcu)-ceHony
(24,6r, 123mmonb) Ta 1-(2-xnopoeTwn)-ninepuavH
rigpoxropugy (20,6r, 112mmone) y DMF (175mn)
popasanu K>COs (25r, 181mmonb) Ta CsCOs3 (40r,
123mmonb). [aHy peakuinHy Ccymiw nepemiwysanu
npotsarom 3 fi6 npum kKiMHaTHIN Temnepatypi. [lo gaHoi
cymiwi gogasanu sogy (300mn) ta CH.Cl,. OpraHiy-
Hu wap npomueann 10% NaOH, noTtim po3sconom,
ocywysanu (MgSOs), dinbTpyBanu Ta KOHUEHTpyBa-
N Nig 3HWKEHNUM TUCKOM 3 ofepXXaHHAM 33r nNpo3so-
poi, TemMHo-nNypnypoBoi piavHu. [aHy piguHy nigaa-
BanM  oumweHHlo Ha  SiOz  (300r;  0-50%
eTunauetat/rekcaHn) 3 opepXaHHam 23,4r (Buxig
67%) cBiTno-xoBTOi TBepAoi pevoBuHU. TLC (SiOy,
5% rekcanw/etunauetar): R=0,11. MC (ESI): po3pax.
maca ans CyoH2sNO2, 311,19; m/z 3HangeHo, 312,2.
[M+H]". "H AMP (400 Mru, CDCls): 7,50-7,26 (m,
5H), 6,91 (d, J=9,2, 2H), 6,85 (d, J=9,2, 2H), 5,02 (s,
2H), 4,06 (t, J=6,1, 2H), 2,76 (t, J=6,1, 2H), 2,51 (br s,
4H), 1,65-1,55 (m, 4H), 1,45 (br s, 2H).

B. 4-(2-ninepuanH-1-in-etokcun)-coeHon. o pos-
YUHY 1-[2-(4-6eH3nnokcu-gpeHokcm)-eTnn]-
ninepugnHy  (15,0r, 482mmone) y 1:1 eTa-
Hon/etTunauetaTi (400mn) gopasanu Pd Ha Byrneui
(10Bar.%, 1,5r). JaHy cymili nomiLuyBanu y rigporeHi-
3atop [Nappa npu 40dyHT/kB.Ot0MM Hy Ha 20 roguH.
PeakuinHy cymiw ginbTpyBanu yepes giatoMoBy 3e-
Mo, | iNbTpaT KOHUEHTPYBanu nNig 3HWKEHUM TUC-
KOM 3 ofgepxaHHsaMm 9,4r (Buxig 88%) notpibHoro npo-
OYKTY Sk cBiTno-cipoi TBepgo pevouHu. TLC (SiOo,
50% auetoH/CH2Cly): R=0,16. MC (ESI): po3spax.
maca ana CqisH1gNO2, 221,14; m/z 3HanpeHo, 222,1
[M+H]". "H AMP (400MIy, DMSO-ds): 8,88 (s, 1H),
6,73 (d, J=6,6, 2H), 6,65 (d, J=6,6, 2H), 3,93 (t, J=6,0,
2H), 2,58 (t, J=6,0, 2H), 2,40 (s, 4H), 1,51-1,45 (m,
4H), 1,3; (br s, 2H).

C. 2-[4~(2-ninepnauH-1-in-eTokcn)-cpeHokem]-
6eH300kcason. [Jo po3uunHy, WO nepemiwyBaBcs, 4-
(2-ninepnaunH-1-in-etoken)-cbeHony (1,5r, 6,8mMmonb)
B aueTtoHi (20mn) npu 5°C popasanu KCOs (1,0r,
7,2mmonb). [lo gaHoi cymiwi gogaBanu  2-xropo-
6eH3ookcason (0,5mn, 4,4mmonb) npu 5°C. Pesynb-
Tylouy CyMmil nigirpisany o KiMHaTHOI TemnepaTtypu
npoTaromM Hovi. 3a 20 rognH gaHy cymiw dinbTpyBa-
nu, i PinbTpaT KOHUEHTpYBanu nig 3HWKEHUM TUCKOM
[0 KOpWYHEBOI TBepAol PevyoBWHW, KOTPY nigdaBanu
oumwieHHo Ha SiO, (35r; 50% auetoH/CH2Cly). Mo-
TPiOHI bpaKuii noegHyBanu Ta KOHUEHTpyBanu nig
3HKEHUM TUCKOM 3 ofepxaHHaM 1,2r (Buxig 80%)
noTpibHoro npoaykty sk 6inoi TBepAoi PeyYoBUHM.
TLC (SiO2, 50% aueTtoH/CH2Cl,): R=0,18. MC (ESI):
po3pax. maca anst CooH22N203, 338,16; m/z 3Hange-
Ho, 339,1 [M+H]". "H AMP (400Mryu, CDCl3): 7,52 (d,
J=7,2, 1H), 7,41 (d, J=7,2, 1H), 7,35-7,20 (m, 4H),
6,97 (d, J=9,1, 2H), 4,12 (t, J=6,1, 2H), 2,79 (t, J=6,0,
2H), 2,52 (s, 4H), 1,67-1,55 (m, 4H), 1,50-1,40 (m,
2H).

Mpuknag 12

oK O
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{2-[4-(6-xnopo-b6eH30Tiazon-2-inokcu)-cheHokcu]-
eTun}-aieTun-amix.

A. [2-(4-6eH3nnokcn-cbeHoken)-eTun]-gieTnn-
amiH. o cymiwi 4-(6eH3nnokcu)dperony (51,
255MMorb) Ta (2-xnopo-eTun)-gieTn-amiHy rigpoxio-
puay (41,6r, 242mmons) y DMF (400mn) gopasanu
K2CO3 (371, 268mmonb) Ta Cs,CO3 (87r, 267Mmonb).
[aHy peakuinHy cymill nepemilyBanu npu KiMHaTHInA
Temnepatypi npotsarom 17 pi6. [lo AaHoi cymiwi go-
dasanu Bogy (600mn) ta CH2Cly. OpraHiuyHun wap
npomuBanu Bogoto, ocyuwyBanum (MgSOs), dinbTpy-
Banu Ta KOHUEHTpyBanu Mg 3HWKEHWM TWUCKOM 3
ofepxaHHsaM 33r Mpo3opoi TEMHO-MYpPNypoBOl pian-
HW, KOTpY nigaaBanm ouunweHHto Ha SiO2 (300r; eTn-
nauertat) 3 OTPMMaHHsM CBITNO-XOBTOrO Macna
(34,5r, 48%). TLC (SiO2, 5% rekcaHu/eTunauertar):
R~=0,10. MC (ESI): pospax. maca Ans. C19H25N02,
299,19; m/z sHaitoeHo, 300,2 [M+H]". 'H amP
(4OOMFL|,, CDCls): 7,50-7,28 (m, 5H), 6,89 (d, J=9,2,

2H), 6,85 (d, J=9,2, 2H), 5,02 (s, 2H), 4,00 (t, J=6,4,
2H), 2,86 (t, J=6,4, 2H), 2,63 (q, J=7,2, 4H), 1,08 (t,
J=7,1 6H).

B. 4-(2-pieTnamiHo-eTokcn)-goeHon. o po3vnHy
[2-(4-6eH3unnokcn-deHoken)-eTun]-gieTun-aminy (21,
70mmonb) y 1:1 etaHon/etunauetarti (500mn) gopa-
Banu Pd Ha Byrneui (10Bar.%, 1,5r). Oany cymiw no-
MiLLyBanu y rigporeHizatop Mappa npu
40cpyHT/kB.AIOAM Hz Ha 20 roguwH. [aHy peakuinHy
CyMil pinbTpyBanu yepes AiaTOMOBY 3eMIto, | ginb-
TPaT KOHLUEHTpyBanu Mig 3HWKEHUM TUCKOM 3 ofep-
XaHHam 13,11 (Buxig 89%) noTpibHOro npoaykty y
BUINSAI npo3oporo kopuyHesoro macrna. MC (ESI):
pospax. maca Ans C12H19NO2, 209,14; m/z 3HangeHo,
210,2 [M+H]". '"H SIMP (400Mru, CDCls): 6,68 (s,
4H), 3,99 (t, J=6,0, 2H), 2,58 (t, J=6,2, 2H), 2,88 (t,
J=6,2, 2H), 2,69 (q, J=7,2, 4H), 1,09 (t, J=7,1, 6H).

C. {2-[4-(6-xnopo-6eH30Tiazon-2-inokcu)-
deHokcu]-eTun}-gietun-amiH. o  po3uuHy  4-(2-
gieTunamiHo-etokeu)-cpeHony (500mr, 2,39mmonb) B
aueTtoHi  (7mn), wo MmictmB  CspCOs (876w,
2,69vmonb), popmaBanu - 2,6-guxnopobeH3oTia3on
(365wmr, 1,79mmonb). daHy cymil HarpiBanm 3i 3Bopo-
THUM XoroaurnbHUKOM npoTarom 3 Ai6. PeakuiiHy
CyMilW inbTpyBanu, i ¢inbTpaT KOHUEHTpyBanu nig
3HKEHUM TUCKOM 3 OEpXaHHSM KOPUYHEBOro mac-
na, koTpe oumwanu Ha SiO; (35r; aueToH) 3 oTpu-
MaHHAM 624mr (Buxia 76%) noTpibHOro npoaykTy.
TLC (SiOg, aueToH): R=0,23. MC (ESI): po3pax. maca
ans C19H21CIN2028 376,10; m/z 3HampeHo, 3771
[M+H]". 'H AAMP (400Mru, CDCl3): 7,64 (d, J=8,5,
2H), 7,34 (d, J=8,8, 1H), 7,25 (d, J=6,8, 2H), 6,96 (d,
J=9,1, 2H).

Mpuknap 13

ST O

(1-{2-[4-(6eH300KCa30-2-inoKcH)-
deHokcu]eTun}-ninepnanH-4-in)-meTaHon.

A. 4-[2-(4-rigpokcumeTun-ninepuanH-1-in)-
eTokcu]-gpeHon. Po3unH 4-(2-6pomo-eTokcu)-cheHony
(Mpuknag 3; 7r, 32,2mmornb), ninepvgnHMeTaHony
(5,2r, 45,3mmonb) Ta N,N-giisonponinetnnaminy
(7,9vn, 45,3mmonb) y CH3CN (100mn) nepemiwyBa-
nn npyn 65°C npotsrom 18 roauH. [aHy peakuinHy
CyMilLl OXOMnopKyBanu 40 KiMHaTHOI TemnepaTypu Ta
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nepeMiwyBanu we npotarom 48 roauvH. PO3YMHHMK
BUIy4anu nig 3HWKEHUM TUCKOM 3 YTBOPEHHSM Yop-
HOT HaniBpigkol pe4oBuHW. Llen maTepian po3umHanNu
y CH2Cl> (200mn), i AaHWI po34MH MPOMMBAaN BOAOO
(2x50mn). BoagHy dhasy niggasanu 3BOPOTHIN ekcTpa-
kuii 10% CH3OH/CH.Cl, (100mn). OpraHivHi wapm
noegHysanu, ocywysanu (NaxS0.), dinbTpyBanu Ta
KOHLEHTpyBanu nig 3HWKEHUM TUCKOM [0 YOPHOro
mMacna, KoTpe nignasanu ouuileHHio Ha SiOz (120r;
0-100% aueTtoH/CHClz) 3 ogepxaHHAM MNOTPiOHOro
nNpoaykTy sk KOpuUYHeBOro macna. [ns ocamkeHHs
npogykTy A0 OaHoro Macna gogasanv AieTUNoBun
edip. dinbTpauia gana TUTYMbHY CNOMyKy Yy BUrMAA
XKOBTO-KOPUYHEBOI TBEpAOi peyoBuHu (1,9r, BuXia
23%). TLC (SiO2, 5% 2M NHs y CH3OH/CH.Cl):
R~=0,09. MC (ESI): pospax. maca Ans. C14H21N03,
251,15; m/z sHaitoeHo, 252,3 [M+H]". 'H amP
(400MrI'u, CDCIs): 6,69 (s, 4H), 4,03 (t, J=5,9, 2H),
3,51 (d, J=6,5, 2H), 3,09 (d, J=11,6, 2H), 2,79 (4,
J=5,9, 2H), 2,18-2,11 (m, 2H), 1,79 (d, J=16,2, 2H),
1,49-1,62 (m, 1H), 1,36 (dq, J=3,6,12,3, 2H), 1,23
(brs, 2H).

B. (1-{2-[4-6eH300KCcazon-2-inokcu)-deHokcu]-
etun}-ninepuaun-4-in)-metaHon.  Cymiw  4-[2-(4-
riApoKCUMETUN-ninepmuauH-1-in)-eTokcn]-cbeHony
(0,5r, 1,98mmonb), 2-xnopo-6eH3ookcasorny (205mkr,
1,8MMonb) Ta Cs2CO3 (1,351, 4,15MMonb) B aLETOHI
(8,0mn) nepmiwyBanu npu KiMHaTHIN Temnepatypi
npotsarom 48 roavH. PesynbTyody cymill dinbTpysa-
N 4Yepe3 AiaTOMOBY 3emmto, i Npobky npomuBanv
CH2Cl,. O6'egHaHi inbTpaTu KOHUEHTpyBanu nig
3HWKEHUM TUCKOM [0 XOBTOro macna. [laHe macno
ounwanu Ha SiO2 (40r; 0-100% aueToH/CH2Cly) 3
ofepXaHHAM TBepAoi Pe4OBUHMW, KOTPY PO3UMHSNN Y
CH2Cl, (100mn). Uen posumH npommsann 1N NaOH
(3x5mn), notim H2O (5mn), ocywysamm (NazSOa),
(inbTpyBanu Ta KOHUEHTpYBanu nig 3HWKEHUM TUc-
KOM 3 OfepXXaHHAM TUTYMbHOI cnonyku y Burnsai 6i-
noi TBepaoi peyoBuHWU (424mr, Buxig 64%). TLC
(SiO2, 5% 2M NH3 y CH30H/CH:Cl.): R=0,17. MC
(ESI): pospax. maca ansi Cz1H24N204, 368,17; m/z
3HaiigeHo, 369,3 [M+H]". "H AMP (400Mryu, CDCls):
7,53-7,50 (m, 1H), 7,44-7,42 (m, 1H), 7,34-7,21 (m,
4H), 7,00-6,96 (m, 4H), 4,13 (t, J=6,0, 2H), 3,55-3,48
(m, 2H), 3,02-3,09 (m, 2H), 2,82 (t, J=6,0, 2H), 2,13
(dt, J=2,4, 11,8, 2H), 1,78-1,75 (m, 2H), 1,59-1,48 (m,
2H), 1,33 (dq, J=3,7, 12,4, 2H).

I'IpMKna,u, 14

eijeiNey

1-{2-[4-(6eH300KCca30n-2-inokcu)-heHoKeH]-
eTun}-ninepnavn-4-on.

A. 1-[2-(4-rigpokcu-cheHokem)-eTun]-ninepuanH-4-
on. Jo posunHy 4-(2-6pomo-eTokcu)-cheHony (Mpwu-
knag 3, 9r, 42mmonb) y CH3CN (150mn), wo nepemi-
wyBaBcs, gopasanu 4-rigpokcuninepuamH  (5,3r,
52,5mMmonb) 3 HacTynHum  gogaBaHHaAM  N,N-
giisonponinetunaminy (6,7r, 52,5Mmonb). YTBOpEHuUi
B pesynbTaTi pO34MH MepemillyBanu NpoTsaroM Houi
npu KiMHaTHIN TeMnepaTtypi 3 YTBOPEHHSIM CyCMneH3il.
OaHy cycneHsito dinbTpyBanu, i inbTpaT KOHUEHT-
pyBanu nig 3HWKeHUM TuckoM. [lo pesymnbTylo4oro
Macna pofasanu fietunosun edip, i AaHy cymiw
nigirpisanu go 45°C npoTsaroMm 2 XBUMWH 3 YTBOPEH-
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HAM 6inoro ocagy. Lo cycneHsito nepemiwysanu npu
KiMHaTHIN TemnepaTypi NPOTSAroMm 2 roAauH, notim di-
neTpyBanu, 3 ogepxaHHaMm 7,9r (33mmonb, BuMXig
79%) GinysaTtoi TBepgoi pedoBuHu. MC (ESI): pos-
pax. maca ans C13H19N03, 237,14; m/z 3HangeHo,
238.2 [M+H]"". "H AMP (400Mru, CDOD): 7,10 Ta
7,02 (q, J=32,3, 9,0, 2H), 4,35 (t, J=5,7, 2H), 3,59 (m,
1H), 3,26-3,19 (m, 2H), 3,07 (t, J=5,7, 2H), 2,60 (t,
J=9,92, 2H), 2,20-2,12 (m, 2H), 1,94-1,82 (m,2H).

B. 1-{2-[4-(6eH30kca3on-2-inokcu)-deHokcu]-
eTnn}-ninepuauH-4-on. o po3vuHy 1-[2-(4-rigpokcu-
deHoken)-eTun]-ninepugunH-4-ony (500mr, 2,1MMonb)
B aueTtoHi (10mn), wWo nepemiwyBaBcs, goAaBanv
Cs2CO3 (1,4r, 4,41mmonb). Lito cycneHsito oxonomxy-
Banm go 0°C, i mo kpannsx gofaBanu 2-Xropo-
6eH3o0kcason (388wmr, 2,5mMmonb, 0,29mn). Peakuin-
HY CyMmiLL nigirpisanu go KiMHaTHOI TemnepaTypu nNpo-
TArOM HOMi, i NOTIM PiNbTpyBanu Ta KOHLEHTpyBanu
nig 3HWKEHUM TUCKOM. YTBOpEHE B pe3ynbTaTi Macmno
ounwanu Ha SiO2 (40r; 0-100% aueToH/CH2Cly) 3
ogepxaHHam 400mr (1,1mmonb, Buxig 54%) 6inoi
TBepaoi pevoBuHn. MC (ESI): pospax. maca ans
Con22N204, 354,16: m/z 3HaiigeHo, 355,2 [M+H]"".
'H AMP (400Mru, CDCls): 7,55 (dd, J=7,2, 1,8, 1H),
7,46 (dd, J=7,3, 2,0, 1H), 7,36 (d, J=9,1, 2H), 7,32-
7,25 (m, 2H), 7,01 (d, J=9,1, 2H), 4,18 (t, J=5,4, 2H),
3,80 (m, 1H), 3,01-2,86 (m, 4H), 2,40 (br s, 1H), 1,99
(m, 2H), 1,74-1,65 (m, 2H), 1,48 (d, J=4,1, 1H).

Mpuknag 15

atacoues

1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokcul-eTun}-
ninepnanH-4-on.

[o po3unHy 1-2-(4-rigpokcn-gpeHOKCH)-eTuUnN]-
ninepuaunH-4-ony (Mpuknag 14, cragisa A; 500wr,
1,25mmonb) y DMF (10Mn), Wwo nepemiwyBaBscs, A0-
paBsann  CspO3  (1,4r, 4,41Mmonb) Ta  2-
xropobensotiason (0,33mn, 2,5mMmonb). [aHy cy-
cnexgsito HarpiBanu go 80°C Ta nepemiwyBany npoTs-
romM Houi. PeakuiHy cymill oxonomkyBanu 4o KiMHa-
THOI TemnepaTypu i noTiM dinbTpyBanu yepes
JiatomoBy 3emnio. inbTpaT KOHUEHTpyBanu nig
3HWXKEHUM TUCKOM, i 3anuiok ovmwianu Ha SiO (40r;
0-100% auetoH/CH.Cl) 3 opgepxaHHam  321mr
(0,86mmonb, BUXig 69%) KOBTO-KOPUYHEBOI TBEPAOI
peyoBuHn. MC  (ESI): pospax. maca AN
ConngZOe,S 370,14; m/z anaiigeHo, 371,2 [M+H]".
'H AMP (400Mru, CDCl3): 7,64 (d, J=8,0, 1H), 7,56
(d, J=7s8, 1H), 7,30 (t, J=7,2, 1H), 7,21-7,14 (m, 3H),
6,87 (d, J=9,1, 2H), 4,05 (t, J=5,8, 2H), 3,67 (br s,
1H), 2,82 (m, 2H), 2,76 (t, J=5,8, 2H), 2,27 (t, J=9,5,
2H), 2,01 (br s, 1H), 1,90-1,82 (m, 2H), 1,64-1,52 (m,
2H).

I'IpMKna,u, 16

SO

{2-[4-(6eH300KCa30mM-2-inokcu)-peHokeul-eTun}-
anbyTun-amiH.

A. 4-(2-gubyTtnnamiHo-etokcnYderon. o pos-
ynHy 4-(2-6pomo-etokcm)-cpbeHony (Mpuknag 3; 8,2r,
37mmonb) y CH3CN (150mn), wo nepemiwyBaBcs,
popasanu aubytunamin (5,98r, 46,3mmonb) ta N,N-
giizonponinetnnamid (5,98r, 46,3mMonb). [laHy cymiw
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nepemilwlyBanu NpoTarom Houi npu 75°C. PesynbTyto-
4y cycaeHsito inbTpyBanu, i inbTpaT KOHUEHTPY-
Banu nig 3HWKEHUM TUCKOM. YTBOpeHe B pesynbTari
macno ouvwanu Ha SiO (110r; 0-100% aue-
ToH/CH2Cl,) 3 ogepxaHHsm 7,71 (29mmornb, BuXig
78%) kopuyHeBoi TBepaoi pedosmHu. MC (ESI): pos-
pax. maca ,D,J'Iﬂ C16H27NO2, 265,2; m/z 3HaingeHo,
266.2 [M+H]". "H AMP (400Mry, CDCls): 6,81 (d,
J=7,0, 2H), 6,63 (d, J=6,0, 2H), 4,22 (br s, 2H), 3,25
(br s, 2H), 2,93 (br s, 4H), 2,16 (br s, 2H), 1,88 (br s,
1H), 1,68 (br s, 4H), 1,33 (d, J=5,7, 4H), 1,33 (d,
J=5,7,4H), 0,94 (br s, 6H).

B. {2-[4-(6eH300KCa30r-2-inokcnY beHokcu]-
eTnn}-ambytun-amiv. [1o po3ynny 4-(2-gndytunamiHo-
eTokcu)-cpeHony  (500mr,  1,9Mmonb) B aueTOHi
(9,4mn), wo nepewmiwyBascs, gogasanu Cs;03 (1,3r,
3,9vmonb). Lo cycneHsito oxonogxysanu go 0°C, i
no kpannsx jgogasanu  2-xnopo-6eH3ookcason
(346wmr, 2,2mmonb, 0,26mn). PeakuinHy cymiw nigirpi-
Banu o KiMHaTHOI TemnepaTypyu nNpoTArom Hodi, no-
TiM inbTpyBanu. PinbTpaT KOHUEHTpYBanu nig 3Hu-
KEHMM TuCKOM. YTBOpeHe B pe3ynbTaTi Macno
posunHanm y CHoCl, Tta oumwanu Ha SiO; (40r; O-
100% auetoH/CH.Cl,) 3 opepkaHHam  180mr
(0,47mmonb, Buxig 25%) 6inoi TBepAoi pevoBUHM.
MC (ESI): pospax. maca ans CosH3oN203, 382,23; m/z
3HaiigeHo, 383,3 [M+H]". "H AMP (400Mry, CDCls):
7,50 (d, J=7,2, 2H), 7,41 (d, J=7,3, 2H), 7,28-7,19 (m,
2H), 6,96 (d, J=9,1, 2H), 4,13 (m, 2H), 2,88 (m, 2H),
2,54 (m, 4H), 1,47 (m, 4H), 1,32 (m, 4H), 0,92 (t,
J=7,3, 6H).

Mpuknag 17

O

S0

1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokcul-eTun}-
ninepuanH-4-kapOoHOBa K1cnoTa, eTUnoBun eqip.

A. 1-[2-(4-rigpokcu-cheHokem)-eTun]-ninepnanH-4-
KkapboHoBa kucnota, eTunosuin edip. o po3unHy 4-
(2-6pomo-eTokcu)-dheHorny (Mpvknag 3; 5r,
23,1mmonb) y CH3CN (200mn), Wwo nepemiwyBascs,
pofjasanu eTtun i3oHinekotaT (5,3mn, 34,7Mmorb).
OaHy peakuinHy cymiw Harpianu go 84°C Ta nepe-
MilwyBanu npoTarom 16 rofuH, NoTiM OXONoAKyBanu
00 KiMHaTHOI TemnepaTypu Ta KOHUEHTpyBanu nig
3HWKEHUM TUCKOM. YTBOpPeHe B pesynbTaTi macrno
posumnHanu y CH2Cly Ta oumwanu Ha SiO» (300r; O-
25% aueToH/CH2Cly) 3 ogepxaHHam 6inoi TBepaoi
peyoBuHM (6,3r, Buxig 93%). MC (ESI): po3pax. Maca
Ana C16H23NO4, 293,16; m/z 3HaitgeHo, 294,3 [M+H]".
'H AMP (400Mru, CDCls): 6,63 (m, 4H), 4,07 (q,
J=7,2, 2H), 3,96 (1, J=5,7, 2H), 2,96 (m, 2H), 2,74 (t,
J=5,6,2H), 2,26-2,23 (m, 3H), 1,88-1,77 (m, 5H), 1,17
(t, J=7,2, 3H).

B. 1-{2-[4-(6eH30Tiazon-2-inokcun)-peHokcu]-
eTun}-ninepuanH-4-kapboHoBa KWCMNOTa, ETUIOBUIA
ecip. o posunHy 1-[2-(4-riapokcn-cbeHOoKCK)-eTunr]-
ninepuanH-4-kapOboHOBOI  KUCIOTW, €TUNOBOro edipy
(2,5r, 6,8mMmonb) y CH3CN (34mn), Wwo nepemillyBas-
cs, popaBanu CspCOs; (5r, 14,3mmonb) Ta  2-
xropobeHsoTiason (1,26mn, 10,2mMmonb). [aHy peak-
LinHy cymiw Harpisanu go 75°C npotdrom 3 roguH,
noTiM oxonogxysanu OO KiMHaTHOI TemnepaTtypu Ta
¢inbTpyBanu. PinbTpaT KOHUEHTpYBanu nig 3Hwxe-
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HUM TekcToM. 3anuwok po3unHanu y CHyCl, Ta oun-
wanu Ha SiO2 (40r; 0-25% auetoH/CH>Cl,) 3 ogep-
XaHHAM 6inoi TBepaoi peyvoBuHn (2,94r, Buxig 100%).
MC (ESI): pospax. maca Ans ngH26N204S 426,16;
m/z 3HanpeHo, 427,1 [M+H]". 'H SMP (400Mru,
CDCls): 7,76 (d, J=8,0, 1H), 7,64 (t, J=8,1, 1H), 7,41
(t, J=8,4, 1H), 7,30 (d, J=9,0, 3H), 7,05 (d, J=6,8, 2H),
4,19 (t, J=5,5, 2H), 4,12 (q, J=7,1, 2H), 3,02 (m, 2H),
2,83 (t, J=5,5, 2H), 2,37 (m, 1H), 2,25 (t, J=11,6, 2H),
1,93 (m, 2H), 1,79 (m, 2H), 1,24 (t, J=7,2, 3H).
Mpuknap 18

Q
A0, ST

1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokcul-eTun}-

ninepuanH-4-kapboHoBa kucrnoTa, kaniesa cinb. [o
po3unHy  1-{2-[4-(6eH30Tia3on-2-inokcu)-heHokcu]-
eTnn}-ninepmanH-4-kapboHOBOI  KUCIMOTW, ETUITOBOrO
edipy (Mpuknag 17; 235wmr, 0,5mmonb) y THF
(2,5vn), wo nepewmiwyBaBcs, godaBanu TPUMETUM-
cunaHoart kanito (282mr, 2,2mmons). [aHy peakuiiiHy
CyMill nepemiwyBanu nNpu KiMHaTHIN TemnepaTypi
NPOTAroM 2 roauH, NoTiM KOHLEHTPpYBanu nig 3Hke-
HUM TUCKOM. Pe3ynbTyloue Macrno po3yvHANM y Bogi,
i po3unH obpobnanu go pH9 1M HCI. YTBOpeHui B
pesynbTaTi po3ynH ekcTparysanm 1:3 CymiliLio i3o-
nponinosoro cnupty/xnopodopmy (3x25mn). O6'ea-
HaHi eKCTPaKTN KOHLEHTPYyBanm nig 3HWKeHUM TUCKOM
3 YTBOPEHHSAM >XOBTO-KOPUYHEBOI TBEPOO! PEYOBUHMU,
KOTpY po3Tupanu 3 gietunosum edipom. dinbTpadis
JaHoi cycneHsil Jana >KOBTO-KOPUYHEBY TBepay pe-
yoBuHy (140wmr, Buxig 64%). MC (ESI): po3pax. maca
ana Cz1H2oN204S  (BinbHa kucnota), 398,13; m/z
3HaI/IJ:l,eHO 399,1 [M+H]". "H AMP (400MIu, DMSO-

ds): 8,01 (d, J=7,3, 1H), 7,76 (d, J=7,5, 1H), 7,51 (¢,
J=8,4, 1H), 7,45 (d, J=9,0, 2H), 7,40 (t, J=7,2, 1H),
7,14 (d, J=9,0, 2H), 4,18 (t, J=5,5, 2H), 2,95 (m, 2H),
2,74 (t, J=5,8, 2H), 2,10 (t, J=10,5, 2H), 1,81 (m, 2H),
1,59 (m,2H).

Mpuknag 19

AT0L, D

1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokcul-eTun}-
ninepuanH-4-in-MeTaHoH.

HOo cycneHsii  1-{2-[4-(6eH30Tiazon-2-inokcu)-
deHokcu]-eTnn}-ninepuanH-4-kapboHOBOI  KMCNOTH
(Mpuknag 18; 100mr, 0,25mMmonb) y CHCI3 (2mn) go-
pasanu okcaninxnopug (132mkn, 1,5mMmonb). OaHy
peakuinHy cymill nepemiwlyBanu nNpu KiMHaTHIN Tem-
neparypi NpoTAroM 2 roguvH i NoTiM KOHUEHTpyBanu
nig 3HWKeHUM TuckoM. PesynbTyiouy TBepay peyoBu-
Hy noBTOpHO cycneHaysBanu y CHCIls (2mn), i popa-
Banu niponiguH (100mkn, 1,2mMmonb). YTBOpeHui
pO3uMH nepemiwlyBanu nNpoTarom 1 roauMHW i NOTIM
possogunm CHyClz (10Mn1) Ta npoMmBany HacM4yeHUMm
BoaHuM NaHCO3 (10mn). OpraHiyHuii wap ocyLlyBa-
nm (NaxS0s), cinbTpyBanum Ta KOHUEHTpyBanu nig
3HKEHUM TUCKOM [0 XOBTOro macna. lotim Heoun-
LeHe Macno niggasanu odnweHHo Ha SiO; (10r; O-
100% aueToH/CH2Cl2) 3 opepkaHHAM MOTPiIGHOrO
npoAaykTy y Burnsgi 6e3bapsHoro macna (71mr, Buxig
63%). MC (ESI): pospax. maca ans CazsH2gN30sS,
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451,19; m/z 3HaunpeHo, 452,1 [M+H]+. H AmP
(400MI'y, CDCI3): 7,74 (d, J=7,6, 1H), 7,66 (dd,
J=8,0, 0,8, 1H), 7,41-7,37 (m, 1H), 7,29-7,24 (m, 3H),
6,99-6,96 (m, 2H), 4,13 (t, J=6,0, 2H), 3,50-3,45 (m,
4H), 3,10-3,04 (m, 2H), 2,83 (t, J=6,0, 2H), 2,38-2,31
(m, 1H), 2,21-2,14 (m, 2H), 1,98-1,84 (m, 6H), 1,74-
1,71 (m, 2H).
Mpuknap 20

Q
SR oINS
N O/\/N

3-[(1-{2-[4-(6beH30Tiazon-2-inokcu)-cheHoKem]-
eTnn}-ninepuaunH-4-kap6oHin)-amiHo]-nponioHoBa
KucrnoTa, eTunosumn edip

1-rigpokcubensotpuaszon rigpat (HOBT; 1,0mn,
0,5M y DMF, 0,5Mmonb), 3-amiHO-MpOmMioHOBY KUCIIO-
Ty, etunosun edip (120mr, 0,785mmonb) Ta 1-(3-
AvmMeTunamiHonponin)-3-etunkapbogiimia  rigpoxro-
pug (EDCI; 150wmr, 0,785mMonb) gogasanu nocnigo-
BHO Yepes 5-XBUMNMHHI MPOMIDKKM Yacy A0 cycrneHsii 1-
{2-[4-(6eH30Tia3on-1-inokcu)-deHokcn]-eTnn}-
ninepuanH-4-kapboHoBoi  kncnotn  (Mpuknag  18;
210wmr, 0,53mmonb) y CH2Cl; (3mn), wo nepemiwysa-
nacb. YTBOpeHy B pesynbTaTi Cymill nepemillysanu
NPOTAroM HoOYi NpY KiMHaTHIA Temnepatypi. Peakuin-
Hy cymiw possogunm CH2Cl, (10mn) Ta npomuBanu
HacuyeHum BogHuM NaHCOs; (10mn), moTim BOAO
(10mn). OpraHivyHni wap ocywysamm (NaxSOs), di-
NbTPYBanu Ta KOHUEHTpyBanu nig 3HWKEHUM TUCKOM
ofepxaHHam OinyBaToi HaniBpigkoi pevoBuHU. He-
OYULLIEHUA 3anWLWIOK MigdasBanu ouvweHHio Ha SiC
(35r; 0-5% 2M NHb y CH30OH/CH2CI2) 3 ogepxaH-
HAM NoTpiOHOro npo,u,yKTy Ak 6inoi TBepae pevyoBuHU
(186wmr, Buxia 48%). MC (ESI): pospax. maca Ans
C26H31N3058 497, 20 m/z 3Hangeln 498,4 [M+H]".
'H AMP (400Mru, CDCls): 7,74 (dd, J=8,1, 0,6, 1H),
7,66 (dd, J=8,1, 0,8, 1H), 7,3 (dt, J=7,4, 1,3,1H), 1H),
7,29-7.24 (m, 3H), 7,01-6,94 (m, 2H), 6,18-6,15 (m,
1H), 4,19-4,11 (m, 4H 3,53 (q, J=6,0, 2H), 3,06-3,04
(m, 2H), 2,81 (t, J=5,9, 2H), 2,53 (t, J=6,0, 2H), 2,18-
2,06 (m, 3H 1,88-1,72 (m, 4H), 1,28 (t, J=7,2, 3H).

Mpuknag 21

@i\%‘rc’\@\o/\/”
OH

(1-{2-[4-(6eH300KCa30n-2-inokcu)-cheHokcu]-
eTnn}-ninepuanH-2-in)-meTaHorn.

A. {1-[2-(4-6eH3unokcn-geHoKeH)-eTun]-
ninepugunH-2-in}-metadon. Oo  po3uuHy  2-(4-
6eH3unokcu-cpeHokem)-etun  6pomigy (Mpuknag 1;
7,0mr, 22,8Mmonb) Ta ninepuauH-2-in-meTaHony
(3,3r, 28,7mmonb) y CH3CN (100mn), Wo nepemiluy-
BaBcs, gopasann KpCOs (7,1r, 51,4mmonb). Oany
CyMiLLl HarpiBanu 3i 3BOPOTHNM XONOAWIbHUKOM Mpo-
Tarom 20 roguH i noTiM inbTpyBanu. PinbTpaTt KoH-
LeHTpyBanu Mig 3HWKEHUM TUCKOM A0 OTPUMaHHS
npo30oporo 30f10TABOTO  Macrfa, KoTpe nigaasanu
oumnwieHHo Ha SiCh (120r; 0-100% aueTtoH/CHrCir) 3
ogepxaHHam 6,0r (Buxig 77%) 6inoi TBepgoi peyosu-
HU. TLC (SiO2, auetoH): R=0,15. MC (ESI): po3spax.
maca ana Ca1H2o7NOs, 341,20; m/z 3HanpeHo, 342,3
[M+H]". "H SIMP (400MI, DMSO-ds): 7,48-7,25 (m

T
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5H), 6,92 (d, J=9,1, 2H), 6,85 (d, J=9,1, 2H), 5,02 (s,
2H), 4,38 (t, J=5,3, 2H), 3,96 (t, J=6,2, 2H), 3,55-3,48
(m, 1H), 3,42-3,32 (m, 1H), 3,15-3,00 (m, 1H), 2,88-
2,85 (m, 1H), 2,75-2,62 (m, 1H), 2,30-2,22 (m, 2H),
1,61 (d, J=9,4, 2H), 1,52-1,44 (m, 1H), 1,44-1,31 (m,
1H), 1,30-1,17 (m, 2H).

B. 4-[2-(2-rigpokcMmeTun-ninepuanH-1-in)-
eTokcu]-gpeHon. o posunHy {1-[2-(4-OeH3unokcu-
deHoken)-eTun]-ninepnamnH-2-in}-metaHony (6,0r,
17,6mMonb) y 1:1cymiwi etaHon/etunauetat (75mn)
popasanu Pd Ha Byrmeui (10Bar.%, 614wmr). OaHy
cyMilw nomiwyBanu Yy rigporeHizatop [lappa npu
40cpyHT/kB.AIOAM Hz Ha 20 roguwH. [daHy peakuinHy
CyMil pinbTpyBanu yepes AiaTOMOBY 3eMIto, | dinb-
TPaT KOHLUEHTpyBanu Mig 3HWKEHUM TUCKOM 3 ofep-
XaHHam 4,51 (Buxig 100%) noTpibHOro npoaykty y
BUrNs4i nposoporo 6esbapeHoro macna. TLC (SiOg,
auetoH): Rf=0,29. MC (ESI): pospax. maca pAns
C14H21NO3, 251,15; m/z 3HangeHo, 252,3 [M+H]+. H
AMP (400MIy, CD30OD): 6,77 (d, J=6,6, 2H), 6,68 (d,
J=6,6, 2H), 4,06-4,01 (m, 2H), 3,70-3,55 (m, 2H),
3,22-3,10 (m, 1H), 3,05-2,96 (m, 1H), 2,88-2,79 (m,
1H), 2,47-2,36 (m, 2H), 1,76-1,70 (m, 2H), 1,63-1,32
(m, 4H).

C. (1-{2-[4-(6eH300KCa30M-2-iN0KCH)-cheHoKem]-
etun)-ninepuaun-2-in)-metaHon.  Cymiw  4-[2-(2-
riApoKCUMETUN-ninepmauH-1-in)-etTokcn]-cpeHony
(197wmr,0,78Mmornb), 2-xnopo-6eH300Kcasony
(116mkn, 1,02mmonb) Ta Cs,CO3 (700mr, 2,15MMonb)
B aueToHi (10mMn) nepemiwyBany Npy KiMHaTHIN TeM-
nepatypi npotsarom 20 roguH. YTBOPEHY B pesyrnbTarTi
cyMmil ginbTpyBanu yepes giatoMoBy 3emnto. Npob-
Ky NpoMuBanu aueToHOM, i NoeaHaHi inbTpaTy KOH-
LeHTpyBanu Mig 3HWKEHUM TUCKOM A0 OTPUMaHHS
3010TaBoro macna. [laHe macno niggaBanu OYMLLEH-
Hio Ha SiOy (10r; 0-100% auetoH/CH.Cly) 3 ogep-
XKaHHAM NOoTpiGHOro NPoAyKTy Yy BUMMSAI NPO30poro 1a
6e3bapsHoro macna (202mr, Buxia 70%). TLC (SiOg,
auetoH): Rf=0,17. MC (ESI): pospax. maca pAns
C21H24N203S, 384,15; m/z 3HanpeHo, 369,3 [M+H]+.
'H AMP (400Mru, DMSO-de): 7,61 (d, J=7,0, 2H),
7,50 (d, J=7,0, 2H), 7,41 (d, J=9,1, 4H), 7,35-7,30 (m,
4H), 7,03 (d, J=9,1, 4H), 4,41 (t, J=5,3, 2H), 4,07 (1,
5=6,2, 4H), 3,60-3,52 (m, 2H), 3,44-3,35 (m, 2H),
3,18-3,08 (m, 2H), 2,90-2,85 (m, 2H), 2,78-2,72 (m,
2H), 2,35-2,28 (m, 4H), 1,62 (d, J=9,2, 4H), 1,53-1,47
(m, 2H), 1,47-1,34 (m, 2H), 1,32-1,18 (m, 4H).

Mpuknapg 22

O
O,
GrO,
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokcul-etun}-
ninepuanH-4-kapboHoBa K1cnoTa, amig.

CycneHsito 2-[4-(2-6pomo-eToKCH)-cheHoKCK]-
6eHsotiazony (Mpuknag 9; 200mr, 0,57MMonb), i30HI-
nekotamigy (73mr, 0,57MMonb), Ta AUMETUNAMIHOBOI
cmonu Sylicycle® (800mr, 1,14mmonb) y CH3CN Ha-
rpianu go 70°C npotsrom 18 roguH. [aHy peakuiniHy
cymiw inbTpyBanu, i 3ibpaHy cmorny cnonickyBanu
CH3CN. OG'egHaHi binbTpaT KOHUEHTpyBanu nig
3HKEHUM TUCKOM 3 OAEPXKaHHAM HEeOYMLLIEHOT TBep-
0Oi pevyoBMHK, KOTPY MigaaBany ouneHHo Ha SiO;
(10r; 0-100% 10% [2M NHsz y CHsOH] vy
CH2CI2/CH2Cly) 3 ogepxaHHam 142mr (Buxig 63%)
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6inoi TBepaoi pevoBuHU. MC (ESI): pospax. Mmaca ans
C21H23N303S, 397,15; m/z 3HanpeHo, 398,4 [M+H]+.
'H AAMP (400Mry, CDCl3): 7,85 (dd, J=8,0, 0,3, 2H),
7,75 (dd, J=8,0, 0,6, 1H), 7,42 (dd, J=7,4, 1,1,1H),
7,32-7,22 (m, 3H), 7,02-6,91 (m, 2H), 5,67 (br d,
J=47, 2H), 4,15 (t, J=5,8,2H), 3,09 (br d, J=8,8, 2H),
2,8 (t, J=5,7, 2H), 2,28-2,12 (m, 3H), 2,00-1,88 (m,
2H), 1,87-1,72 (m, 2H).
Mpuknap 23

Reasilen

1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-heHokcu]-
eTnn}-ninepuaunH-4-in)-niponigmH-2-oH

CycneHsito 2-[4-(2-6pomo-eToKCH)-cheHoKeK]-
6ensotiazony (Mpuknag 9; 200mr, 0,57Mmonk), 1-
ninepuauH-4-in-niponianH-2-oH rigpoxnopuvay (117wr,
0,57mmonb) Ta gumeTunamiHoBoi cmonu Sylicycle®
(800mr, 1,14mmonb) y CH3CN HarpiBarim go 70°C
npotsarom 18 roauH. [aHy peakuiiHy cymiw dinsTpy-
Banw, i 3ibpaHy cmony cnonickyBanm CH3CN. O6'ea-
HaHi iNbTpaTM KOHUEHTPYBanu nig 3HWXEHUM TuC-
KOM 3 OofepXXaHHSIM HeouuLLEeHOI TBepaol peyOBUHM,
KOTpy nigaasanu ounweHHio Ha SiO2 (10r; 0-100%
10% [2M NHs; y CH3OH] y CHCIl,/CH2Cly) 3 oaep-
XaHHSIM Knerkoi 6inyeaToi TBepaoi pevoBuHM (142mr,
Buxig 63%). MC (ESI): pospax. maca Aans
C24H27N303S, 337,18; m/z 3HanpeHo, 348,5 [M+H]+.
'H AAMP (400Mry, CDCl3): 7,85 (dd, J=8,0, 0,5, 1H),
7,75 (dd, J=8,0, 0,8, 1H), 7,41 (dt, J=7,3, 1,5,1H),
7,34-7,22 (m, 3H), 7,02-6,92 (m, 2H), 4,15 (br d,
J=48,8, 2H), 3,80-3,65 (m, 1H), 3,40 (t, J=7,0, 1H),
3,30-3,10 (br s, 1H), 3,15 (q, J=7,2, 1H), 2,96 (br s,
1H), 2,42 (t, J=7,9, 2H), 2,10-1,99 (m, 1H), 1,81-1,70
(m, 1H), 1,68-1,52 (m, 4H), 1,50 (d, J=6,5, 3H).

Mpuknag 24

O AT Y

1'-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokeu]-eTun}-
[1,46innnepuanHin-2-oH.

[o posunHy 2-[4-(2-6pomo-eToKch)-cheHOKCH]-
6eH3oTiazony (Mpuknag 9; 542mr, 1,55MMmonb)
Ta[1,4"-6ininepnagunHin-2-oH  rigpoxnopugy  (371wr,
1,69mmonb) y CH3CN (20mn), wo nepemiwysascs,
popasanu KoCOs3 (517wmr, 3,74mMonb). [OaHy cymiw
HarpiBanu 3i 3BOPOTHWMM XONOAWIBHWKOM MPOTAroM
20 roguH i noTiM dpinbTpyBanu. PinNbTpaT KOHLEHTPY-
Banu nig 3HWKEeHWM TUCKOM 3 OAepXKaHHAM Npo30po-
ro 30/10TaBOro Macna, KoTpe nigaaBany OYULLEHHIO
Ha SiO2 (10r; 0-100% aueToH/CH.Cl,) 3 ogepxaHHAM
294wmr (Buxia 42%) y surnagi 6inoi TBepaoi pevosu-
HU. TLC (SiO2, auetoH): R=0,15. MC (ESI): po3spax.
mMaca ans CosHzoN3O3S, 451,19; m/z 3HangeHo, 452,4
[M+H]". "H AMP (400MIu, DMSO-de): 7,92 (d, J=1,1,
2H), 7,90 (d, J=1,1, 2H), 7,42 (t, J=7,3, 2H), 7,37 (d,
J=9,0, 2H), 7,31 (t, J=7,3, 2H), 7,06 (d, J=9,9, 2H),
4,32-4,21 (m, 1H), 4,10 (t, J=5,7, 2H), 3,15 (t, J=5,3,
2H), 3,00 (d, J=11,5, 2H), 2,71 (t, J=5,7, 2H), 2,21 (t,
J=6,5, 2H), 2,10(t, J=11,4, 2H), 1,75-1,58 (m, 6H),
1,43 (d, J=10,0, 2H).

Mpuknag 25
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A0

8-{2-[4-(6eH30Tia3on-2-inokcu)-heHokcm]-eTun}-
2,8-piasa-cnipo[4.5]aekaH-1-0H.

CycneHsito 2-[4-(2-6pomo-eToKeH)-cheHoKeK]-
6eHsotiazony (Mpuknag 9; 257wmr, 0,73mMonb), 2,8-
piasa-cnipo[4.5]aekaH-1-oH  rigpoxnopugy  (153wmr,
0,80mmonb) Ta gumeTunamiHoBoi cmonu Sylicycle®
(1,7r, 2,4mmonb) y CH3CN HarpiBanu go 80°C npots-
rom 18 roguH. [aHy peakuinHy cymiw ginbTpyBanu, i
3ibpaHy cmony cnonickyBann CH3CN. O6'egHaHi di-
NbTpaT KOHUEHTPYBanmu Mig 3HWKEHWM TUCKOM 3
OflepXKaHHSIM HeouuLLeHOl TBepaol pPeyvyoBUMHU, KOTPY
nignasanu ouuneHHK Ha SiO» (10r; 0-100% 10% [2M
NH3 y CH3OH] y CH2CIl2/CH2Cl,) 3 opgepxaHHAM Gi-
nyeatoi TBepgoi peyoBuHn (152mr, Buxig 49%). MC
(ESI): pospax. maca ans Ca3H2sN303S, 423,168; m/z
3HaiigeHo, 424,2 [M+H]". "H AMP (400Mru, CDCls):
7,78 (dd, J=8,1, 0,6, 1H), 7,69 (dd, J=8,0, 0,8, 1H),
7,41 (dt, J=7,5, 1,3, 1H), 7,32-7,27 (m, 3H), 7,00 (m,
2H), 6,36 (br s, 1H), 4,15 (t, J=5,9, 2H), 3,36 (t, J=7,0,
2H), 3,00 (dt, J=11,9, 3,9, 2H), 2,87 (t, J=5,8, 2H),
2,32 (dt, J=11,5, 2,4, 2H), 2,10-1,98 (m, 2H), 2,07, (t,
J=7,0,2H), 1,50 (br d, J=13,3, 2H).

Mpuknapg 26

5.0
70,
2-[4-(3-niponiguH-1-in-nponokcu)-cgeHokcu]-
6eH3oTiazon.

A. 1-[3-(4-6eH3unokcu-ceHokcu }-nponin-
niponigoH. o cymiwi 1-[3-(4-6eH3nnokcn-gpeHokcm)-
nponin]-6pomigy (Mpuknag 2; 1,50r, 4,7mMMonb) go-
Aasanu niponigmH (2,0mn, 24,0mmonb) y CH3CN.
Oany cymiw nepemiwysanu npotsarom 20 roguH, no-
TiM KOHLEHTpYBanu nig 3HWKEHMM TUCKOM 3 oaep-
XKaHHSIM XOBTOrO Macna, KoTpe niggaBanu ounLleH-
Hio Ha SiO: (35r; aueToH) 3 ogepxaHHsaM 1,2r (BUxig
80%) noTpibHoro npoaykty y Burnsagi 6inoi TBepgoi
peyoBuHU. TLC (SiO2, aueToH): R=0,05. MC (ESI):
po3spax. maca ansi CoH2sNO2, 311,19; m/z 3HangeHo,
312,2 [M+H]". "H AMP (400Mlu, CDCl3): 7,50-7,30
(m, 5H), 6,90 (d, J=9,1, 2H), 6,82 (d, J=9,1, 2H), 5,02
(s, 2H), 4,00 (t, J=6,1, 2H), 3,0-2,75 (m, 6H), 2,15 (d,
J=6,2,2H), 1,94 (br s, 4H).

B.  4-(3-niponiguH-1-in-nponokcu)-cpeHon. Lo
pPO34nHY 1-[3-(4-6eH3nnokcu-peHokcm)-nponin]-
niponiguHy (1,2r, 3,9mmonb) y 1:1 cymiwi eTa-
Hon/eTunauetaTt (65mn) gopasanu Pd Ha Byrneui
(10Bar.%, 206wmr). OaHy cymiw nomiwyBanu y rigpo-
reHizatop Mappa npu 40¢pyHT/kB.AtOVMM H2 Ha 20 ro-
OWH. YTBOpeHy B pesynbTaTi Cymiw inbTpyBanu
yepes OiaTOMOBY 3eMIio, i inbTpaT KOHUEHTpyBanu
nig 3HWKEHUM TUCKOM 3 ofepaHHaMm 875Mr (Buxig
100%) noTpibHOro NpPOAYKTY Yy BWIMA4i KOPUYHEBOI
TBepaoi pevoBuHn. MC (ESI): pospax. maca ans
C13H19NO2, 221,14; m/z 3HangeHo, 222,2 [M+H]+. H
AMP (400MI'y, DMSO-ds): 8,90 (s, 1H), 6,74 (d,
J=9,0, 2H), 6,65 (d, J=9,0, 2H), 3,90 (t, J=6,3,2H),
2,72 (br s, 6H), 1,90 (quint, J=7,4,2H), 1,76 (s, 4H).

C.  2-[4-(3-niponigunH-1-in-nponokcu)-deHoKcu|-
6eHsoTiazon. [o posuuHy  4-(3-niponignH-1-in-
nponokcm)-deHony (100mr, 0,45Mmonb) B aueToHi
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(5mn), wo mictuB CspCO3 (213mr, 0,65MMonb), KOT-
pun nigaaBaBcs MNepemillyBaHHIO, JodasBanu  2-
xropobeHsoTiason (65mkn, 0,50mMmonb). daHy cymil
HarpiBanu 3i 3BOPOTHWMM XONOAWIBHWKOM MPOTAroM
24 roauH i noTim pinbTpyBanu. PinbTpaTt KOHLEHTPY-
Banu nig 3HWKEeHVM TUCKOM 3 OAepXKaHHAM Npo30po-
ro 30/10TaBOro Macna, KoTpe nigaaBany OYWLLEHHIO
Ha SiO2 (10r; aueToH) 3 ogepxaHHAM 97mr (BuXig
61%) noTtpibHoro npogykty. TLC (SiO2, aueToH):
R#=0,02. MC (ESI): pospax. maca gna CzoH22N20,S,
354,14; m/z 3HampgeHo, 355,1 [M+H]+. H Aamp
(400Mly, DMSO-dg): 7,73 (d, 1H), 6,95 (d, 1H), 7,39
(m, 1H), 7,26 (m, 3H), 6,96 (d, J=9,1, 2H), 4,06 (t,
J=6,4, 2H), 2,65 (t, J=7,3, 2H), 2,55 (br s, 4H), 2,04
(quint, J=6,5,2H), 1,82(brs,4H).
Mpuknapg 27
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1-{3-[4-(6eH300KCa30M-2-inoKkcu)-chpeHokeu]-
nponin}-4-cexin-ninepuanH-4-on.

A.  1-[3-(4-rigpokcu-gpeHokecu)-nponin]-4-cpeHin-
ninepuaunH-4-on G6poMucTuin  BodeHb. 4-(3-6pomo-
nponokcm)-deHon (Mpuknag 4; 3r, 13Mmonb) po3un-
Hamm y CH3CN (65mn). [o uporo po3unHy gogasanu
4-rigpokcu-4-cpeHinninepuamH (6,8r, 39mmons), i aa-
HY CyMill nepemillyBanu npu KiMHaTHIn TeMmnepatypi
NpoTAroM Hodi, 3 ofdepXaHHam 6inoro ocapgy. Cy-
CMeHsilo (hinbTpyBanu 3 ogepXXaHHAM TUTYMbHOI Cro-
nykn y Burnagi  6inoi  TBepaoi  pedoBuHM  (5r,
11,9mmornb, Buxig 91%). MC (ESI): pospax. maca gns
C20H2sNO3 (BinbHa ocHoBa), 327,18; m/z 3HanaeHo,
328,2 [M+H]". "H AMP (400Mru, CDsOD): 7,49 (d,
J=7,5, 2H), 7,32 (t, J=7,5, 2H), 7,21 (t, J=7,2, 1H),
6,73 (q, J=12,3, 4H), 3,96 (t, J=6,1, 2H), 2,85 (d,
J=11,3, 2H), 2,64-2,54 (m, 4H), 2,13 (dt, J=9,0, 3,9,
2H), 2,00 (m, 2H),1,75 (d, J=12,2, 2H).

B. 1-{3-[4-(6eH300KCa30M-2-inoKcK )-deHokcu]-
nponin)-4-geHin-ninepngnH-4-on. Jo po3suuHy 1-[3-
(4-rippokcu-gpeHokeu)-nponin]-4-deHin-ninepuanH-4-
on 6pomucToro BogHo (500Mr, 1,5MMonb) B aULETOHi
(7mn), wo nepewmiwysascs, gogasanu Cs,CO3 (1,03r,
3,15mmonb). faHy cycneHsito oxonogpkysanu go 0°C,
i Mo kpannax pgopjasanu 2-xnopo-6eH3ookcason
(276wmr, 1,8mmonb, 0,2mn). PeakuinHy cymiw nigirpi-
Banu o KiMHaTHOI TemnepaTypyu nNpoTArom Hodi, no-
TiM pinbTpyBanu Ta KOHUEHTpyBanu nif 3HWKEHUM
TUCKOM. YTBOpeHe B pe3ynbTaTti Maciio pO3YnHANN y
CHxCl; ta ounwanm Ha S102 (40r; 0-100% aue-
ToH/CH2Cl,) 3 ogepxxanHam 450mr (1,05Mmonb, BUXIA
70%) 6inoi TBepgoi pevoBuHu. MC (ESI): pospax.
maca ans CzsHosN204, 444,20; m/z 3HangeHo, 445,20
[M+H]". "H AMP (400Mru, CDs;OD): 7,47-7,43 (m,
3H), 7,36-7,11 (m, 8H), 6,90 (d, J=9,1, 2H), 3,99 (4,
J=5,8, 2H), 2,80 (d, J=9,5, 2H), 2,56 (t, J=6,8, 2H),
2,44 (t, J=10,9, 2H), 2,13 (t, J=11,0, 2H), 1,98 (m,
J=6,8, 2H), 1,71 (d, J=6,9, 2H).

Mpuknapg 28
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1-{3-[4-(6eH300KCa30M-2-inoKcu)-chpeHokcm]-
nponin}-4-6eH3nn-ninepuanH-4-on.

A. 4-6eH3un-1-[3-(4-rigpokcu-ceHoken)-nponin]-
ninepnanH-4-on. 4-6eH3nn-4-rigpokcu-ninepmuanH
(750mr, 3,9vmonb) fogaBanu OO po3unHy  4-(3-
6pomo-nponoken)-peHony  (Mpuknag  4;  300wmr,
1,31mmonb) y CH3CN (6mn). [aHy peakuiiiHy cymiLl
nepemillyBanu npu KiMHaTHIA TemnepaTypi NpPOTArom
Houi 3 opepxaHHaAM 6inoro ocagy. [aHy cycneHsiio
inbTpyBanu, i inbTpaT KOHUEHTPYBanu nig 3Huwke-
HUM TUCKOM. YTBOPEHe B pe3ynbTaTi Macro ounwanu
Ha SiO2 (10r; 0-100% aueTtoH/CH2Cl) 3 ogepaHHAM
110mr (0,32mmonb, Buxig 25%) 6inoi TBepaoi peyo-
BuHU. MC (ESI): pospax. maca gna CziH2oNOs,
341,20; m/z 3HanpeHo, 342,2 [M+H]+. H ampP
(400Mrl'u, CDCl3): 7,36-7,24 (m, 3H), 7,22 (d, J=6,9,
2H), 6,7 (m, 4H), 4,07 (t, J=6,5, 2H), 3,41 (d, J=11,7,
2H), 3,19 (t, J=7,8, 2H), 3,11 (t, J=11,8, 4H), 2,84 (br
s, 2H), 2,34 (br s, 4H), 2,18 (br s, 1H), 1,72 (d,
J=14,5, 2H).

B. 1-{3-[4-(6eH300KCa30M-2-inoKCK )-deHoKCU]-
nponin|-4-6eH3un-ninepuanH-4-on. [1o po34uHy, L0
nepemillyBaBcs, 4-6eH3nn-1-[3-(4-rigpokcu-
deHokewm)-nponin]-ninepugunH-4-ony (2,5r, 7,3MMornb)
B aueTtoHi (37mn) pogasanm Cs;COs  (4,99r,
15,3mMonb). [laHy cycneHsito oxonomkysanu go 0°C,
i Mo kpannax pgopgasanu 2-xnopo-6eH3ookcason
(1,1mn, 9,5mMmonb). PeakuiiHy cymiw nigirpisanu go
KiMHaTHOI TemnepaTypu NpOTAroM Hodi, dinbTpyBanu
Ta KOHUEHTpyBanu nig 3HWKEeHNM TUCKOM. PesynbTy-
tove mMacno posumHamim y CH.C1, Ta ounwanu Ha
SiO2 (110r; 0-100% auetoH/CH2Cl2) 3 ogepKaHHAM
310mr (0,67mmonb, Buxig 9%) 6inoi TBepgoi pevoBu-
HU. MC (ESI): pospax. maca ans CogHzoN204, 458,2;
m/z 3HanpeHo, 459,3 [M+H]+. H amp (400MTwu,
CDCls): 7,49 (d, J=7,2, 1H), 7,41 (d, J=7,2,1H), 7,35-
7,18 (m, 9H), 6,94 (d, J=9,1, 2H), 4,04 (t, J=6,5,2H),
2,93-2,45 (m, 7H), 2,16 (s, 4H), 1,60 (d, J=13,0, 2H),
1,29 (br s, 1H).

Mpuknag 29
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2-[4-(2-ninepuanH-1-in-etun)-gpeHokcu]-
6eH3o0kcaszon.

A. 4-(2-ninepuguH-1-in-etnn)-geHon. Po3unH 4-
(2-6pomo-eTun)-ceHorny (Mpuknag 5; 4,5r,
22, 4mmonb), ninepuaunny (3,3mn, 33,5mMmonb) Ta N,N-
giisonponinetunaminy (5,8mn, 33,5mMmons) y CHsCN
(100mn) nepemiwysanu npu 60°C npotdrom 18 ro-
OVIH. YTBOPEHU B pe3ynbTaTi PO34MH OXONo4KyBanm
00 KiMHaTHOI TemnepaTypu Ta KOHUEHTpyBanu nig
3HWKEHUM  TUCKOM 3 odepXaHHam  6nigo-
nomapaHyeBoi TBepaoi peyoBuHW. [ogaBanu gietu-
noeun edip (100mn), i TUTYNBbHY crnonyky 36upanu
wnsaxoMm inbTpyBaHHA y BUrnagi 6inyeatoi TBepgoi
peyoBuHM (4,61, BUXig HeouneHoi pevoBunHn 100%).
TLC (SiO2, 5% 2M NH3 y CH30H/CH2Cl2): R=0,19.
MC (ESI): po3spax. maca gns C3HigNO,, 205,15; m/z
3HaiigeHo, 206,1 [M+H]". "H SMP (400Mru, CD;0OD):
7,07-7,04 (m, 2H), 6,74-6,71 (m, 2H), 3,32-3,30 (m,
2H), 3,14-3,11 (m, 3H), 2,87-2,80 (m, 1H), 1,82-1,67
(m, 6H), 1,65-1,55 (m,2H).
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B. 2-[4-(2-ninepuanH-1-in-etun)-cgeHokcu]-
6eH3ookcason. Cymiw  4-(2-ninepuanH-1-in-eTun)-
deHony (0,51, 2,43mmonb), 2-xnopo-6eH3o0kca3orny
(304mkn, 2,67mmonb) Ta Cs2COs3 (1,8r, 5,62mMMonb) B
aueToHi (10Mn) nepemiwyBanu Npy KiMHaTHIA Temne-
patypi npotsarom 48 roauwH. [aHy peakuiHy cymill
inbTpyBanu Yepes AiaToMoBY 3eMIto, i NPOOKy Npo-
muBanu CHoCly. MNoegHaHi dinbTpaTn KOHUEHTpyBa-
N1 Nig 3HWKEHUM TUCKOM [0 MOMapaH4yeBOro macna,
KOTpe nigaaBanu oumwieHHio Ha SiOz (40r; 0-100%
aueToH/CH,Cly) 3 ogepxaHHsAM NOTPIOHOro NPoAyKTy
Ak 6inoi TBepgoi peyvoBuHu (325mr, Buxig 42%). TLC
(SiO2, 5% 2M NH; y CH3OH/CH:CIz): R=0,36. MC
(ESI): pospax. maca ansi CoHxN202, 322,17; m/z
3HaiigeHo, 323,1 [M+H]". "H AMP (400Mry, CDCls):
7,53-7,51 (m, 1H), 7,44-7,42 (m, 1H), 7,34-7,20 (m,
6H), 2,87-2,83 (m, 2H), 2,60-2,56 (m, 2H), 2,48 (br s,
2H), 1,66-1,59 (m, 6H), 1,50-1,43 (m, 2H).

Mpuknag 30
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{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
LIMKNOrekcun-eTun-amiH.

A. 4-[2-(umKnorekcun-eTun-amiHo)-etun]-geHon.
Oo posuuHy 4-(2-6pomo-eTtun)-cdeHony (Mpuknag 5;
4,48r, 22,3mmonb) y CH3CN (100mn), Wwo nepemiwy-
BaBCs, [Ao4aBanu uuMknorekcun-etun-amid  (5,0mn,
33,4mmonb) 3  HacTynHum  gogaBaHHaM N, N-
giizonponinetnnamidy (7,76mn, 44,6mmons). YTBOpE-
HUA B pesynbTaTi po3yvH nepemiwysanu npu 60°C
npotarom 16 roguH 3 ogepxaHHsaM cycnensii. JaHy
CyCneH3sito OXonomKyBanu 4o KiMHaTHOI TemnepaTtypu
Ta QinbTpyBanu. BigginbTpoBaHy TBepay peyoBUHY
npomMuBanu etunawveraTom (2x20mn) Ta BUCYyLLYBanu
3 ogepxaHHaMm 6inoi TBepgoi pevosuHn (4,8r, BUXIg
87%). MC (ESI): pospax. maca ans CigHasNO,
247,19; m/z 3HampeHo, 248,2 [M+H]+. H AmP
(400Mrlu, CDCl3): 7,01 (d, J=8,6, 2H), 6,87 (d, J=8,6,
2H), 3,32-3,17 (m, 2H), 3,15-2,98 (m, 4H), 2,30-2,21
(m, 2H), 1,77-1,59 (m, 2H), 1,57-1,46 (m, 5H), 1,40-
1,10 (m,3H).

B. {2-[4-(6eH3oTiazon-2-inokcu)-deHin]-etun}-
uuknorekcun-etTun-amid. [Jo posudvHy, WO nepemilly-
BaBcs, 1-[2-(4-rippokcu-geHokem)-etunl-ninepuamnH-4-
ony (495wr, 2,0mmonb) y DMF (10mn) gopasanu
Cs2CO3 (1,3r, 4.0mmonb) Ta 2-xnopobeH3oTiason
(0,33mn, 2,5mMmonb). [aHy cycneHsilo nepemillysanm
npn 80°C npoTtarom Houi. PeakuiHy cymiw oxono-
KyBanu A0 KiMHaTHoOI Temnepatypu i NOTiM inbT-
pyBanu yepes giatoMoBy 3emMnto. PinbTpaT KOHUEHT-
pyBanu nig 3HWKEHUM TUCKOM, i 3anuLIOK ouuLanu
Ha SiO; (40r; 0-100% aueTtoH/CH2Cl) 3 ogepaHHAM
548mr (Buxig 72%) KOBTO-KOPUYHEBOI TBEPAOI peyo-
BuHU. MC (ESI): pospax. maca gns Cz3H2sN20S,
380,19; m/z 3HanpeHo, 381,4 [M+H]+. H amP
(400Mrlu, CDCl3): 7,73 (d, J=8,0, 1H), 7,63 (d, J=8,0,
1H), 7,30 (t, J=8,0, 1H), 7,29-7,20 (m, 5H), 2,78-2,68
(m, 4H), 2,62 (dd, J=6,8, 7,4, 2H), 2,56-2,46 (m, 1H),
1,83-1,74 (m, 4H), 1,66-1,57 (m, 1H), 1,21 (dd, J=9,0,
8, 6, 4H), 1,15-1,11 (m, 1H), 1,06 (t, 1=1,2, 3H).
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I'IpMKna,u, 31

1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTu}-
ninepmauH-3-kapboHoBa kncnoTa, amig.

CycneHsito 2-[4-(2-6pomo-eTunn)-cheHokem]-
6eHsotiazony (Mpuknag 10; 250mr, 0,75Mmonb), Hi-
nekotamigy (96mr, 0,75Mmonb) Ta AMMETUNaMIHOBOI
cmonu Sylicycle® (1,1r, 1,50mmonb) y CH3CN Harpi-
Banu o 70°C npotarom 18 roguH. [aHy peakuiniHy
cymiw inbTpyBanu, i 3ibpaHy cmorny cnonickyBanu
CH3CN. OG'egHaHi binbTpaT KOHUEHTpyBanu nig
3HKEHUM TUCKOM 3 OAEPXKaHHAM HEeOUYMLLIEHOT TBep-
0Oi pevyoBMHK, KOTPY MigaaBany ouneHHo Ha SiO;
(10r; 0-100% 10% [2M NHsz y CHsOH] vy
CH,CI2/CH2Cl,) 3 ogepxaHHsam 135mr (Buxig 47%)
6inoi TBepaoi pevoBuHuU. MC (ESI): po3pax. maca AN
Cz1H23N3028 381,15; m/z aHaiigeHo, 382,4 [M+H]".
'H AMP (400Mru, CDCl3): 8,10 (d, J=8,1, 1H), 7,75
(dd, J=8,0, 0,8, 1H), 7,42 (dt, J=7,4, 1,3, 1H), 7,21 (br
s, 1H), 6,42 (br s, 1H), 3,05 (br d, J=10,3,1H), 2,95-
2,80 (m, 3H), 2,80-2,62 (m, 2H), 2,47-2,40 (m, 1H),
2,36 (d, J=11,5,1H), 2,08 (t, J=10,5,1H), 1,98 (d,
J=11,0,1H), 1,76-1,63 (m, 1H), 1,63-1,50 (m, 2H).

I'IpMKna,u, 32
@:f @
1-(1-{1-[4-(GeH30Tia3on- 2 IJ'IOKCVI) deHw]-eTun}-

ninepuanH-4-in)-3-metun-1,3-gurigpo-6eH3oiminason-
2-0H.

A. Tonyon-4-cynbpoHoBa  kucnota  2-[4-
(6eH3oTia3on-2-inokcu)-gerinl-etunosun  edip. o
pO34MHy, WO nepemiyBaBcs, 2-[4-(6eH3oTiazon-2-
inokcu)-dpenin]-etanony  (Mpuknag  10;  12,25r,
452mmonb) y  CH.Cl, (225mn) popaBamm  p-
TonyoncynbdoHinxnopug (17,23r, 90mmonb) Ta TEA
(31mn, 225mMmonb). [daHy cymiw nepemillyBanu npu
KiMHaTHI TeMnepaTtypi NpoTsaroMm 72 roauH. Peakuin-
HY CyMill KOHLUEHTpyBanu nig 3HWKEHUM TUCKOM, i
3anuvLWOK po3dmHaAnNM B eTunauertaTti (400mn). Oanun
po34MH npommsanu HacuydeHum BogHum NaHCOs
(3x200mn), ocywysanu (NaxSO4) Ta KOHUEHTpyBanu
nig 3HWKEHUM TUCKOM. YTBOpEHE B pe3ynbTaTi Macrno
posunHanu y CH2Cl, Ta oumwanm Ha SiO2 (300r,
CH2Cl,) 3 ogepxaHHsIM >KOBTO-KOPUYHEBOI TBEpZOi
peyoBuHM (8,8r, Buxig 45%). MC (ESI): po3spax. maca
ans C22H19N20482, 425,08; m/z 3HaingeHo, 426,0
(M+H]*. "H AMP (400Mru, CDCls): 7,70 (q, J=9.7,
4H), 7,39 (t, J=7,8, 1H), 7,32-7,17 (m, 8H), 4,23 (t,
J=6,9, 2H), 2,99 (d, J=6,9, 2H), 2,43 (s, 3H).

B. 1-(1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-
eTtun}-ninepuavn-4-in)-3-metun-1,3-aurigpo-
6eH30iMiga3on-2-oH. [1o po34ymHy, IO NepeMillyBaB-
cs, Tonyon-4-cynbgoHoBa KucroTa 2-[4-
(6eH30Tia3on-2-inokcu)-heHin]-eTMnoBoro edipy
(400mr, 0,94mmonb) y CH3CN (5mn) pgopgasanun 1-
meTun-3-ninepmaunH-4-in-1,3-aurigpo-6exsimigason-2-
OH (653mr, 2,82mMmonb). PeakuiHy cymiw nepemiluy-
Banu npu KiMHaTHIN TeMmnepaTtypi NPOTAroM Houi, No-
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TiM KOHLEHTpYBanu Mig 3HWKEHUM TUCKOM Ta ouuLla-
nm Ha SiO2 (12r; 50% auetoH/CH2Cl,) 3 ogepxaHHAM
nposoporo macna (16wmr, Buxig 3,3%). MC (ESI): pos-
pax. maca gnsa CzsH2sN4O-2S, 484,19; m/z 3HanaeHo,
4855 [M+H]". 'H SMP (400Mr'u, CD;OD): 7,75 (d,
J=7,9, 1H), 7,65 (d, J=8,1, 1H), 7,41-7,29 (m, 7H),
7,13 (m, 3H), 4,37 (m, 1H), 3,40 (s, 3H), 3,25 (d,
J=11,8, 2H), 2,94 (m, 2H), 2,75 (m, 2H), 2,57 (dq,
J=12,6, 3,7, 2H), 2,33 (t, J=11,3, 2H), 1,81 (d, J=12,2,

2H).
N
0\
(o]

Mpuknap 33
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1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTm}-
ninepuanH-4-kapboHoBa kucnoTta, MeTunosuii edip.

A.  1-]2-(4-rippokcu-cheHin)-eTun]-ninepnanH-4-
KkapboHOBa K1cnoTa, MeTUNoOBUIN eqoip.

[o po3unHy, wWwo nepemiwyBaBcs, 4-(2-6pomo-
etun)-cpeHony (Mpuknag 5; 5,05r, 25mmonb) y
CH3CN (100mn) gogasanw ninepvaunH-4-kapboHoBy
Kncnoty, metunosun edip (5,07mn, 37,5Mmons), 3
HacTynHuMm popasaHHsaM  N,N-giisonponinetunaminy
(8,7mn, 50mmonb). faHy peakuinHy Cymill nepemiluy-
Banu npu 60°C npotarom 16 roguH i noTim oxono-
DKyBanu [0 KiMHaTHOI TemnepaTypu. [opasanu
CHyCl, (250mn), i yTBOpeHui B pe3ynbTaTi pO3yuH
npommsanu Bogot (2x30mn), ocywyBanu, inbTpy-
Banu i NOTIM KOHLUEHTPYBaTK Nifg 3HWKEHNUM TUCKOM 3
ogepxaHHaM 5,2r (79%) OBTO-KOPUYHEBOI TBEPAOi
peyoBuHU. MC (ESI): pospax. maca Ans C15H21N03,
263,15; m/z sHaitneHo, 264,3 [M+H]". 'H amP
(400MrIu, CDCl3): 6,97 (d, J=8,2, 2H), 6,70 (d, J=8,6,
2H), 3,67 (s, 3H), 2,99 (d, J=11,5, 2H), 2,76-2,68 (m,
2H), 2,60-2,54 (m,2H), 2,40-2,30 (m, 1H), 2,18 (t,
J=10,8, 2H), 1,99-1,90 (m, 2H), 1,90-1,78 (m, 2H).

B. 1-{2-[4-(6eH30Tia3zon-2-inokcu)-deHin]-etun}-
ninepuanH-4-kapboHoBa KucnoTta, MeTunoBuii edip.
[o posunHy, Wwo nepemiwyBaBcs, 1-[2-(4-rigpokcu-
deHin)-etnn]-ninepmaunH-4-kapboHOBOI  KACIOTU, Me-
Tunosoro edipy (780mr, 3,0mmonb) y DMF (15mn)
popaBanm  CspO3  (1,95r, 6,0mmonb) Ta  2-
xropobensotiason (0,47mn, 3,9vMmonb). [aHy cy-
cneHsito Harpisanu go 100°C Ta nepemiwysanu npo-
TAroM Hodi. PeakuiHy cymill oxonompkysanu Ao Kim-
HaTHOI TemnepaTypu i MOTIM inNbTpyBanu 4epes
JiatomoBy 3emmnio. DinbTpaT KOHUEHTpyBanu nig
3HVDKEHUM TUCKOM, | 3anULLIOK NiggaBany OYULLEHHIO
Ha SiO; (40r; 0-100% aueTtoH/CH2Cl) 3 ogepaHHAM
1,04r (Buxig 87%) XOBTO-KOPUYHEBOI TBEPAOI peyo-
BuHU. MC (ESI): pospax. maca ans szH24N203S
396,15; m/z 3HaitgeHo, 397,4 [M+H]'. 'H AMmP
(400Mrlu, CDCl3): 7,73 (d, J=7,8, 1H), 7,65 (d, J=7,8,
1H), 7,38 (t, J=7,6, 1H), 7,28-7,25 (m, 5H), 3,69 (s,
3H), 3,00-2,93 (m, 2H), 2,83 (dd, J=7,6, 3,0, 2H), 2,61
(dd, J=7,6, 3,0, 2H), 2,38-2,28 (m, 1H), 2,11 (4,
J=10,4, 2H), 1,98-1,89 (m, 2H), 1,87-1,74 (m, 2H).

I'IpMKna,q 34
ST O, o¥es
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1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTu}-
ninepuauH-1-in)-meTaHoH.

A. 1-(2-[4-(6eH3oTia3on-1-inokcn)-deHin]-etnn)-
ninepuanH-4-kapboHoBa kucnoTa, TpUTOPOOLTOBO-
kncna cinb. o posunHy 1-{2-[4-(6eH30Tia3on-2-
inokcu)-cpeHin]-etun}-ninepuanH-4-kapboHoOBOT  KUC-
notu, wmetunosoro edipy (Mpuknag 33; 4,6r,
11,7mmonb) y 3:1 THF/CH3OH (100mn) pgopasanu
rigpokeng nitiro (1,1r, 46,6mmonb) y Bogi (25mn).
[aHnii po3unH TEMHO-XXOBTOrO KOSbOpY NepeMillyBa-
N Npu KiIMHAaTHIN TemnepaTypi npotaroMm 16 roguH i
NOTIM KOHLEHTPYBanu nig 3HWKEeHUM Tuckom. 3anwv-
Wwok posdnHanu y CH3OH Ta niggaBany ouuLLeHHio
3a METoOM BUCOKOMPOAYKTUBHOI PIOUHHOI XpomaTo-
rpagii 3 obepHeHo ha3o 3 OfepPKAHHAM TUTYMb-
HOT CMOMYyKW Yy BUIMSAAi CBITNO-KOBTOI TBEPAOl peyvo-
BuHYK (3.9r, Buxig 68%). MC (ESI): pospax. maca ans
C21H22N203S, 382,14; m/z 3HangeHo, 383,4 [M+H]+.

B. (1-{2-[4-(6eH30Tia3zon-2-inokcu)-deHin]-etun}-

ninepuanH-4-in)-metun-ninepasuH-1-in)-metaHoH. [o
cymiwi  1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-
ninepuaunH-4-kapboHoBoi kncnotu, TFA coni (300mr,
0,6mmonb) y CHCl, (15mn) Ta kpanni DMF gopaBa-
nn okcaninxnopug (0,11 mn. 1,2mmonse). JaHy cymiw
nepemillyBanu npu KiMHaTHI TemnepaTypi NPOTArom
1 rogvHu. YTBOpeHy B pe3ynbTaTi CyMill KOHUETpYy-
Banu nig 3HWKEHUM TUCKOM. 3anuLoK PO3YMHAMN Y
CHxCl, (15mn), i popasanmu N-meTunninepuavH
(0,2mn, 1,8mmonb). Lo peakuiiiHy cymiw nepemiluy-
Banu nNpv KiMHaTHIN TemnepaTypi NpoTaroM 1 roguHu,
possogunm CHyCl> (100mn), npommBanu BoAoto, Ha-
cumyeHum BogHum NaHCOs, noTim po3conom, ocyLuy-
Banun (NaxSO4) Ta dinbTpyBanu. PinbTpaT KOHLUEHT-
pyBanu nig 3HWKEHUM TUCKOM, i 3anuLLOK nigaasanu
oumwieHHo Ha SiO2 (40r; 0-10% 2M NHs y
CH30H/CH.CI,) 3 ogep»aHHSM TUTYMNbHOI CMOMNyKN
(240mr, 86%). MC (ESI): pospax. maca AN
C26H32N203S 464,22; m/z 3HaiigeHo, 465,5 [M+H]".
'H AMP (400Mru, DMSO-de): 7,72 (d, J=7,6, 1H),
7,65 (d, J=7,6,1H), 7,37 (t, J=7,6, 1H), 7,29-7,22 (m,
5H), 3,64 (br s, 2H), 3,51 (br s, 2H), 3,06 (d, J=11,4,
2H), 2,83 (dd, J=7,3, 3,5, 2H), 2,60 (dd, J=7,3, 3,5,
2H), 2,51-2,4 (m, 1H), 2,42-2,33 (m, 4H), 2,30 (s, 3H),
2,06 (t, J=12,1, 2H), 1,99-1,84 (m, 2H), 1,72 (d,
J=13,1, 2H).

Mpuknag 35

@j” O\/\,Q

{3-[4-(6eH3unnokcun-2-inokcm )-eHin]-nponin}-
LiMKNOrekcun-eTun-amiH.

A. [3-(4-6eH3unokcun-ceHin)-nponirn)-
LMKNOrekcun-eTun-ami. o pO34unHYy 3-(4-
6eH3unokcu-geHin)-nponin-1-6pomigy (504w,
1,65mMmMonb)  Ta  N-umknorekcunamiHy — (497wmkn,
3,30mmonb) y CH3CN (15mn) popasarm  K>COs
9510wmr, 3,69mmonb). [aHy peakuiiiHy cymiw Harpi-
Banu 3i 3BOPOTHUM XOMOAMUIbHWKOM npoTarom 20
rogvH. [laHy cymiw ginbTpyBanu i NOTIM KOHUEHTPY-
Banu Mig 3HWKEHUM TUCKOM [0 3050TaBOro macna,
KoTpe nigaasanu ouunwieHHo Ha SiO» (10r; 50% aue-
ToH/CH2Cl,) 3 opgepxaHHam 484wmr (Buxig 83%) no-
TpiGHOro NpPoayKTy y BUrMaAi npo3oporo Ta 6e3baps-
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Horo macna. TLC (SiO., auetoH): R=0,13. MC (ESI):
pospax. Mmaca gns CosHssNO, 351,26; m/z 3HavgeHo,
352,4 [M+H]". "H AMP (400MIu, CDCl3): 7,50-7,28
(m, 5H), 7,12 (d, J=8,6, 2H), 6,90 (d, J=8,6, 2H), 5,06
(s, 2H), 2,60-2,45 (m, 7H), 1,78 (br s, 6H), 1,20 (br s,
4H), 1,05 (t, J=7,1, 4H).

B. 4-[3-(umMKrorekcun-eTUn-amMiHo)-nponinj-
deHon. o posuuHy  [3-(4-6GeHaunokcu-deHin)-
nponin]-unknorekcun-etnn-amixy (420mr, 1,19mmonb)
y 1:1 cymiwi etaHon/etunauetat (16mn) gogasanu
Pd Ha Byrneui (10Bar.%, 46wmr). JaHy cymiw nomiLuy-
Banu y rigporeHiszatop lMappa npu 40dyHT/kB.4t0MM
H2 Ha 20 roguH. YTBOpeHy B pesynbTaTi cyMill inb-
TpyBanu yepes OiaTOMOBY 3eurnto, i PinbTpaT KoHUe-
HTPYBanu Mig 3HWKEHUM TUCKOM 3 OfepXKaHHAM
308mr (Buxig 99%) noTpibHOro MpoaykTy y BUrMsAAi
3onoTaBoro macna. TLC (SiOy, auetoH): R+=0,18. MC
(ESI): pospax. maca gna Ci7Ho7NO, 261,21; m/z
3HaiigeHo, 262,3 [M+H]". "H AMP (400Mry, CDCls):
7,00 (d, J=8,5,2H), 6,75 (d, J=8,5, 2H), 2,65 (br s,
5H), 2,54 (t, J=7,6, 2H), 1,82 (br s, 6H), U0-,05 (m
8H).

C. {3-[4-(6eH300KCa30M-2-inoKcnMY doeHin]-
nponinyuuknorekcun-etun-amiH. o cymiwi - 4-[3-
(umknorekcun-eTun-amiHo)-nponin}-deHony  (283wr,
1,08Mmmonb) Ta Cs203 (885Mr, 2,72MMOnb) B aLETOHI
(15mn) npu 5°C popasanu 2-xnopo-6eH3ookcason
(155mkn, 1,36mmonb). OaHy peakuiiHy cymiwl noBi-
NbHO nigirpiBanu 0o KiMHaTHOI TemnepaTtypu npoTs-
romM Hodi, noTiM inbTpyBanu. PinbTpaT KOHUEHTPY-
Banu nig 3HWKEHMM TUCKOM 3  OfepXXaHHAM
30/10TaBOro Macna, KoTpe MiggaBany OYULLEHHIO Ha
SiO- (10r; aueTtoH) 3 ogepxaHHam 333mr (Buxia 81%)
noTpibHOro MpoAykTy y BUIMsAi 30M0TaBoro macna.
TLC (SiOg, aueToH): R=0,12. MC (ESI): po3pax. maca
ansa Cg4H30N202, 378,23; m/z 3HanpgeHo, 379,3
[M+H]". 'H AAMP (400Mru, CDCl3): 7,61 (d, J=7,3,

H), 7,49 (d, J=7,8,1H), 7,39 (d, J=8,6, 2H), 7,38-7,25
(m, 4H), 2,62 (t, J=7,5, 2H), 2,65-2,35 (m, 8H), 1,67
(brs, 5H), 1,19-1,10 (m, 4H), 0,95 (t, J=7,1, 3H).

Mpuknap 36

At sNSy

1-{3-[4-(6eH300KCa30M-2-iN0oKCH )-peHin]-nponin}-
ninepnanH-4-on.

A. 1-[3-(4-rigpokcmn-chbeHin)-nponin]-ninepuanH-4-
on. Po3uuH 4-(3-6pomo-nponin)-deHony (Mpuknag 6;
1,42r, 6,6MMonb), 4-rigpokcuninepuavH rigpoxnopuay
(908mr, 6,6mmonb) Ta N,N-giizonponinetTunaminy
(2,2mn, 12,3mmonb) y CH3CN (20Mn1) nepemilysanu
npu 60°C npotdrom 18 roguH. [aHy peakuinHy cymiL
OXONOAXyBanu A0 KiMHaTHOI TemnepaTypw, i pO34uH-
HWUK BUIyYanu nig 3HWKEHWM TUCKOM 3 OfepXXaHHAM
6inyBaToi TBepAoi peyoBuHW. [daHun martepian pos-
YnHsamm y CHClz (200mn), i po3ymH npomuBanu Bo-
poto (2x50mn), ocywysanm (NaxS0s), dinbTpyBanu
Ta KOHLEHTPYBanu nig 3HWKEHUM TUCKOM 3 odepKaH-
HAM Ginoi TBepaoi pevoBuHW. [logaBanu AieTUNoBui
edpip, i TMTYNbLHY cnonyky 36upanu wnaxom dinsTpa-
uii (1,4r, Buxig 90%). TLC (SiO2, 5% 2M NH3 vy
CH30H/CH.Cl,): R~=0,05. MC (ESI): po3spax. maca
Ans C14H21NO2, 235,16; m/z 3HaigeHo, 236,2 [M+H]".

'H SAMP (400MIy, CD;0D): 6,96-6,94 (m, 2H), 6,64-
6,61 (m, 2H), 3,89-3,82 (m, 1H), 3,29-3,20 (m, 4H),
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3,02-2,95 (m, 4H), 2,52 (t, J=7,4, 2H), 1,95-1,87 (m,
4H), 1,68-1,60 (m, 2H).

B. 1-{3-[4-(6eH300KCa30M-2-iNoKCK)-heHin]-
nponin}-ninepugnH-4-on.  Cymiw  1-[3-(4-rigpokcu-
deHin)-nponin]-ninepugunH-4-ony (0,4r, 1,69MMmons),
2-xnopo-6eH3ookcasony (176mkn, 1,54mmonb) Ta
Cs2CO3 (1,45r, 4,45MMonb) B aueToHi (8,0mn) nepe-
MillyBanu npu KiMHaTHIN TemnepaTypi npoTtaroMm 48
roguH. YTBOpeHy B pesynbTaTi CyMmill inbTpysBanu
Yepe3 [giaTOMOBY 3emnio, KOTpYy MOTIM NpomMuBanu
CH2Cl,. TNoegHaHi pinbTpaT KoHUeHTpyBanu nig
3HWKEHUM TUCKOM [0 OTPMMaHHS >KOBTOrO Macna.
HaHe macno niggaBanu ouuuleHHio Ha SiO» (40r;
aueTtoH/CHCly) 3 ogepxaHHaM 6inoi TBepAoi peyo-
BUHW, KOTPY po3uuHsnu y CH2Clz. Po3unH npomunsanu
1M NaOH (3x5mn), notim Bogoto (5mr), ocywyBanu
(Naz2SOy4), dinbTpyBanu Ta KOHUEHTpYBanu nig 3Hu-
KEHVM TUCKOM 3 OfEepPXaHHAM TUTYNbHOI CMOMyKn y
Burnsgi 6inoi TBepAoi peyoBuHK (98mr, Buxia 16,4%).
TLC (SiO2, 5% 2M NHz y CH30H/CHCl2): R¢=0,05.
MC (ESI): po3pax. maca gns C14H21NO2, 235,16; m/z
3HaiigeHo, 236,2 [M+H]". "H MP (400Mru, CD;0OD):
6,96-6,94 (m, 2H), 6,64-6,61 (m, 2H), 3,89-3,82 (m,
1H), 3,29-3,20 (m, 4H), 3,02-2,95 (m, 4H), 2,52 (t,
J=7,4, 2H), 1,95-1,87 (m, 4H), 1,68-1,60 (m, 2H).TLC
(SiO2, 5% 2M NHs; y CH3OH/CH.Cl2): R=0,14. MC
(ESI): pospax. maca gnsa Cz,H2aN203, 352,18; m/z
3HaiigeHo, 363,1 [M+H]". "H AMP (400Mry, CDCls):
7,66-7,51 (m, 1H), 7,44-7,42 (m, 1H), 7,34-7,21 (m,
6H), 3,72-3,69 (m, 1H), 2,79-2,76 (m, 2H), 2,67 (t,
J=7,8, 2H), 2,38 (t, J=7,6, 2H), 2,15-2,11 (m, 2H),
1,98-1,80 (m, 3H), 1,65-1,55 (m, 3H), 1,42 (m, 1H).

Mpuknap 37
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1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokeu]-
eTun}-4-cbeHin-ninepnanH-4-on.

A. 1-[2-(4-rigpokcu-cheHokem )-eTnn]-4-ceHirn-
ninepugunH-4-on. o posdnHy 4-(2-6pomo-eTokcu)-
deHony (Mpuknag 3; 860r, 36,8mmonb) Ta 4-
rigpokcu-4-cbeHinninepuguHy  (8,2r, 46.3mmonb) 'y
CHsCN  (150mn) popasanm  DIEA  (7,0mn,
40,2mmMonb). [daHy cymiw nepemillyBanu NpoTArom
20 rogvH npu KiMHaTHIN TemnepaTtypi i AOOATKOBO
npotaroMm 4 roguH npu 65°C, NoTiM KOHUEHTpyBanu
nifi 3HWKEHUM TUCKOM 3 OAEepXaHHAM KOPWYHEBOI!
TBEpAoOi pevoBMHW. 3a3HayeHy TBepay PeyOBUHY
po3unHANM B etunauetati (250mn), i 4aHMA po3ynH
npommBanu Bogoto (250mn, 100mn), ocywyBanu
(MgSO0O.) Ta KOHUeHTpyBanu Mig 3HWKEHUM TUCKOM 3
ofepXXaHHsIM KOpUYHEBOI TBepAol peyoBuHW. [aHy
TBEpAY PeYOoBMHY nigdaBanu ouuieHHio Ha SiO»
(120r; 0-100% aueTtoH/CH2Clz) 3 ogepxaHHAM 8,91
(Buxig 77%) noTpibHOro NpodykTy y BUIMsAi )XOBTO-
KopunyHeBoi TBepaoi peyoBunHU. TLC (SiO2, auetoH):
R=0,42. MC (ESI): pospax. maca ans CigH23NOs3,
313,17; m/z 3HanpeHo, 314,2 [M+H]+. H amp
(400MrIu, CDCls): 7,52 (d, J=8,6, 2H), 7,37 (t, J=7,3,
2H), 7,27 (m, 1H), 6,75 (s, 4H), 4,08 (t, J=5,8, 2H),
3,05-2,90 (m, 2H), 2,88 (t, .1=5,8, 2H), 2,80-2,62 (m,
2H), 2,31-2,18 (m, 2H), 1,81 (d, J=11,8, 2H)

B. 4-cpeHin-1-(2-{4-[1-(2-TpumeTuncunaHin-
eTtokcumeTun)-1H-6eH3oimMmigason-2-inokcu]-
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deHokcu}-eTun)-ninepuanH-4-on. o cymiwi 2-xnopo-
1-(2-TpumeTuncunaxin-etokcumeTun)-1H-
6eH3oimigasony (Mpwvknag 7; 630mr, 2,2mMMonb) Ta 1-
[2-(4-rinpokcu-cbeHoken)-eTun]-4-deHin-ninepuanH-4-
ony (690mr, 2,2vmonb) y DMF (10mn) gopasanu
Cs2CO3 (1,51, 4,6mmonb). JaHy peakuiviHy cymiw
nepemiwysanu npn 100°C npotsarom 18 roguH, i no-
TiM posnoginosanu y 1:1 cymiwi eTunauerat/soga
(50mn).  OpraHiyHuin wap 36upanu, ocylyBanu
(MgSO0O.) Ta KOHUeHTpyBanu Mig 3HWKEHUM TUCKOM 3
ofepXaHHAM Npo30poro KOPUYHEBOro Macna, KoTpe
nignasanu ouunwieHHo Ha SiO» (35r; aueToH) 3 oaep-
XaHHAM 867mr (Buxig 70%) noTpibHOro MpoaykTy y
BUrNSAi nposoporo 3onotaBoro macna. TLC (SiOg,
auetoH): Rf=0,38. MC (ESI): pospax. maca pgns
C32H41N304Si, 559,29; m/z 3HangeHo, 560,3 [M+H]+.
'H AMP (400Mru, CDCls): 7,55 (m, 3H), 7,38 (m,
3H), 7,30-7,20 (m, 5H), 6,99 (d, J=9,0, 2H), 5,55 (s,
2H), 4,17 (t, J=5,9, 2H), 6,37 (m, 2H), 2,92 (m, 5H),
2,65 (t, J=12,4, 2H), 2,21 (t, J=15,9, 2H), 1,81 (d,
J=12,1, 2H),0,96(t,J=8,1, 2H).

C. 1-{2-[4-(1H-6eH30imigazon-2-inokcu)-
eHokcu]-eTnn}-4-cpeHin-ninepuanH-4-on. o posuu-
HYy 4-dpeHin-1-(2-{4-[1-(2-TpumeTmncunatin-

eTokcumeTun)-1H-6eH3oimMmigason-2-inokcu]-
deHoken}-eTun)-ninepmgnH-4-ony (816wmr,
1,46mmonb) 'y THF (5mn), wo mictme N,N,N,N-
TeTpameTuneTuneHaiamiH (TMEDA, 2,2mn,
14,6mmonb), gogasann 1M THF posuuH TeTpabyTtu-
namoHin dTopugy (TBAF, 15mn, 15Mmonb). OaHy
cymiw nepemiwysanu npn 55°C npotdrom 5 roguH,
NOTIM KOHLIEHTPYBanu nif, 3HWKEHUM TUCKOM. YTBO-
peHe B pe3ynbTaTi Macro po34uHANM B 4ieTUIIOBOMY
ecbipi (100mn), i gaHUA po3yMH NPOMMBANM BOAOHD
(3x75mn), ocywysanu (MgSO.), dinbTpyBanu Ta
KOHLIEHTPYyBanu nig 3HWKEHUM TUCKOM 3 OAepXKaHHAM
6inoi TBeppoi pedyoBuHW. [logaBanu  AieTUNoBUiA
edpip, i inbTpauis gana noTpiGHUIA NPOAYKT Y BUMNS-
Ai 6inoi TBepgoi pedoBuHM (155mr, Buxia 25%). TLC
(SiO2, auetoH): R=0,16. MC (ESI): po3pax. maca ans
Co6H27N303, 429,21; m/z 3HangeHo, 430,2 [M+H]+. H
AMP (400MI'y, DMSO-dg): 12,23 (br s, 1H), 7,48 (d,
J=7,3,2H), 7,35-7,25 (m, 6H), 7,20 (t, J=7,4,1H), 7,10-
7,04 (m, 2H), 7,00 (d, J=9,0, 2H), 4,80 (s, 1H), 4,13 (,
J=5,8, 2H), 2,76 (t, J=5,8, 2H), 2,58-2,48 (m, 2H),
1,94 (dt, J=12,7, 4,0,2H), 1,58 (d, J=12,1, 2H).
Mpuknap 38
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{2-[4-(1H-6eH30oimiga3on-2-inokcu)-deHin]-etun}-
uuknonponinMeTun-nponin-amiH.

A. 4-[2-(uuknonponinMeTun-nponin-amiHo)-eTun)-
deHon. [1o po3uunHy 4-(2-6pomo-etun)-cpeHony (Mpwu-
knag 5; 5,0r, 25,0mmonb) y CH3CN (100mn) gopasa-
nm LuKnonponinmMeTun-nponin-amid (5,4mn,
37,5mMmonb) 3 HacTynmHum  gogaBaHHaM  N,N-
giisonponinetunaminy (8,70mn, 50,0Mmonb). YTBOpE-
HUA B pesynbTaTi po3yvH nepemiwysanu npu 60°C
npotarom 16 roguMH 3 YTBOPEHHSAM CYCMeH3ii, KOTpy
OXONOoAXyBanu A0 KiMHaTHOI TemnepaTtypu Ta QinbT-
pyBanu. BigdinbTpoBaHy TBepay pevyoBUHY MPOMU-
Banu etunaueratom (2x20Mn) Ta BucyllyBanu 3
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ofepxaHHam 6inoi TBepgoi pedoBuHu (5,71, BUXIA
98%). MC (ESI): pospax. maca ans CisHasNO,
233,18; m/z 3HanpeHo, 2341 [M+H]+. H ampP
(400Mly, DMSO-dg): 7,01 (d, J=8,6, 2H), 6,87 (d,
J=8,6, 2H), 3,34-3,30 (m, 2H), 3,19-3,04 (m, 2H),
2,94-2,75 (m, 4H), 1,75-1,56 (m, 2H), 1,16-0,99 (m,
1H), 0,95-0,87 (m, 3H), 0,68-0,53 (m, 2H), 0,44-0,32
(m, 2H).

B. {2-[4-(1H-6eH30imMiaazon-2-inokcu)-geHin]-
eTun}-umknonponinmeTun-nponin-amiH. ~ Cymiw  2-
Xnopo-1-(2-TpumeTuncunatin-eTokcumeTun)-1H-
6eH3oimigasony (Mpwvknag 7; 707wmr, 2,5Mmonb), 4-[2-
(umknonponinmMeTun-nponin-amiHo )-eTun]-geHony
(467wmr, 2,0mmonb) Ta CspCO3 (1,3r, 4,0mMonb) vy
DMF (10mn) nepemiwysanu npn 100°C npotarom 18
roguH. [aHy peakuiiHy cyMmill oxonomxysanu Ao
KiMHaTHOI TemnepaTypu i noTiM posnoginanu B 1:1
cymiwi etunauetat/soga (200mn). OpraHiyHui wap
36upanu, ocywysanu (MgSQOs) Ta KOHUEHTpyBanu nig
3HKEHUM TUCKOM 3 YTBOPEHHSIM MPO30pOro Kopu4-
HEeBOro Macna, KoTpe Mig4aBanocb OYULLEHHIO Ha
SiO2 (40r; 0-100% auetoH/CH2Cl2) 3 opepKaHHAM
729mr (Buxig 76%) nmpos3oporo 3050TaBoOro Macna.
MC (ESI): pospax. maca ana CogHa1N302Si, 479,30;
m/z 3HainpgeHo, 480,5 [M+H]+. H amp (400MTwu,
CDCls): 7,63-7,58 (m, 1H), 7,49-7,39 (m, 1H), 7,31 (s,
4H), 7,26-7,22 (m, 2H), 5,58 (s, 2H), 3,69 (t, J=8,2,
2H), 2,89-2,79 (m, 4H), 2,63-2,58 (m, 2H), 2,48 (d,
J=6,5, 2H), 1,61-1,50 (m, 2H), 1,01-0,91 (m, 6H),
0,59-0,53 (m, 2H), 0,20-0,15 (m, 2H), 0,1 (s, 9H).

C. {2-[4-(1H-6eH30imigason-2-inokcu)-denin]-
eTun}-umknonponinmMeTun-nponin-amiH. 1o po3uyunHy
uuknonponinmeTun-nponin-(2-{4-[1-(2-
TpUMeTUncunaHin-etokcumeTun)-1H-6eH3oimMigason-
2-inokcu]-deHin}-etun)-aminy (411mr, 0,87mMmonb) y
THF (5mn), yepes wnpuy, goaasanyu TBAF (IMy THF,
2,57mn, 2,57mmonb), | AaHy cymiw nepemiwysanm
npun HarpiBaHHi 3i 3BOPOTHUM XONOAMIIbHUKOM MPOTS-
rom 16 roauH. JJaHy peakuiinHy Cymill OXOnomKyBanm
00 KiMHaTHOI TemnepaTypu Ta KOHUEHTpyBanu nig
3HWKEHUM TUCKOM. YTBOpPeHe B pesynbTaTi macrno
nignasanu  oumweHHilo Ha  SiO2  (40r;  0-20%
CH30OH/CH.Cl,), 3 ogepxaHHaM 284mr (Buxig 95%)
npo3oporo macra. MC (ESI): pospax. maca ans
C22H27N30, 349,22; m/z 3HangeHo, 350,4 [M+H]+. H
AMP (400Mrlu, CDCls): 7,34 (br s, 2H), 7,18-7,05 (m,
6H), 2,82-2,70 (m, 4H), 2,69-2,62 (m, 2H), 2,52 (d,
J=6,8, 2H), 1,61-1,50 (m, 2H), 0,91 (t, J=6,8, 4H),
0,57-0,51 (m, 2H), 0,16 (dd, J=5,3, 5,1,2H).

Mpuknag 39

Linknorekcun-etun-{2-[4-{1-metun-1H-
6eH30iMigason-2-inokcu)-eHin]-eTnn}-amiH.

Cymiw 4-[2-(umKrorekcun-eTnn-amiHo)-eTunl-
deHony (247wr, 1,0mmonb), N-meTun GeHsiMigasony
(Mpvknag 8; 200mr, 1,2mmonbk) Ta CsyCO3 (652wmr,
2,0mmonb) y DMF (3mn) nepemiwysanu npu 100°C
npotsarom 16 roauH. [aHy peakuiiHy cymill oxosno-
DKyBanu Ta QinbTpyBanu yepes AiaTOMOBY 3eMIIHO,
KOTpYy MoTiM npomusanu etunauetatom (30mm). Mo-
e€aHaHi inbTpatv npommeanu Bogow (3x10mn), no-
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TiMm poscornom (10mn), ocywysanu (NaxS0O.), dinbT-
pyBanu Ta KOHUEHTpyBanu nig 3HWKEHUM TUCKOM.
HeouvweHnn matepian niggaBanM OYULLIEHHIO Ha
SiO2 (10r; 0-100% 10% [2M NHz y CHsOH] vy
CH2CI2/CH2Cly) 3 ogepxaHHam 105mr (Buxig 28%)
kopunyHeBoro macna. MC (ESI): pospax. maca ans
C24H31N30O, 377,53; m/z 3nHangeHo, 378,4 [M+H]+. H
AMP (400MTu, CDCls): 7,52 (d, J=7,2, 1H), 7,63-7,58
(m, 1H), 7,33-7,18 (m, 7H), 3,75 (s, 3H), 2,81-2,70
(m, 4H), 2,68 (q, J=7,1, 2H), 2,60-2,50 (m, 1H), 1,90-
1,80 (m, 4H), 1,67 (d, J=12,3,1H), 1,35-1,18 (m, 4H),
1,15-1,05 (m, 1H), 1,12 (t, J=7,1, 3H).
Mpuknap 40

O\,/O
as Oo/w;w "

1-{3-[4-6eH300KCa30m-2-inokcm)-eHokeu]-2-
riapokcu-nponin}-4-cerin-ninepuanH-4-on.

A. 2-(4-6eH3unokcu-heHokcMmeTun)-okcupax. 1o
po3unHy 4-(6eHannokcn)-cheHony (15,0r, 74,9mmonb)
Ta enixnoporigpuHy (30mn, 384mmons) y DMF
(200mn) popasanu CspCO3 (51,2r, 157mMmonb). daHy
cymiw HarpiBanu go 75°C npotsarom 3 gi6. Peakuiiny
CyMill oxonompkyBanu OO KiMHaTHOI TemnepaTypw i
notim posnoginanu y 1:1 cymiwi eTtunauertat/soga
(600mn). OpraHiyHui wap 36upanu, npomMmsBanu Bo-
poto (3x250mn), ocywysanu (MgSOs), dinbTpyBanu
Ta KOHLEHTPYBanu nig 3HWKEHUM TUCKOM 3 odepaH-
HAM 38r Npo3opol, TeMHO-KOPUYHEBOI pianHW. [daHy
piavHy nigaaBanu ouuwieHHio Ha SiOz (300r; 50-
100% CHaClo/rekcaHn) 3 opgepXaHHAM MOTPiOHOro
npogykTy y Burmagi 6inoi TBepgoi peyosuHn (13r,
BUXif 68%). TLC (SiOa, CH:Cly): R=0,64. 'H AMP
(400Mrl'u, CDCl3): 7,55-7,28 (m, 5H), 6,91 (d, J=9,3,
2H), 6,86 (d, J=9,3, 2H), 5,03 (s, 2H), 4,17 (dd,
J=11,0, 3,2, 1H), 3,95-3,88 (m, 1H), 3,36-3,33 (m,
1H), 2,91 (t, J=4,8, 1H), 2,75 (dd, J=4,9, 2,6,1H).

B. 1-[3-(4-6eH3UnoKcn-eHOKC )-2-riapoKcu-
nponin1-4-ceHin-ninepuagnH-4-on. o po3uyuHy 2-(4-
6eH3nnokcu-peHoKCMMETNM)-OKCUpaHy (1,50r,
5,85mmonb) Ta 4-rigpokeu-4-derinninepnamnny (1,30r,
7,33mmonb) y CH3CN (50mn) gogasanu K2COs (1,0r,
7,23mmonb). [aHy cymiw HarpiBanu 3i 3BOPOTHUM
xonoaunbHUKOM npoTsaroMm 20 roguH. PeakuinHy cy-
MilW inbTpyBanu, i inbTpaT KOHUEHTpyBanu nig
3HWKEHUM TUCKOM 3 ofepkaHHsiM 6inoi TBepgoi pe-
YOBWHW, KOTPY niggasanu ouuwieHHo Ha SiO (40r;
aueToH) 3 ogepxkaHHam 1,41 (Buxig 56%) noTtpibHoro
npodykTy y Burmnsgi 6inoi TBepgoi pedvosuHun. TLC
(SiO2, auetoH): R=0,36. MC (ESI): po3pax. maca ans
C27H3,NOy, 433,23; m/z 3HanaeHo, 434,3 [M+H]+. H
AMP (400MI'u, DMSO-dg): 7,56-7,23 (m, 10H), 6,93
(d, J=9,2, 2H), 6,88 (d, J=9,2, 2H), 5,03 (s, 2H), 4,77
(s, 2H), 3,93 (br d, J=10,8, 2H), 3,81 (t, J=7,2, 1H),
2,80-2,60 (m, 2H), 2,50-2,35 (m, 4H), 1,97-1,90 (m,
2H), 1,60-1,50 (d, J=13,4, 2H).

C. 1-[2-rigpokcu-3-(4-rigpokcn-theHokem)-nponin]-
4-cbeHin-ninepugnH-4-on.  Jo  posumHy  1-[3-(4-
6eH3UNoKcn-heHOKC)-2-rigpokcu-nponin]-4-deHin-
ninepuaunH-4-ony (1,3r, 3,0mmonk) y 1:1 cymiwi eTa-
Hon/etTunauetaTt (50mn) gopasanu Pd Ha Byrneui
(10Bar.%, 165wmr). JaHy cymiw nomiwysanu y rigpo-
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reHizatop MNappa nig 40dyHT/kB.A1ONMM Hy Ha 20 ro-
OuH. [aHy peakuiiHy cymiw cinbTpyBanu 4yepes fdia-
TOMOBY 3eMrto, i (pinbTpaT KOHUEHTpyBanu nig 3Hu-
XeHUM Tuckom 3 ogepxaHHsam 1,0r (Buxig 100%)
noTpibHoro npoaykTy y Burnsaai Ginoi TBepgoi pedo-
BuHWU. TLC (SiO2, aueToH): Rf=0,27. MC (ESI): pos-
pax. maca ans CpoH2sNO4, 343,18; m/z 3HangeHo,
3443 [M+H]". "H AMP (400Mru, CDsOD): 7,61 (d,
J=8,1, 2H), 7,42 (t, J=7,4, 2H), 7,30 (t, J=7,3, 1H),
6,90 (d, J=9,0, 2H), 6,81 (d, J=9,0, 2H), 4,25 (br s,
1H), 4,05-3,95 (m, 2H), 3,10-2,92 (m, 2H), 2,80-2,60
(m, 4H), 2,30-2,20 (m, 2H), 1,81 (d, J=11,8, 2H).

D. 1-{3-[4-(6eH300KCa30M-2-inokcu)-heHokeu]-2-
riapokcu-nponin}-4-gerin-ninepuanH-4-on. o cymiwi
1-[2-rigpokcu-3-(4-rigpokcu-deHokcm)-nponin]-4-
deHin-ninepnavH-4-ony  (251mr, 0,73mMmone) Ta
Cs2CO3 (667Mr, 2,05mMmonb) B aueToHi (10mn) npm
5°C popasanmmn  2-xnopo-6eHsookcason  (108mkn,
0,95mmonb). aHy peakuinHy cymiw, wo 6yna nonwu-
WeHa Ha nboAy, nigirpiBanu Ao KiMHaTHOI Temnepa-
TYpY NPOTArom Houi i noTim inbTpyBanu. dPinbTpat
KOHLIEHTPYBanu nig 3HWKEeHWM TUCKOM 3 YTBOPEHHAM
30/10TaBOro Macna, KoTpe MiggaBany OYULLEHHIO Ha
SiO- (10r; aueToH) 3 ogepxaHHam 127wmr (Buxia 38%)
noTpibHoro npoaykTy y Burnsaai G6inoi TBepaoi peyo-
BuHWU. TLC (SiO2, auetoH): R=0,27. MC (ESI): pos-
pax. maca ans Cy7H2sN20s, 460,20; m/z 3HangeHo,
461,3 [M+H]". "H AMP (400MIy, DMSO-ds): 7,60 (d,
J=6,6, 1H), 7,55-7,35 (m, 5H), 7,32-7,25 (m, 4H), 7,20
(t, J=7,3. 1H), 7,06 (d, J=9,1, 2H), 4,78 (s, 1H), 4,10-
3,85 (m, 3H), 2,80-2,65 (m, 2H), 2,55-2,35 (m, 4H),
1,95 (t, J=13,1, 2H), 1,59 (d, J=13,2, 2H).

Mpuknag 41

0

aiaeWionn

1-[2-(4-6eH300KCa30M-2-iNMMETUN-PEHOKCH )-
eTunn]-ninepnavH-4-kapboHoBa  KUCOTa, ETUIOBUIA
eadip.

A. 4-6eH3ookcaszon-2-inmeTtun-geHon. Cymiw 4-
rigpokcudeHinouTosoi kucnotu (35r, 230mMmornb) Ta
2-amiHodbeHony (43r, 400mmonb) HarpiBanu npu
180°C npotsarom 3 roguH i NoTiM OXONomKyBanu Ao
KiMHaTHOI TemnepaTypu. YTBOpeHy B pe3ynbTaTi TBe-
poy peyoBMHY po3mentoBanu Ta posduHanu y THF
(200mn), i popasanu kapbowingiimigazon (27T,
170mmonb). daHuii po3unH nepemiwysanu npu 60°C
NPOTAroM Hodi. PeakuinHy Cymill KOHUEHTpyBanu nig
3HVDKEHUM TUCKOM i PO3MoAinanu Mix etmnaueraTom
(400mn) Ta Bogoto (300mn). OpraHiyHMi Wwap KoHue-
HTPyBanu Mig 3HWKEHUM TWUCKOM. YTBOpeHe B pe-
3ynbTati macno po3unHsanu y CHoCl, Ta niggasanu
oumiieHHo Ha SiOz (200r; 0-50% aueTton/ CHCly) 3
ofepXaHHAM KOpWYHEBOI TBepAoi pedoBuHM (31,
Buxig 40%). MC (ESI): pospax. maca ans C14H11NOg,
225,08; m/z 3HanpeHo, 226,1 [M+H]+. H amP
(400Mrl'y, CD3OD): 7,62 (m, 1H), 7,53 (m, 1H), 7,32
(m, 2H), 7,17 (d, J=8,5, 2H), 6,75 (d, J=8,5, 2H), 4,18
(s, 2H).

B. 2-[4-(2-6pomo-eTokcm)-6eH3nn]-6eH3o0kcason.
[o po3uuHy, LWo nepemiwyBaBcs, 4-6eH300kca3or-2-
inmetun-gperony (5r, 22,2mmonb) y CH3CN (100mn)
popasanu NaxCOs (6,4r, 46,6mMonb) Ta gubpomoe-
TaH (7,9vn, 88,8Mmonb). Pe3ynbTylouy cycneHsito
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HarpiBanu go 70°C npoTtsdrom 72 rogvH Ta QinbTpy-
Banu y rapsvyomMy ctaHi. PinbTpaT KOHUEHTpyBanu nig
3HWKEHUM TUCKOM. YTBOPEHy B pesynbTaTi TBepay
peyoBMHY cycrneHayBanu y gieTunoBomMmy edipi Ta
GinbTpyBany, i inbTpaT KOHUEHTPYBanu nig 3Huxe-
HUM TUCKOM. YTBOpeHe B pesynbTaTi Macrno po3yu-
Hamm y CH2Cl, ta ounwanu Ha SiO2 (110r; CH2Cly) 3
ofepxaHHam GinyeaTtoi TBepaoi peyoBuHM (1r, BMXiA
13,7%). MC (ESI): pospax. maca ans CieH14BrNO,
331,02; m/z 3HampeHo, 332,0 [M+H]+. H AmP
(400Ml'y, CD3OD): 7,62 (m, 1H), 7,53 (m, 1H), 7,34
(m, 2H), 7,29 (d, J=8,6, 2H), 6,92 (d, J=8,7, 2H), 4,28
(t, J=5,9. 2H), 4,23 (s, 2H), 3,67 (t, J=5,9, 2H).

C. 1-[2-(4-BeH300KCa30M-2-INMETUN-CHEHOKCH)-
eTun]-ninepnavH-4-kapboHoBa  KUCroTa, ETUIOBUIA
ecip. [o po3uumHy, WO nepemiwyBaBcs, 2-[4-(2-
H6pomo-eTokcu)-6eH3nn]-6eH3o0kcasony (0,5r,
1,5mmonb) y CH3CN (7,5Mn) gogasanu eTunizoHeni-
koTart (0,7mn, 4,5mMmonb). [aHy cymiw nepemiluysanm
npu KiMHaTHIN Temnepatypi npotarom 48 roauH, no-
TiM KOHLEHTPYBanu nig 3HWKEHUM TUCKOM. YTBOpeHe
B pe3ynbTaTi Mmacno posvnHanm y CH2CI2 Tta ounwa-
nn Ha SiO; (40r; 0-25% aueTon/ CH2Cl,) 3 ogepxaH-
HAM OinyBaToi TBepAoi peyoBuMHW (275Mr, BuXig
45%). MC (ESI): pospax. maca ans CazaH2sN2Os,
408,20; m/z 3HaunpgeHo, 409,2 [M+H]+. H amP
(400Mrl'u, CDCl3): 7,67 (m, 1H), 7,45 (m, 1H), 7,28 (d,
J=9,0, 4H), 6,88 (d, J=8,7, 2H), 4,20 (s, 2H), 4,12 (q,
J=7,1, 2H), 4,08 (t, J=5,9, 2H), 2,95 (d, J=11,5,2H),
2,77 (t, J=5,9, 2H), 2,24 (m, 1H), 2,16 (m, 2H), 1,84
(m, 2H), 1,76 (m, 2H), 1,24 (t, J=7,2, 3H).

Mpuknag 42

Q
S\H/\Q\ O)LO/
@/N O/\"N
1-[2-(4-6eH30Tiazon-2-inmeTnn-deHokcn)-eTnn]-
ninepuanH-4-kapboHoBa k1cnoTta, MeTunosuii edip.

A. 4-6eHsoTiason-2-inmetun-gerHon. Cymiw 4-
rigpokcudeHinoutosoi knucnotu (15,2r, 100Mmonb) Ta
2-amiHo6eHsonTiony (10,7mn, 100MMonb) HarpiBanu
npu 150°C npoTsirom 16 roamH i NOTiM OXono4KyBanu
00 KiMHaTHOI TemnepaTypu. YTBOpPeHy B pesynbTari
TBEPAY PEYOBMHY PO3MentoBanM Ta PO3YMHANN Y
CH2Cl, (400mn). OaHui po3unH npomwmsann 1N HCI
(2x50mn), notim HacuyeHum BogHuM  NaHCOs
(2x50mn), ocywyBanu, inbTpyBanu Ta KOHLEHTPY-
Banu Mg 3HWKEHUM TUCKOM, 3anuwoK nigaasanu
oumwieHHo Ha SiO2 (0-50% eTunauetat/rekcaHn) 3
ogepxaHHam 6inoi TBepgoi pevosuHu (10,5r, Buxig
44%). MC (ESI): pospax. maca ansa Ci4H11NOS,
241,06; m/z 3HanpeHo, 3421 [M+H]+. H amp
(400Mrlu, CDCls): 7,89 (dd, J=8,6, 4,8, 2H), 7,47 (4,
J=7,8, 1H), 7,31 (t, J=7,8,1H), 7,18 (d, J=8,3, 2H),
6,77 (d, J=8,6, 2H), 4,89 (s, 1H), 4,33 (s, 2H).

B. 2-[4-(2-6pomo-eTokcK)-6eH3un]-6eH3oTia3on.
[o po3uunHy, wWo nepemiwyBaBcs, 4-6eH30Tiazon-2-
inmetun-gperony (10,5r, 43,5mmonb) y CH3CN
(100mn) popasanu Cs,CO3 (28,3r, 87mmonb) Ta Anb-
pomoeTaH (18,7mn, 21,8Mmonb). PesynbTytody cy-
cnexgsito HarpiBanu go 70°C npotarom 16 roguH, oxo-
nogKyBanu A0 KiMHaTHOI Temnepatypu i noTiM
posumnHsanu y CHoCly (400mn). OJaHuiA po3ymnH npomu-
Banu Bogot (2x50mn), ocyllyBanu Ta KOHUEHTpyBa-
nu. YTBOpeHe B pesynbTaTi Macrno Po3YMHANMU Y
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CHxCl; Ta oumwanum Ha SiO; (0-50% etunaue-
TaTt/rekcaHn) 3 ogepxaHHsaM 6inoi TBepaoi pe4oBMHM
(7,5r, Buxig 49,5%). MC (ESI): pospax. maca Aana
C16H14BrNOS 347,0; m/z 3HaiineHo, 348,1 [M+H]".
'H AMP (400Mru, CDCl3): 7,99 (d, J=8,1, 1H), 7,79
(d, J=8,1, 1H), 7,45 (t, J=7,6, 1H), 7,36-7,25 (m, 3H),
6,89 (d, J=8,8,2H), 4,38 (s, 2H), 4,28 (t, J=6,3, 2H),
3,63 (t, J=6,3, 2H).

C. 1-[2-(4-6eH30Tiazon-2-inMeTnn-eHokcu)-
eTun]-ninepnavH-4-kapboHoBa KUCNOTa, METUIOBUIA
ecip. [o po3uumHy, WO nepemiwyBaBcs, 2-[4-(2-
H6pomo-eTokcu)-6eH3nn]-6eH3oTiazony (1,0r,
2,9vmonb) y CH3CN (20mn) gogasanu meTunisoHeni-
KoTart (0,7mn, 55,7MMonb) Ta N,N-
giisonponinetunamiy (1,5mn, 8,6mmonb) OaHy cymil
HarpiBanu go 60°C npoTtarom 16 roguH, OXonomXy-
Banu o KiMHaTHOI TemnepaTtypu i NOTIM PO3UYUHANKU Y
CH2Cl, (100mn). JaHuin po3unH npommBanu BOAO
(2x20mn), ocyllyBanu Ta KOHLEHTpyBanu. YTBopeHe
B pe3ynbTaTi Mmacno po3ynHsanu y CHxCl, Ta ounwanm
Ha SiO2 (0-15% CH3;OH/CHCI,) 3 ogep>xaHHaM 6inoi
TBepaoi peyvosuHu (1,1r, Buxig 92%) MC (ESI): pos-
pax. maca Ansa C23H26N203S 410,17; m/z 3HangeHo,
4111 [M+H]". '"H AMP (400Mry, CDCls): 7,98 (d,
J=8,3, 1H), 7,76 (d, J=8,3, 1H), 7,42 (t, J=7,8, 1H),
7,33-7,24 (m, 3H), 6,88 (d, J=8,8, 2H), 4,36 (s, 2H),
4,07 (t, J=6,1, 2H), 3,66 (s, 3H), 2,97-2,90 (m, 2H),
2,76 (t, J=6,1, 2H), 2,33-2,24 (m, 1H), 2,15 (t, J=11,4,
2H), 1,93-1,86 (m, 2H), 1,83-1,72 (m, 2H).

Mpuknap 43

ST

3-({2-[4-(6eHzoTiazon-2- IJ'IOKCI/I) deHokcu]-eTnn}-
UMKIonponin-amiHo)-NponioHoBa KWcnoTa, TpudTo-
pOOLITOBOKUCIA Ciflb.

A. 3-[2-(4-rippokcu-dheHokem)-eTunamiHo1-
nponioHoBa KucroTa, eTunosun edip. o posunHy,
Wwo nepemiwyBaBcs, 4-(2-6pomo-eToKkcu)-cheHony
(Mpuknag 3; 2,4r, 11mmonb) y CH3CN (50mn) popa-
Banu 3-amiHO-MPOMNIOHOBY KWUCMOTY, eTunoBun edip,
rigpoxropug (3,4r, 22mMmorb) 3 HacTyNnHUM godaBaH-
Ham N,N-giizonponinetunaminy (7,7vmn, 44mmonb).
Oany cymiw nepemiwysanu npu 60°C npotarom 16
roguvH, OXoromKyBanu A0 KiMHaTHOI Temnepatypw i
notim po3unHamim y CHxClz (100mn). PesynbTytoumn
po34MH npomuBanu Bopok (2x15mn), ocylwysanu,
¢inbTpyBanu i NOTIM KOHUEHTpYBanu Mig 3HWKEHUM
TUCKOM 3 OJepXaHHSIM KOPWYHEBOro macna, KoTpe
6yno BMKOpPUCTaHe Ha HaCTYMHin cTagii.

B. 3-{2-[4-(6eH30Tiazon-2-inokcu)-peHokcu]-
eTnnamMiHo}-NpomnioHoBa KncnoTa, etunosun edip. o
pO34MHy, WO nepemiwysascs, 3-[2-(4-riapokcu-
(PEHOKCN)-eTUIAMIHO]-NMPOMIOHOBOT  KMCMOTWU, ETUIO-
Boro edipy (11mmonb) y DMF (30mn) popasanu
Cs2CO3 (10,8r, 33mmonb) Ta 2-xnopobeH3oTiason
(2,72mn, 22mmons). [daHy cycneHsito nepemillyBanm
npn 100°C npoTsarom Hodi. PeakuiiHy cymiw oxono-
KyBanu A0 KiMHaTHoOI TemnepaTtypu i NOTiM inbT-
pyBanu yepes giatoMoBy 3emnto. PinbTpaT KOHUEHT-
pyBanu Mig 3HWKEHUM TUCKOM Ta ouumwanm Ha SiO»
(100r; 0-100% CH3sOH/ CH2Cl,) 3 oagepxaHHam 1,91
(Buxig 45%) ceitno-kopuyHesoro macna. MC (ESI):
po3pax. maca ansa CxpH2N204S, 386,13; m/z 3Han-
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AeHo, 387,1 [M+H]". "H AMP (400Mru, CDCls): 7,66
(d, J=8,1, 1H), 7,58 (d, J=8,3, 1H), 7,30 (d, J=7,8,
1H), 7,22-7,15 (m, 3H), 6,86 (d, J=9,1, 2H), 4,09 (dd,
J=7,1, 7,1, 2H), 4,01 (t, J=5,3, 2H), 2,98 (t, J=5,3,
2H), 2,92 (t, J=6,6, 2H), 2,49 (t, J=6,6, 2H), 2,20 (br s,
1H), 1,20(t,J=7,1, 3H).

C. 3-({2-[4-(6eHs0Tia3on-2-inokcm)-deHokeu]-
€TWUN}-LMKIoNpOonin-amiHo)-NponioHoBa KUCNoTa, eTu-
nosuin edpip. o posumHy 3-{2-[4-(6eH30Tiazon-2-
inokcu)-geHoKCM]-eTMNamiHO}-NPONiOHOBOI  KUCIOTH,
etunosoro edipy (500mr, 1,29mmonb) y CH3OH

(15mn)  popaBanu  outoBy  kucnoty  (0,73mn,
12,9vmomb), 3 A wmonekynsipHi cuta Ta  [(1-
eTokcuumknonponin)okcultpumetuncunad — (1,55vn,

7,7vmonb).  JopaeBanu  uiaHoboporigpyg — HaTpito
(365wmr, 5,8mmonb), i AgaHy cymiw HarpiBanu 3i 3Bopo-
THAM XOMNOAMIIBHUKOM MPOTArOM HOYi, AaHy Cymil
oxonogxysanu, inbTpyBanm Ta KOHLEHTpyBanu.
3anuwok posunHanu y CHyCly, i pesynbTytoumin pos-
YMH npomuBanu HacudeHum BogHuM NaHCOs, notim
pO3COrfioM, OCyLlyBanu Ta KoHuUeHTpyBanw. Llen 3a-
nvwok oumwanu Ha SiOz (40r; 10-50% etunaue-
Tat/rekcaHn) 3 ogepxaHHsam 374mr (Buxia 68%) bes-
6apsHoro macna. MC (ESI): pospax. maca Ans
ngH26N204S 426,16; m/z 3naiigeHo, 427,11 [M+H]".
'H AMP (400Mru, CDCls): 7,73 (d. J=8,3, 1H), 7,64
(d, J=8,1, 1H), 7,38 (d, J=7,8, 1H), 7,29-7,22 (m, 3H),
6,94 (d, J=9,1, 2H), 4,14 (dd, J=7,1, 7,1, 2H), 4,10 (¢,
J=6,1, 2H), 3,07 (t, J=7,1, 2H), 3,05 (t, J=6,1, 2H),
2,58 (t, J=7,3, 2H), 1,92-1,86 (m, 1H), 1,26 (t, J=7,1,
3H), 0,54-0,43 (m, 4H).

D. 3-({2-[4-(6eH30Tiazon-2-inokcu)-peHokeu]-
€TN}-LMKINonponin-amiHo)-nponioHoBa K1crnoTa,
TpudpTopoouToBokMcna cinb. Oo po3unHy 3-({2-[4-
(6eH3oTia3on-2-inokcu)-geHokeul-eTuny-
LMKIONpOonif-amiHo)-MponioHOBOI  KMCNOTU, E€TUIOBO-
ro edipy (355mr, 11,7mmonb) y THF (15mn) Ta
CH3OH (5mn) popasarwm rigpokeng  niTito  (80mr,
3,3mMmonb) y Bogi (10mn). aHy cymiw nepemilysanm
npu KiMHaTHIA Temnepatypi npoTsarom 16 roguH i no-
TiM KOHLEHTpyBanu nig 3HWKEeHUM TUCKOM. 3anmLuok
po3unHanu y CHsOH Ta nigoaBanu ouvleHHO 3a
METOAOM BWCOKONPOAYKTMBHOI PiOUHHOI XpomaTor-
padii 3 06epHeHo ha3oto 3 ofepKaHHAM TUTYIbHOI
cnonyku (391wmr, Buxig 92%). MC (ESI): pospax. maca
ansa  Ca1H2oN204S, 398,13; m/z 3HamnpeHo, 399,1
[M+H]". "H AMP (400Mry, CD;OD): 7,73 (d, J=8,3,
1H), 7,64 (d, J=8,1, 1H), 7,48 (d, J=7,8, 1H), 7,35-
7,25 (m, 3H), 7,11 (d, J=9,1, 2H), 5,17 (br s, 1H), 4,48
(t, J=4,6, 2H), 3,81 (t, J=4,6, 2H), 3,76 (t, J=7,1, 2H),
3,04-2,93 (m, 3H), 1,17-1,10 (m, 2H), 1,05-0,97 (m,
2H).

Mpuknag 44

ARy

2-[4-(2-niponianH-1-in-etokcy)-cheHokeu)]-
6eH3o0kca3on.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto anst Mpuknagy 11 3 BUKOpUCTaHHsaM 1-(2-
xnopo-etun)-niponigndy. MC (ESI): pospax. maca
ans C19H20N203, 324,15; m/z 3HampeHo, 325,1
[M+H]". "H SSMP (400Mry, CDCls): 7,75 (d, J=8,1,

H), 7,66 (d, J=8,0, 1H), 7,40 (dt, J=7,4, 1,3, 1H),
7,31-7,23 (m, 3H), 6,98 (d, J=6,8, 2H), 4,08 (t, J=6,3,
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2H), 2,91 (t, J=6,3, 2H), 2,67 (q, J=7,2, 4H), 1,10 (t,
J=7,2, 6H).
Mpuknag 45

{3-[4-(6eH300KCa30mM-2-inokcu)-cpeHokeu]-
nponin}-guMeTunn-amiH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ang MNpuknagy 11 3 BUKOPUCTaHHAM

(2-xnopo-nponin)-gumeTun-amiHy rigpoxnopuay.
MC (ESI): pospax. maca ons C18H20N203 312,15;
m/z 3uangeHo, 3131 [M+H]". 'H SMP (400Mru,
CDCls): 7,48-7,45 (m, 1H), 7,40-7,38 (m, 1H), 7,30 (d,
J=7,9, 2H), 7,23-7,18 (m, 2H), 6,91 (d, J=8,3, 2H),
4,09 (br s, 2H), 3,23 (br s, 2H), 2,85 (br s, 6H), 2,42
(brs, 2H).

Mpuknap 46

D

{2-[4-(6eH300KCa30mM-2-inokcu)-eHokeul-eTun}-
OMMEeTUN-amiH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 11 3 BUKOPUCTaHHAM (2-
XMOpo-eTun)-gumeTun-amivy  rigpoxnopugy. MC
(ESI): pospax. maca ans Ci7H1gN203, 298,13; m/z
3HaiigeHo, 299,1 [M+H]". "H AMP (400Mryu, CDCls):
7,49-7,47 (m, 1H), 7,41-7,38 (m, 1H), 7,32-7,27 (m,
2H), 7,26-7,18 (m, 2H), 6,98-6,95 (m, 2H), 4,05 (t,
J=5,7, 2H), 2,72 (t, J=5,7, 2H), 2,32 (s, 6H).

Mpuknapg 47

0,0

2-[4-(2-a3enaH-1-in-eTokcu)-ceHoKeu]-
6eH3o0kcaszon.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa lNpuknagy 11 3 BuKopuCTaHHsaM 1-(2-
xropo-etun)-asenany rigpoxnopugy. MC (ESI): pos-
pax. maca ana Cz1H2aN203, 352,18; m/z 3HangeHo,
353,2 [M+H]". '"H AMP (400Mlu, CDCls): 7,49-7,47
(m, 1H), 7,41-7,38 (m, 1H), 7,31-7,27 (m, 2H), 7,26-
7,18 (m, 2H), 6,97-6,93 (m, 2H), 4,06 (t, J=6,2, 2H),
2,94 (t, J=6,2, 2H), 2,77-2,75 (m, 4H), 1,65-1,58 (m,
8H).

Mpuknag 48

S\'/O :
1
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{2-[4-(6eH30Tia3on-2-inokcu)-eHoken]-eTnn}-
OMMeTUN-amiH,

TuTynbHY Cnonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 12 3 BUKOPUCTaHHSAM (2-xropo-
€TVN)-AMMETUI-aMiHy rigpoxnopuay Ta 2-
xnopobensoTiazony. MC (ESI): pospax. maca AN
C17H18N2028 314,11; m/z anHaiigeHo, 315,1 [M+H]".

'H AMP (400Mry, CD;0D): 7,79-7,77 (m, 1H), 7,65-
7,63 (m, 1H), 7,45-7,29 (m, 4H), 7,18-7,14 (m, 2H),
4,41 (t, J=4,9, 2H), 3,63 (t, J=4,9, 2H), 3,04 (s, 6H).

Mpuknag 49

R W
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2-[4-(2-niponianH-1-in-etokcy)-cheHokeu)]-
GH30Tiason.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa lNpuknagy 12 3 BuKopuCTaHHsaM  1-(2-
Xnopo-eTun)-niponianHy  Ta  2-xnopobeH3oTia3ony.
MC (ESI): pospax. maca Ans C19H20N2028 340,12;
m/z 3HangeHo, 341,1 [M+H]". 'H SMP (400Mru,
CDCls): 7,77 (d, J=7,6,1H), 7,66 (d, J=8,6, 1H), 7,41
(t, J=7,4, 1H), 7,32-7,25 (m, 3H), 7,00 (d, J=9,0,2H),
4,16 (t, J=6,0, 2H), 2,96 (t, J=6,0, 2H), 2,67 (t, J=6,6,
4H), 1,86 (quint, J=3,5, 4H).

Mpuknag 50

5.0
G
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{3-[4-(6eH3oTiason-2-inokcu)-deHokeu]-nponiny-
OMMeTUN-amiH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 12 3 BUKOPUCTaHHSM (2-xropo-
nponin)-guMmeTun-amiHo  rigpoxnopugy Ta @ 2-
xnopobensoTiazony. MC (ESI): pospax. maca AN
C18H20N2028 328,12; m/z aHaiigeHo, 329,1 [M+H]".
'H AMP (400Mru, CDCl3): 7,72 (d, J=8,1, 1H), 7,64
(d, J=7,9, 1H), 7,37 (t, J=7,5, 1H), 7,31-7,20 (m, 3H),
6,92 (d, J=7,9, 2H), 4,11 (s, 2H), 3,25 (s, 2H), 2,85 (s,
6H), 2,43 (s, 2H).

Mpuknag 51

ST, 0O

2-[4-(2-a3enaH-1-in-etokcu)-ceHokeu]-
6eH3oTiazon.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa lNpuknagy 12 3 BuKopuCTaHHsaM  1-(2-
XIopo-eTun)-asenax rigpoxnopuay Ta 2-
xnopobensoTiazony. MC (ESI): pospax. maca AN
Cz1H24N2028 368,16; m/z aHaiigeHo, 369,2 [M+H]".

'H AMP (400Mru, CDCl3): 7,70 (d, J=7,5, 1H), 7,65
(d, J=7,9, 1H), 7,38-7,34 (m, 1H), 7,29-7,23 (m, 3H),
6,97 (br d, 2H), 4,59 (br s, 2H), 3,64 (br s, 2H), 3,46
(br s, 2H), 3,13 (br s, 3H), 2,19 (br s, 2H), 1,87 (br s,
2H), 1,72-1,58 (m, 2H).

Mpuknap 52
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2-[4-(2-a3enaH-1-in-eTokcm)-deHoken]-6-
MeToKcu-6eH3oTiason.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-

aypoto ansa lNpuknagy 12 3 BuKopuCTaHHsaM  1-(2-
Xropo-eTun)-asenaH rigpoxnopugy Ta 2-x1opo-6-
meTokcu-6eH3oTiasony. MC (ESI): pospax. maca AN
ngHzeNZOe,S 398,17; m/z aHaiigeHo, 399,2 [M+H]".
'H AMP (400Mru, CDCl): 7,75 (d, J=8,9, 1H), 7,37-
7,35 (m, 2H), 7,26 (br d, 2H), 7,09-7,05 (m, 3H), 4,19
(t, J=6,1, 2H), 3,95 (s, 3H), 3,08 (t, J=6,1, 2H), 2,91-
2,88 (m, 4H), 1,76 (br d, 8H).

Mpuknap 53

70, O

1-{2-[4-(6eH300KCa30n-2-inokcu)-heHoKeK]-
eTun}-4-cbeHin-ninepnamH-4-on.
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TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 13 3 BUKOPUCTaHHAM 4-dbeHirn-
ninepugunH-4-ony. MC (ESI): pospax. maca pans
CasH26N204, 430,19; m/z 3HaiaeHo, 431,2 [M+H]". 'H
AMP (400Mly, CDCls): 7,60-7,45 (m, 3H), 7,40-7,18
(m, 8H), 7,00 (d, J=9,1, 2H), 4,18 (t, J=5,9, 2H), 2,92
(t, J=5,9, 2H), 2,66 (dt, J=12,1, 2,4, 2H), 2,22 (dt,
J=13,4, 4,5, 2H), 1,80 (dd, J=14,1, 2,4, 2H).

Mpuknap 54

T
O Moty

{2-[4-(6eH300KCa30mM-2-inokcu)-eHokeul-eTun}-
LIMKNOrekcun-eTun-amiH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 13 3 BUKOPUCTaHHAM UMKMOre-
kcun-etun-amivy. MC (ESI): pospax. maca Aans
CasH2sN203, 380,21; m/z sHaiaeHo, 381,2 [M+H]". 'H
AMP (400MTl'u, CDCIs): 7,51 (d, J=8,4, 1H), 7,42 (d,
J=7,5, 1H), 7,35-7,18 (m, 4H), 6,97 (d, J=9,1, 2H),
3,98 (t, J=6,9, 2H), 2,88 (t, J=6,9, 2H), 2,67 (q, J=7,1,
2H), 2,55-2,50 (m, 1H), 1,82 (t, J=7A, 4H), 1,64 (d,
J=12,4, 1H), 1,21 (t, J=7,9,4H), 1,08 (t, J=7,1, 4H).

Mpuknag 55

Q"f@ﬁﬁ

2-{4-[2-(2-eTun-ninepnanH-1-in)-eTokcul-
deHokcm}-6eH300Kca3orn.

TuTynbHY Cnonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 13 3 BUKOPUCTaHHAM 2-eTur-
ninepugnHy. MC  (ESI): pospax. maca Aans
Ca2H26N203, 366,19; m/z sHaitaeHo, 367,2 [M+H]". 'H
AMP (400MTI'u, CDCIs): 7,51 (d, J=7,4, 1H), 7,42 (d,
J=7,4, 1H), 7,31 (d, J=9,1, 2H), 7,30-7,20 (m, 2H),
6,97 (d, J=9,1, 2H), 4,09 (t, J=6,4, 2H), 3,15-3,05 (m,
1H), 3,00-2,92 (m, 1H), 2,88-2,80 (m, 1H), 2,48-2,37
(m, 1H), 2,30-2,25 (m, 1H), 1,75-1,65 (m, 4H), 1,60-
1,54 (m, 2H), 1,52-1,42 (m, 1H), 1,38-1,24 (m, 2H),
0,92 (t, J=7,4, 3H).

Mpuknap 56

L
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1-{2-[4-(6eH300KCa30n-2-inokcu)-heHoKeH]-
eTnn}-4-cbeHin-ninepnanH-4-kapOoHiTpun.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 13 3 BUKOPUCTaHHAM 4-dbeHirn-
ninepuauH-4-kapooHitpuny. MC (ESI): pospax. maca
ansa  Co7HzsN3Os, 439,19; m/z  3HanmpeHo, 440,2
[M+H]". "H SIMP (400Mr, CDCls): 7,61-7,49 (m, 3H),
7,43-7,38 (m, 3H), 7,36-7,29 (m, 3H), 7,28-7,20 (m,
3H), 7,03-6,96 (m, 2H), 4,15 (t, J=5,6, 2H), 3,18 (br d,
2H), 2,93 (t, J=5,6, 2H), 2,71-2,61 (m, 2H), 2,22-2,10
(m, 8H).

Mpuknap 57

S0 OF
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1-(1-{2-[4-(6eH300KCa30r-2-iNnoKcK )-chbeHoKeu]-
eTun}-4-beHin-ninepnanH-4-in)-eTaHoH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 13 3 BukopuctaHHaM 1-(4-
deHin-ninepngnH-4-in)-etaHoHy. MC (ESI): pospax.
maca ans CogHosN2O4, 456,20; m/z 3HanaeHo, 457,2
[M+H]". "H SIMP (400Mry, CDCls): 7,52-7,49 (m, 1H),
7,43-7,40 (m, 1H), 7,37-7,16 (m, 9H), 6,99-6,92 (m,
2H), 4,10 (t, J=5,8, 2H), 2,87-2,82 (m, 2H), 2,78 (t,
J=5,8, 2H), 2,51-2,47 (m, 2H), 2,39 (br t, 2H), 2,17-
2,05 (m, 2H), 1,92 (s, 3H).

Mpuknap 58

@E‘/OQ«\/U

2-{4-[2-(4-meTun-ninepnanH-1-in)-eTokcu]-
deHokcm}-6eH300Kca3orn.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 13 3 BUKOPUCTAHHAM 4-MeTur-
ninepugnHy. MC  (ESI): pospax. maca Aans
C21H24N203, 352,18; m/z 3HaitaeHo, 353,2 [M+H]". 'H
AMP (400Mry, CDCls): 7,50 (d, J=6,8, 1H), 7,42 (d,
J=6,8, 1H), 7,31 (d, J=9,0, 2H), 7,30-7,20 (m, 2H),
6,97 (d, J=9,0, 2H), 4,13 (t, J=6,0, 2H), 2,97 (d,
J=11,7, 2H), 2,80 (t, J=6,0, 2H), 2,11 (dt, J=11,7,2,2,
2H), 1,67 (s, 2H), 1,34 (br s, 1H), 1,28 (dt, J=12,2,
3,4, 2H), 0,94 (d, 5=6,2, 3H).

Mpuknap 59

G’\,/ i H
1-{2-[4-(6eH300KCa30n-2-inoKcu)-heHoKCH]-
eTun}-4-(4-xnopo-eHin)-ninepuaunH-4-on.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 13 3 BukopucTtaHHaM 4-(4-
xropo-ceHin)-ninepuauH-4-ony. MC (ESI): pospax.
mMaca ansa CosH25CIN2O4, 464,15; m/z 3HangeHo,
4651 [M+H]". "H AMP (400Mru, CDCls): 7,54-7,42
(m, 4H), 7,37-7,31 (m, 4H), 7,29-7,21 (m, 2H), 7,03-
6,98 (m, 2H), 4,16 (t, J=5,8, 2H), 2,93-2,89 (m, 4H),
2,62 (dt, J=12,2, 2,4, 2H), 2,21-2,14 (m, 2H), 1,78-
1,74 (m, 2H), 1,56 (br s, 1H).

Mpuknap 60
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1-{2-[4-(6eH300KCca30n-2-inokcu)-heHOKCH]-eTHI-
4-(4-6pomo-cbeHin)-ninepuanH-4-on.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 13 3 BukopucTtaHHaM 4-(4-
6pomo-dpeHin)-ninepuann-4-ony. MC (ESI): pospax.
Maca Aans CzestBrNZO4, 508,10; m/z 3HageHo,
509,1 [M+H]". "H AMP (400Mlu, CDCl3): 7,55-7,47
(m, 3H), 7,44-7,39 (m, 3H), 7,37-7,31 (m, 2H), 7,30-
7,19 (m, 2H), 7,02-6,98 (m, 2H), 4,17 (t, J=5,7, 2H),
2,94-2,89 (m, 4H), 2,62 (dt, J=12,2, 2,4, 2H), 2,21-
2,13 (m, 2H), 1,78-1,74 (m, 2H), 1,56 (br s, 1H).

Mpuknapg 61
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1-{2-[4-(6eH300KCa30n-2-inokcu)-heHoKeu]-
etun}-4-(4-xnopo-3-TpudTopomMeTnn-deHin)-
ninepnanH-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 13 3 BukopucTtaHHaM 4-(4-
Xropo-3-TpudTopomeTun-ceHin)-ninepuanH-4-ony.
MC (ESI): pospax. maca ana CorH24CIF3N2Os,
532,14; m/z 3HanmpgeHo, 533,1 [M+H]+. H AmP
(400Mly, CDCl3): 7,89 (d, J=2,1, 1H), 7,62 (dd,
J=8,4, 2,1, 1H), 7,51-7,41 (m, 3H), 7,33-7,21 (m, 4H),
6,99-6,95 (m, 2H), 4,14 (t, J=5,7, 2H), 2,94-2,89 (m,
4H), 2,65-2,59 (m, 2H), 2,21-2,13 (m, 4H), 1,74 (br s,
1H).

Mpuknag 62

ST JOR0

1-{2-[4-(6enaookca3zon-2-inokcu)-peHoken3-
eTnn}-4-6eH3un-ninepuanH-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa [Npuknagy 13 3 BUKOPUCTaHHAM  4-
6eH3un-ninepuanH-4-ony. MC (ESI): pospax. maca
ans  Co7HzsN2O4, 444,20; m/z 3HanpgeHo, 445,1
[M+H]". "H SIMP (400Mr, CDCls): 7,53-7,50 (m, 1H),
7,43-7,40 (m, 1H), 7,53-7,21 (m, 10H), 7,01-6,95 (m,
2H), 4,12 (t, J=5,9, 2H), 2,84 (t, J=5,8, 2H), 2,78-2,76
(m, 4H), 2,47 (dt, J=11,6, 2,4, 2H), 1,83-1,75 (m, 2H),
1,59-1,53 (m, 2H).

Mpuknap 63

oS

{2-[4-(6eH300KCa30mM-2-inokcu)-eHokeul-eTun}-
LIMKINOrekCcumn-MeTun-amiH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 13 3 BUKOPUCTaHHAM UMKMOre-
kcun-metun-amivy. MC (ESI): pospax. maca ans
C22H26N203, 366,19; m/z 3sHangeHo, 367,3 [M+H]+. H
AMP (400Mly, DMSO-ds): 7,62 (dd, J=6,2, 2,0, 1H),
7,50 (dd, J=6,1, 2,1, 1H), 7,42 (d, J=9,1, 2H), 7,35-
7,25 (m, 2H), 7,03 (d, J=9,1, 2H), 4,04 (t, J=6,1, 2H),
2,79 (t, J=6,1, 2H), 2,45-2,32 (m, 1H), 1,73 (d, J=7,9,
4H), 1,57 (d, J=12,2, 2H), 1,30-1,12 (m, 4H), 1,10-
1,00 (m, 1H).

Mpuknag 64
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{2-[4-(6eH300KCa30mM-2-inokcu)-peHokeul-eTun}-
uuknonponinMeTun-nponin-amiH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 13 3 BUKOPUCTaHHAM LMKON-
poninmeTtun-nponin-amivy. MC (ESI): pospax. maca
ansa  CooHzeN2Os, 366,19; m/z 3HanmpeHo, 367,3
[M+H]". "H SIMP (400Mr, CDCls): 7,52-7,50 (m, 1H),
7,44-7,41 (m, 1H), 7,33-7,21 (m, 4H), 6,99-6,95 (m,
2H), 4,09 (t, J=6,2, 2H), 3,01 (t, J=6,2, 2H), 2,64-2,59
(m, 2H), 2,49 (d, J=6,3, 2H), 1,60-1,50 (m, 2H), 0,92
(t, J=7,3, 4H), 0,55-0,52 (m, 2H), 0,16-0,13 (m, 2H).

Mpuknag 65

ST
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{2-[4-(6eH300KCa30m-2-inokcu)-eHokeul-eTun}-
6yTUn-eTUn-amix.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa lMNpuknagy 13 3 BUKOpUCTaHHAM OyTwn-
etun-amiy. MC  (ESI): pospax. wmaca pans
C21H26N203, 354,19; m/z 3HangeHo, 355,2 [M+H]+. H
AMP (400Mrlu, CDCls): 7,41 (d, J=7,2, 1H), 7,32 (dd,
J=7,3, 1,6, 1H), 7,22 (d, J=9,1, 1H), 7,18-7,10 (m,
2H), 6,87 (d, J=9,1, 2H), 4,02 (br s, 2H), 2,85 (br s,
2H), 2,61 (br s, 2H), 2,49 (br s, 2H), 1,42 (br s, 2H),
1,31-1,19 (m, 2H), 1,05 (br s, 3H), 0,83 (t, J=7,3, 3H).

Mpuknag 66

<ra, S

2-({2-[4-(6eH300kca3zon-2-inokcu)-geHokeu]-
eTun}-6eH3un-amMiHo)-eTaHon.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 13 3 BUMKOPUCTaHHAM OeH3n-
namiHo-etaHony. MC (ESI): pospax. maca pgns
C24H24N204, 404,17; m/z 3HangeHo, 405,2 [M+H]+. H
AMP (400MTl'u, CDsOD): 7,46-7,37 (m, 3H), 7,33 (d,
J=16,9, 2H), 7,29-7,00 (m, 6H), 6,95 (d, J=6,9, 2H),
4,06 (t, J=5,8, 2H), 3,76 (s, 2H), 3,64 (t, J=6,2, 2H),
2,95 (d, J=5,8, 2H), 2,76 (t, J=6,1, 2H).

Mpuknap 67

atgeoNSas

2-{4-[2-(4-6eH3un-ninepmaunH-1-in)-eTokcu]-
deHokcm}-6eH300Kca3orn.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa [Npuknagy 13 3 BUKOPUCTaHHAM  4-
6eH3un-ninepuanHy. MC (ESI): pospax. maca ans
C27H28N203, 428,21; m/z 3HanaeHo, 429,1 [M+H]+ H
AMP (400Mly, CDCls): 7,53-7,50 (m, 1H), 7,44-7,41
(m, 1H), 7,33-7,15 (m, 9H), 6,98-6,95 (m, 2H), 4,11 (4,
J=6,0, 2H), 3,01-2,96 (m, 2H), 2,79 (t, J=6,0, 2H),
2,55 (d, J=7,0, 2H), 2,09-2,02 (m, 2H), 1,67-1,64 (m,
2H), 1,59-1,51 (m, 1H), 1,40-1,29 (m, 2H).

Mpuknap 68

@CE/QO\O/‘V 'O\/DH

(1-{2-[4-(6eH300KCa301-2-inoKcH)-hEHOKCHI-
eTun}-ninepuanH-3-in)-metaHorn.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lNpuknagy 13 3 BUKOpPUCTaHHAM ninepu-
AvH-3-in-metaHony. MC (ESI): pospax. maca gns
C21H24N204, 368,17; m/z 3HangeHo, 369,4 [M+H]+. H
AMP (400Mly, CDCls): 7,55-7,52 (m, 1H), 7,48-7,44
(m, 1H), 7,38-7,23 (m, 4H), 7,05-6,99 (m, 2H), 4,23 (4,
J=5,6, 2H), 3,71 (dd, J=10,7, 5,1, 1H), 3,59 (dd,
J=10,6, 6,4, 1H), 3,09 (br d, J=9,7, 1H), 2,94 (t, J=5,6,
2H), 2,42 (t, J=9,1, 1H), 2,29 (t, J=9,3, 1H), 2,24-1,98
(m, 2H), 2,00-1,90 (m, 1H), 1,90-1,80 (m, 1H), 1,80-
1,71 (m, 2H), 1,20-1,10 (m, 1H).

Mpuknag 69

R BuoN

2-({2-[4-(6eH300kca3zon-2-inokcu)-deHokeu]-
eTun}-nponin-amiHo)-eTaHor.
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TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa [Npuknagy 13 3 BUKOPUCTaHHAM  2-
nponinamiHo-eTaHony. MC (ESI): pospax. maca ans
CaoH24N204, 356,17; m/z 3HaitaeHo, 357,3 [M+H]". 'H
AMP (400MIy, DMSO-ds): 7,62 (dd, J=6,2, 2,0, 1H),
7,50 (dd, J=6,1, 2,1, 1H), 7,42 (d, J=9,1, 2H), 7,35-
7,25 (m, 2H), 7,03 (d, J=9,1, 2H), 4,31 (t, J=5,4, 1H),
4,04 (t, J=6,0, 2H), 3,46 (q, J=6,4, 2H), 2,85 (t, J=6,0,
2H), 2,59 (t, J=6,5, 2H), 2,51-2,48 (m, 2H), 1,41 (q,
J=7,4, 2H), 0,84 (t, J=7,3, 3H).

Mpuknap 70

At oS OQ

1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokcul-eTun}-
4-peHin-ninepuanH-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-

aypoto ans MNpuknagy 17 3 BUKOPUCTaHHAM 4-GoeHin-
ninepugunH-4-ony. MC (ESI): pospax. maca AN
C26H26N203S 446,17; m/z sHaigeHo, 447,2 [M+H]".
'H AAMP (400Mry, CDCls): 7,74 (d, J=8,1, 1H), 7,66
(d, J=74, 1H), 7,54 (d, J=7,6, 2H), 7,42-7,35 (m, 3H),
733-7,22 (m, 4H), 6,99 (d, J=9,0, 2H), 4,19 (t, J=5,8,
2H), 2,98-2,86 (m, 4H), 2,65 (dt, J=13,8, 2,1, 2H),
2,24 (dt, J=13,4, 4,5, 2H), 1,80 (dd, J=14,1, 2,2, 2H).

Mpuknag 71

O
O Moy

{2-[4-(6eH30Tia3on-2-inokcu)-eHoken]-eTnn}-
LIMKNOrekcun-eTun-amiH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-

aypoto ans MNpuknagy 17 3 BUKOPUCTaHHAM LMKMOre-
kcun-etun-amivy. MC (ESI): pospax. maca AN
ngHngZOZS 396,19; m/z aHaiigeHo, 397,2 [M+H]".
'H AMP (400Mru, CDCl3): 7,74 (d, J=8,1, 1H), 7,65
(d, J=7,9, 1H), 7,39 (t, J=7,9, 4H), 7,30-7,20 (m, 4H),
6,96 (d, J=8,9, 2H), 3,98 (t, J=6,8, 2H), 2,89 (t, J=6,8,
2H), 2,66 (q, J=7,1, 2H), 2,55-2,50 (m, 1H), 1,82 (t,
J=7,7, 4H), 1,65 (d, J=11,9, 1H), 1,30-1,18 (m, 4H),
1,09 (t, J=7,2, 4H).

Mpuknag 72

5.0
aigeSuer
N 0/\/N
1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokcul-eTun}-
4-(4-xnopo-eHin)-ninepuamH-4-on.

TuTynbHY Cnonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa lNpuknagy 17 3 BUKOpUCTaHHsSM 4-(4-
xropo-ceHin)-ninepuauH-4-ony. MC (ESI): pospax.
mMaca ana CosHasCIN3OsS, 480,13; m/z 3HangeHo,
4811 [M+H]". "H SIMP (400Mru, CDCl): 7,74 (d,
J=7,6, 1H), 7,66 (dd, J=7,9, 0,8, 1H), 7,49-7,45 (m,
2H), 7,41-7,42 (m, 6H), 7,01-6,97 (m, 2H), 4,18 (t,
J=5,8, 2H), 2,96-2,89 (m, 4H), 2,63 (dt, J=12,1, 2,4,
2H), 2,21-2,14 (m, 2H), 1,79-1,74 (m, 2H), 1,56 (br s,
1H).

Mpuknap 73

SO

Cl
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{2-[4-(6eH30Tia3on-2-inokcu)-deHoken]-eTnn}-
anbyTun-amiH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 17 3 BUKOPUCTaHHAM AMOYTWI-
amiHy. MC (ESI): pospax. maca gns CstsoNzOzS
398,20; m/z 3HaitgeHo, 399,2 [M+H]". 'H AMmP
(400Mrlu, CDCl3): 7,63 (d, J=8,1, 1H), 7,55 (d, J=7,9,
1H), 7,28 (i, J=7,7, 1,3, 1H), 7,20-94 7,13 (m, 3H),
6,85 (d, J=12,8, 2H), 3,96 (dt, J=5,6, 2H), 2,80 (m,
2H), 2,43 (m, 4H), 1,38 (m, 4H), 1,22 (m, 4H), 0,83 {t,
J=7,3, 6H).

Mpuknag 74

o,

1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokcul-eTun}-
4-(4-6pomo-cbeHin)-ninepuaunH-4-on.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa lNpuknagy 17 3 BUKOpUCTaHHSM 4-(4-
6pomo-dpeHin)-ninepuann-4-ony. MC (ESI): pospax.
Maca Aans C26H258I'N2038 524,08; m/z 3HaigeHo,
525,1 [M+H]". "H AMP (400Mry, CDCls): 7,74 (dd,
J=8,0, 0,6, 1H), 7,67 (dd, J=8,0, 0,8, 1H), 7,53-7,47
(m, 2H), 7,43-7,37 (m, 3H), 7,30-7,22 (m, 3H), 7,01-
6,98 (m, 2H). 4,17 (t, J=5,8, 2H), 2,94-2,89 (m, 4H),
2,63 (dt, J=12,1, 2,5, 2H), 2,21-2,14 (m, 2H), 1,76
(dd, J=14,2, 2,6, 2H), 1,56 (br s, 1H).

Mpuknag 75
ci

G
N 0/\/N

1-{2-[4-(6eH30Tia3on-2-inokcu)-geHokcul-eTun}-
4-(4-xnopo-3-TpudTopomeTun-geHin)-ninepnanH-4-
on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa lNpuknagy 17 3 BUKOpUCTaHHSM 4-(4-
Xropo-3-TpudTopomeTun-ceHin)-ninepuanH-4-ony.
MC (ESI): pospax. maca pgns Cz7H24CIF3N203S
548,11; m/z 3HaitgeHo, 549,1 [M+H]". 'H AMmP
(400Mrlu, CDCl3): 7,89 (d, J=2,1, 1H), 7,62-7,48 (m,
4H), 7,41-7,37 (m, 1H), 7,30-7,24 (m, 3H), 7,01-6,97
(m. 2H), 4,17 (t, J=5,8, 2H), 2,94-2,91 (m, 6H), 2,66-
2,59 (m, 2H), 2,22-2,15 (m, 2H), 1,83 (br s, 1H).

Mpuknap 76

{:\;_IO\@\O/\/O(O:@

1-{2-{4-(6eH30Tiazon-2-inokcun)-ceHokcn]-eTnn}-
4-6eH3un-ninepnanH-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana [lpuknagy 17 3 BUKOpUCTaHHAM 4-
6eH3un-ninepuanH-4-ony. MC (ESI): pospax. maca
ans Cz7HZSCIF3N203S 460,18; m/z 3HanageHo, 461,2
[M+H]*. 'H AIMP (400Mru, CDCls): 7,74 (d, J=8,0,
1H), 7,66 (d, J=7,7, 1H), 7,41-7,23 (m, 9H), 6,99-6,94
(m, 2H), 4,13 (t, J=5,9, 2H), 4,84 (t, J=5,9,2H), 2,78
(m, 4H), 2,50-2,45 (m, 2H), 1,83-1,76 (m, 2H), 1,59-
1,52 (m, 2H), 1,23 (br s, 1H).

Mpuknag 77

ST
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2-[4-(2-a3eTnanH-1-in-etokcn)-eHoKem]-
6eH3o0kcason.

TuTynbHY Cnonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 21 3 BUKOpUCTaHHAM a3eTuau-
Hy. MC (ESI): po3pax. maca AN C18H18N203, 310,13;
m/z 3uangeHo, 311,2 [M+H]". 'H SMP (400Mru,
DMSO-dg): 7,61 (d, J=7,0, 2H), 7,48 (d, J=7,0, 2H),
7,41 (d, J=9,1, 2H), 7,32-7,24 (m, 2H), 7,00 (d, J=6,9,
2H), 3,93 (t, J=5,6, 2H), 3,18 (t, J=6,9, 4H), 2,70 (t,
J=5,6, 2H), 1,97 (t, J=6,9, 2H).

Mpuknag 78

S, 0

N-(1-{2-[4-(6eH300KCa30-2-inokcu)-peHoKcH]-
eTun}-ninepuaunH-4-in)-2-cpexin-auetamia,.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 22 3 BUKOPUCTaHHAM 2-GoeHin-
N-ninepuauH-4-in-auetamigy Ta 2-x110po-
6eH3ookcaszony. MC (ESI): pospax. mMaca Aans
CasH20N304, 471,22; m/z 3HaitaeHo, 472,5 [M+H]". 'H
AMP (400Mly, CDCls): 7,55-7,51 (m, 1H), 7,47-7,43
(m, 1H), 7,41-7,23 (m, 9H), 7,00-6,95 (m, 2H), 5,28
(br d, J=7,8, 1H), 4,10 (t, J=5,7, 2H), 3,90-3,80 (m,
1H), 3,60 (s, 2H), 2,89 (br d, J=11,5, 2H), 2,81 (t,
J=5,8, 2H), 2,28 (dt, J=11,6, 2,2, 2H), 1,92 (br dd,
J=12,6, 2,3, 2H), 1,46-1,37 (m, 2H).

Mpuknag 79

@i\f(o@\o/\ﬁo\nﬂ\/

1-{2-[4-(6eH300KCca30n-2-inokcu)-heHoKeK]-
eTun}-ninepnanH-3-kapboHoBa  KUCMoTa, EeTUIOBUN
edip.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto anga lMpuknagy 22 3 BUKOPUCTAHHAM ninepu-
AnH-3-kapboHOBOI KMCroTK, eTurnosoro edipy, Ta 2-
xnopo-6eH3ookcasony. MC (ESI): po3pax. maca ans
C23H26N20s, 410,18; m/z 3HaitneHo, 411,4 [M+H]". 'H
AMP (400Mly, CDCls): 7,56-7,52 (m, 1H), 7,47-7,43
(m, 1H), 7,37-7,32 (m, 2H), 7,32-7,23 (m, 2H), 7,02-
6,98 (m, 2H), 4,18 (q, J=7,1, 2H), 4,15 (t, J=5,9, 2H),
3,14 (br d, J=8,2,1H), 2,96-2,82 (m, 3H), 2,65 (it,
J=10,6, 3,7, 1H), 2,37 (t, J=10,7, 1H), 2,20 (dt,
J=10,9, 2,7, 1H), 2,03-1,97 (m, 1H), 1,82-1,75 (m,
1H), 1,73-1,60 (m, 1H), 1,54-1,45 (m, 1H), 1,30 (t,

J=7,2, 3H).
()

Mpuknap 80
5. 0
1RGP S]
o ~N
1'-{2-[4-(6eH300KCca3on-2-inokcu)-heHoKkeu]-
etnn}-[1,4']6ininepuauH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana [lpuknagy 22 3 BUKOPUCTaHHAM 4-
ninepuguHin-ninepuaudy. MC (ESI): pospax. maca
ans 025H31N3028 437,21; m/z 3HampeHo, 438,4
[M+H]*. 'H AMP (400Mru, CDCl3): 7,77 (d, J=8,0,
1H), 7,69 (d, J=7,0, 1H), 7,42 (d t, J=7,1, 1,1, 1H),
7,35-7,26 (m, 3H), 7,04-6,97 (m, 2H), 4,15 (t, J=5,9,
2H), 3,11 (br d, J=11,7, 2H), 2,84 (t, J=6,0, 2H), 2,57
(br s, 2H), 2,40-2,30 (m, 1H), 2,16 (dt, J=11,7, 1,6,
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1H), 1,85 (br d, J=12,1, 2H), 1,75-1,59 (m, 8H), 1,52-
1,40 (m,2H).
Mpuknag 81

i faiioe

(1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokeu]-eTun}-
ninepuanH-4-in)-meTtaHorn.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto anga lMpuknagy 17 3 BUKOPUCTaHHAM ninepu-
OvH-4-in-meTtaHony. MC (ESI): pospax. maca AN
C21H24N203S 384,15; m/z 3naiineHo, 385,1 [M+H]".
'H AMP (400Mru, CDCls): 7,75-7,73 (m, 1H), 7,41-
7,37 (m, 1H), 7,31-7,36 (m, 3H), 6,98-6,95 (m, 2H),
4,13 (t, J=5,9, 2H), 3,52 (t, J=5,4, 2H), 3,10-3,03 (m,
2H), 2,83 (i, J=5,9, 2H), 2,14 (dt, J=11,8, 2,4, 2H),
1,78-1,75 (m, 2H), 1,58-1,52 (m, 2H), 1,37-1,30 (m,
2H).

Mpuknapg 82

ST OTG

N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHokcu]-
eTun}-ninepuaunH-4-in)-2-cpexin-auetamia.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 22 3 BUKOPUCTaHHAM 2-GoeHin-
N-ninepuauH-4-in-auetamigy. MC (ESI): pospax. ma-
ca ana CosHooN3OsS, 487,19; m/z 3HanpeHo, 488,2
[M+H]". "H AMP (400Mry, CDCls): 7,78 (dd, J=8,0,
0,6, 1H), 7,69 (dd, J=7,9, 0,7, 1H), 7,45-7,24 (m, 9H),
7,00-6,88 (m, 2H), 5,33 (d, J=7,9,1H), 4,10 (t, J=5,8,
2H), 3,90-3,79 (m, 1H), 3,60 (s, 2H), 2,88 (d, J=11,7,
2H), 2,80 (i, J=5,7, 2H), 2,27 (dt, J=11,6, 2,2, 2H),
1,92 (dd, J=12,7, 3,6, 2H), 1,39 (dq,J=11,1, 3,8, 2H).

Mpuknap 83

5% QT Y

1'-{2-[4-(6eH30Tia3on-2-inokcu)-peHokeu]-eTun}-
[1,4'] ininepuaunHin-2-oH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto  ana [puknagy 22 3 BUKOPUCTaHHSM
[1,46ininepuauHin-2-oHy. MC (ESI): pospax. maca
ansa  CasHooN3O3S, 451,59; m/z 3HanpeHo, 4524
[M+H]". "H AMP (400MI'u, DMSO-ds): 7,91 (d, J=7.4,
w, 7,67 (d, J=7,4, 1H), 7,45-7,32 (m, 4H), 7,06 (d,
J=9,0, 2H), 4,35-4,15 (m, 1H), 4,10 (t, J=5,7, 2H),
3,15 (t, J=5,3, 2H), 3,00 (d, J=11,5, 2H), 2,71 (4,
J=5,7, 2H), 2,21 (t, J=6,5, 2H), 2,10 (t, J=11,5, 2H),
1,75-1,60 (m, 6H), 1,43 (d, J=10,0, 2H).

Mpuknag 84

Rineie

2-(4-{2-[4-(2-mopcboniH-4-in-eTnn)-ninepasuH-1-
in]-eTokcu}-cheHokcu)-6eH3oTiazon.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa lNpuknagy 22 3 BUKOPUCTaHHSM 4-(2-
ninepaavH-1-in-etun)-mopdoniny. MC (ESI): pospax.
mMaca ana CoasH3oN4O3S, 468,229; m/z 3HangeHo,
469,2 [M+H]". "H AMP (400MI, DMSO-ds): 7,91 (d,

0
/\/N\)
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J=7,9, 1H), 7,67 (d, J=7,9, 1H), 7,45-7,32 (m, 4H),

7,06 (d, J=9,1, 2H), 4,09 (t, J=5,8, 2H), 3,54 (t, J=4,6,

2H), 2,68 (t, J=5,7, 2H), 2,50-2,20 (br s, 16H).
Mpuknag 85

@S’E/O\Q/\@
N\/\Nﬁ

2-(4-{2-[4-(2-mopcboniH-4-in-eTvn}-ninepasuH-1-
in]-eTun}-cpeHokcn)-6eH3oTiazon.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 32 3 BUKOPUCTaAHHAM 4-(2-
ninepasavH-1-in-etun)-mopdoniHy. MC (ESI): pospax.
mMaca ans CosH3oN4O2S, 452,22; m/z 3HanaeHo, 453,2
[M+H]". "H AMP (400MIu, DMSO-ds): 7,92 (d, J=7.9,
1H), 7,67 (d, J=8,0, 1H), 7,68 (d, J=8,0, 1H), 7,45-
7,30 (m, 6H), 3,54 (t, J=4,5, 4H), 2,75 (t, J=8,3, 4H),
2,50-2,20 (br s, 16H).

Mpuknap 86

S0,

2-{4-[3-(4-beHin-ninepngnH-1-in)-nponokcu]-
deHokcm}-6eH300Kca3orn.

TuTynbHY Cnonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 17 3 BUKOPUCTaHHAM 4-doeHin-
ninepugnHy. MC  (ESI): pospax. maca Aans
Co7H28N203, 428,21; m/z 3HangeHo, 429,2 [M+H]+. H
AMP (400Ml'u, CD30D): 7,40-738 (m, 1H), 7,34-7,32
(m, 1H), 7,24 (d, J=9,1, 2H), 7,22-7,12 (m, 4H), 7,07
(t, J=7,0, 1H), 6,94 (d, J=9,1, 2H), 3,99 (t, J=6,1, 2H),
3,06 (d, J=11,7, 2H), 2,57 (t, J=7,6, 2H), 2,49 (m, 1H),
2,13 (t, J=11,6, 2H), 1,97 (m, 2H), 1,73 (m, 4H).

Mpuknag 87

A0

1-{3-[4-(6eH30Tiazon-2-inokcn)-cpeHokcu]-
nponin}-4-cexin-ninepuanH-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana [lpuknagy 27 3 BUKOPUCTaHHAM  2-
xnpobeH3oTiasony. MC (ESI): pospax. maca pans
C27H28N203S, 460,18; m/z 3HanpeHo, 461,2 [M+H]+.
'H AMP (400Mru, CDCls): 7,73 (d, J=8,1, 1H), 7,65
(d, J=7,8, 1H), 7,53 (d, J=8,2, 2H), 7,39-7,35 (m, 3H),
7,29-7,23 (m, 5H), 6,96 (d, J=9,1, 2H), 4,08 (t, J=6,2,
2H), 2,92 (m, 2H), 2,72-2,49 (m, 4H), 2,34-2,02 (m,
4H), 1,81 (d, J=12,3, 2H).

Mpuknag 88

AP0

1-{2-[4-(6eH300KCca3on-2-inokcu)-eHin]-eTnn}-4-
eHin-ninepnanH-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 29 3 BUKOPUCTaHHAM 4-doeHin-

CH

H
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ninepugunH-4-ony. MC (ESI): pospax. maca ans
C26H26N203, 414,51; m/z 3HangeHo, 415,1 [M+H]+. H
AMP (400Mly, CDCls): 7,56-7,51 (m, 3H), 7,45-7,32
(m, 6H), 7,30-7,22 (m, 4H), 2,96-2,89 (m, 2H), 2,74-
2,69 (m, 2H), 2,61-2,54 (m, 2H), 2,26-2,18 (m, 2H),
1,84-1,79 (m, 2H), 1,62 (br s, 1H).

Mpuknag 89

0.
N L

{2-[4-(6eH300KCa30m-2-inokcn)-heHin]-eTu}-
LIMKNOrekcun-eTun-amiH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 29 3 BUKOPUCTaHHAM UMKROre-
kcun-etun-amivy. MC (ESI): pospax. maca ans
Ca3H2sN20,, 364,22; m/z 3HangeHo, 365,1 [M+H]+. H
AMP (400MTl'u, CDCIs): 7,51 (d, J=7,8, 1H), 7,41 (d,
J=7,6, 1H), 7,33-7,18 (m, 6H), 2,80-2,68 (m, 4H), 2,64
(dd, J=6,8, 7,04, 2H), 2,58-2,50 (m, 1H), 1,80 (4,
J=8,8, 4H), 1,63 (d, J=12,3, 1H), 1,22 (dd, J=9,8,
8,4,4H), 1,08 (t, J=7,0, 4H).

Mpuknag 90

OTO
OF Thny

2-[4-(2-niponianH-1-in-etun)-geHokcu]-
6eH3o0kcason.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 29 3 BUKOPUCTaHHAM niponiaun-
Hy. MC (ESI): po3pax. maca ans C1oH20N20,, 308,15;
m/z 3HanaeHo, 309,1 [M+H]+. "H amp (400MTwu,
CDCls): 7,51 (d, J=7,6, 1H), 7,42 (d, J=7,2, 1H), 7,35-
7,20 (m, 6H), 2,90-2,84 (m, 2H), 2,75-2,68 (m, 2H),
2,62-2,55 (m, 4H), 1,85-1,79 (m, 4H).

Mpuknag 91
Q0.0
LA G N
e
2-[4-(2-a3enaH-1-in-etun)-ceHokcu]-
6eH3o0kcason.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 29 3 BUKOPUCTAHHSAM a3enaHy.
MC (ESI): pospax. maca ans C21H24N20,, 336,18; m/z
3HaiigeHo, 337,1 [M+H]". "H AMP (400Mryu, CDCls):
7,50 (d, J=7,6, 1H), 7,39 (d, J=7,8, 1H), 7,33-7,17 (m,
6H), 2,84-2,73 (m, 4H), 2,71 (t, J=5,3, 4H), 1,71-1,57
(m, 8H).

Mpuknag 92

VO
C @

{2-[4-(6eH300KCa30m-2-inokcn)-heHin]-eTur}-
uuknonponinMeTun-nponin-amiH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto Ansa lMNpuknagy 29 3 BUKOPUCTaAHHAM LMKIIONM-
poninmeTtun-nponin-amivy. MC (ESI): pospax. maca
ansa  CaooHzsN20,, 350,20; m/z 3HampeHo, 351,1
[M+H]". 'H AAMP (400Mru, CDCl3): 7,50 (d, J=7,6,
1H), 7,39 (d, J=7,8, 1H), 7,33-7,17 (m, 6H), 2,85-2,74
(m, 4H), 2,56 (t, J=7,6, 2H), 2,43 (d, J=6,5, 2H), 1,56-
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1,44 (m, 2H), 0,90 (t, J=7,2, 4H), 0,51 (dd, J=7,8, 5,5,
2H), 0,13 (dd, J=7,8, 5,5, 2H).
Mpuknag 93

d mN/O\@\/\NK/\/\\/\

{2-[4-(6eH300KCa30m-2-inoKkcK)-heHin]-eTur}-
anbyTun-amiH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 29 3 BUKOPUCTaHHAM AMOyTWI-
amiHy. MC (ESI): pospax. maca ana CisHzoN20,
366,23; m/z 3HanpeHo, 367,2 [M+H]+. 'H ampP
(400Mrlu, CDCl3): 7,51 (d, J=7,4, 1H), 7,39 (d, J=7,6,
1H), 7,37-7,17 (m, 6H), 2,80-2,66 (m, 4H), 2,49 (t,
J=7,3,4H), 1,50-1,40 (m, 4H), 1,37-1,26 (m, 4H), 0,93
(t, J=7,2, 6H).

Mpuknag 94

sl O\AQ

1-{2-[4-(6eH300KCca3on-2-inokcu)-ceHin]-eTnn}-
ninepnanH-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana [lpuknagy 29 3 BUKOPUCTaHHAM 4-
rigpokcuninepuamHy. MC (ESI): pospax. maca ans
C20H22N203, 338,16; m/z 3sHangeHo, 339,4 [M+H]+. H
AMP (400MTl'u, CDCIs): 7,50 (d, J=7,6, 1H), 7,39 (d,
J=7,6, 1H), 7,34-7,16 (m, 6H), 3,72-3,63 (m, 1H), 3,29
(br s, 1H), 2,91-2,78 (m, 4H), 2,63-2,56 (m, 2H), 2,21
(t, J=10,0, 2H), 1,96-1,86 (m, 2H), 1,70-1,57 (m, 2H).

Mpuknag 95

Sy

1-{2-[4-(6eH30Tia3on-2-inokcn)-derin]-etun}-4-
eHin-ninepnanH-4-on.

TuTynbHY Cnonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 30 3 BUKOPUCTaHHAM 4-ddeHirn-
ninepugunH-4-ony. MC (ESI): pospax. maca pans
C26H26N203S, 430,57; m/z 3HanpeHo, 431,4 [M+H]+.
'H AMP (400Mr'u, CDCly): 7,76-7,74 (m, 1H), 7,67
(dd, J=8,0, 0,7, 1H), 7,56-7,53 (m, 2H), 7,42-7,36 (m,
3H), 7,33-7,26 (m, 6H), 2,96-2,86 (m, 4H), 2,75-2,71
(m, 2H), 2,64-2,56 (m, 2H), 2,27-2,18 (m, 2H), 1,86-
1,80 (m, 2H), 1,67-1,66 (br m, 2H).

Mpuknap 96
0.0
G UN
N N
O\
Q
1-{2-[4-(6eH300Kca3on-2-inokcu)-ceHin]-eTnn}-
ninepuanH-4-kapboHoBa kucnota, MeTunosuii edip.
TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto anga lMpuknagy 29 3 BUKOPUCTaHHAM ninepu-
OvH-4-kapboHOBOI kncnotu, metunosoro edipy. MC
(ESI): pospax. maca ansi CH24N204, 380,17; m/z
3HaiigeHo, 381,4 [M+H]". "H AMP (400Mry, CDCls):
7,50 (d, J=8,1, 1H), 7,39 (d, J=8,1, 1H), 7,34-7,16 (m,

H
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6H), 3,67 (s, 3H), 2,97-2,90 (m, 2H), 2,84-2,78 (m,

2H), 2,60-2,55 (m, 2H), 2,35-2,25 (m, 1H), 2,10 (t,

J=11.,4, 2H), 1,96-1,88 (m, 2H), 1,84-1,73 (m, 2H).
Mpuknag 97

SW/O
O Ty

2-[4-(2-niponianH-1-in-etun)-geHokcu]-
6eH3oTiazon.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana MNpuknagy 30 3 BUKOpPUCTaHHAM niponian-
Hy. MC (ESI): pospax. maca ana CigH2N20S,
324,13; m/z 3HampeHo, 325,3 [M+H]+. H AmP
(400Mrlu, CDCl3): 7,73 (d, J=8,0, 1H), 7,65 (d, J=8,0,
1H), 7,38 (t, J=7,2, 1H), 7,31-7,22 (m, 5H), 2,91-2,83
(m, 2H), 2,77-2,69 (m, 2H), 2,64-2,55 (m, 4H), 1,87-
1,77 (m, 4H).

Mpuknag 98

SO,

2-[4-(2-a3enaH-1-in-etun)-ceHokcu]-
6eH3oTiazon.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 30 3 BUKOPUCTaHHAM asenaHy.
MC (ESI): pospax. maca ana Cz1H24N20S, 352,16;
m/z 3HanpeHo, 353,4 [M+H]+. H amp (400MTwu,
CDCls): 7,73 (d, J=8,0, 1H), 7,65 (d, J=8,0, 1H), 7,37
(t, J=7,4, 1H), 7,30-7,22 (m, 5H), 2,87-2,80 (m, 8H),
1,73-1,57 (m, 8H).

Mpuknag 99

O
Cr &

{2-[4-(6eH30Tia3o n-2-inokcwn)-deHin]-etnn}-
uuknonponinMeTun-nponin-amiH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 30 3 BUKOPUCTaHHAM LMKMON-
poninmeTtun-nponin-amivy. MC (ESI): pospax. maca
ansa  CaHosN2OS, 366,18; m/z 3HanpgeHo, 367,4
[M+H]". 'H AMP (400Mru, CDCl3): 7,73 (d, J=8,6,
1H), 7,65 (d, J=8,2, 1H), 7,38 (t, J=8,6,1H), 7,30-7,22
(m, 5H), 2,87-2,76 (m, 4H), 2,57 (t, J=7,6, 2H), 2,44
(d, J=6,5, 2H), 1,56-1,45 (m, 2H), 0,90 (t, J= 7,4, 4H),
0,52 (dd, J=7.8, 5,5, 2H), 0,14 (dd, J=5,7, 5,1, 2H).

Mpuknag 100

@S’\I(O\Q\/\C\/\

{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
anbyTun-amiH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 30 3 BUKOPUCTaHHSAM AnbyTun-
amiHy. MC (ESI): pospax. maca ans CasH3oN20S,
382,21; m/z 3HanpeHo, 383,4 [M+H]+. H AmP
(400Mrlu, CDCl3): 7,73 (d, J=8,2, 1H), 7,65 (d, J=8,2,
1H), 7,38 (t, J=8,2, 1H), 7,30-7,22 (m, 5H), 2,82-2,67
(m, 4H), 2,51 (t, J=7,2, 4H), 1,50-1,40 (m, 4H), 1,37-
1,25 (m, 4H), 0,93 (t, J=7,2, 6H).
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Mpuknag 101

5.0
Q.
” O

2-[4-(2-ninepuanH-1-in-etun)-gpeHokcu]-
6eH3oTiazon.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lNpuknagy 30 3 BUKOpUCTaHHAM ninepu-
avHy. MC (ESI): pospax. maca gns ConzzNzOS
338,48; m/z sHaitgeHo, 339,3 [M+H]". 'H amP
(400Ml'u, CD3OD): 7,76-7,73 (m, 1H), 7,64-7,61 (m,
1H), 7,42-7,25 (m, 6H), 2,88-2,83 (m, 2H), 2,60-2,52
(m, 6H), 1,66-1,61 (m, 4H), 1,53-1,45 (m, 2H).

Mpuknag 102
o]
S\”/ \©\/\
“ @
OH
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTm}-
ninepnanH-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa [Npuknagy 30 3 BUKOPUCTaHHAM 4-
rigpokcuninepuamHy. MC (ESI): pospax. maca AN
ConzzNzOzS 354,14; m/z anHaiigeHo, 355,3 [M+H]".

'H AAMP (400Mry, CDCls): 7,73 (d, J=8,2, 1H), 7,64
(d, J=8,0, 1H), 7,37 (t, J=8,2, 1H), 7,29-7,20 (m, 5H),
3,75-3,65 (m, 1H), 2,92-2,79 (m, 4H), 2,76 (br s, 1H),
2,65-2,55 (m, 2H), 2,21 (t, J=10,0, 2H), 1,98-1,87 (m,
2H), 1,70-1,57 (m, 2H).

Mpuknag 103

5.0

N N
SN
c

1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTu}-
ninepuanH-4-kapboHoBa kucnota, MeTunosuii edip.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMNpuknagy 30 3 BUKOpUCTaHHAM ninepu-
OvH-4-kapboHOBOI kncnotu, metunosoro edipy. MC
(ESI): pospax. maca ana CiooH24N203S, 396,15; m/z
3HaiigeHo, 397,4 [M+H]". "H AMP (400Mru, CDCls):
7,73 (d, J=8,3, 1H), 7,66 (d, J=8,3, 1H), 7,38 (t, J=8,3,
1H), 7,29-7,23 (m, 5H), 3,69 (s, 3H), 3,00-2,93 (m,
2H), 2,87-2,80 (m, 2H), 2,63-2,56 (m, 2H), 2,38-2,28
(m, 1H), 2,11 (t, J=11,1, 2H), 1,98-1,91 (m, 2H), 1,86-

1,74 (m, 2H).
N
NH,

Mpuknap 104
S._-G
2RSS
N
0

1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTm}-
ninepuanH-4-kapboHoBa K1cnoTa, amig.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lNpuknagy 31 3 BUKOpUCTaHHAM ninepu-
AvH-4-kapboHoBoi kucnotn, amigy. MC (ESI): pospax.
mMaca ,D,J'Iﬂ C21H23N30.S, 381,15; m/z 3HangeHo, 382,3
[M+H]". "H AMP (400Mry, CDCls): 7,78 (dd, J=8,1,
0,4, 1H), 7,71 (dd, J=7,9, 0,7, 1H), 7,43 (dt, J=7,5,
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2,3, 1H), 7,35-7,25 (m, 5H), 5,51 (br d, J=26,0, 1H),
3,09 (br d, J=11,7, 2H), 2,87 (dd, J=8,3, 7,6, 2H), 2,65
(dd, J=8,5, 5,4, 2H), 2,29-2,18 (m, 1H), 2,13 (4,
J=11,4, 2H), 1,98 (br d, J=11,2, 2H), 1,87-1,77 (m,
2H).
I'IpMKna,u, 105
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTmn}-
ninepuanH-3-kapboHoBa kucnoTa, eTnnosuin edip.
TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lNpuknagy 31 3 BUKOpUCTaHHAM ninepu-
AnH-3-kapboHoBOi KMCnoTKh, eTurnosoro edipy. MC
(ESI): pospax. maca ana Ca3HeN203S, 419,17; m/z
3HaiigeHo, 411,4 [M+H]". "H AMP (400Mry, CDCls):
7,77 (d, J=8,0, 1H), 7,70 (dd, J=7,9, 0,5, 1H), 7,42 (dt,
J=7,5, 1,3, 1H), 7,34-7,27 (m, 5H), 4,18 (q, J=7,1,
2H), 3,13 (br d, J=8,8, 1H), 2,92-2,85 (m, 2H), 2,70-
2,59 (m, 2H), 2,30 (t, J=10,7, 1H), 2,13 (dt, J=10,9,
2,7, 1H), 2,04-1,97 (m, 1H), 1,84-1,76 (m, 1H), 1,71-
1,59 (m, 1H), 1,57-1,45 (m, 1H), 1,30 (t, J=7,2, 3H).
Mpuknap 106

SO,

1-{2-[4-(6eH30Tia3on-2-inokcn)-derin]-eTun}-4-
deHin-ninepnavH-4-kapboHoBa  KUCMNOTa, ETUIOBUIA
eadip.

TuTynbHY CMonNyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 31 3 BUKOPUCTaHHAM 4-ddeHirn-
ninepuanH-4-kapOoOHOBOI KUCNOTK, €TUMOBOro edipy.
MC (ESI): pospax. maca Ans C29H30N2038 486,20;
m/z 3HangeHo, 487,5 [M+H]". 'H SMP (400Mru,
CDCls): 7,78 (dd, J=8,1, 0,5, 1H), 7,70 (dd, J=7,9,
0,7, 1H), 7,46-7,24 (m, 11H), 4,19 (q, J=7,1, 2H), 3,06
(br d, J=10,1, 2H), 2,96-2,90 (m, 2H), 2,75-2,64 (m,
4H), 2,35 (1, J=11,0, 2H), 2,14 (t, J=11,3, 2H), 1,24 (1,
J=7,3, 3H).

Mpuknap 107

5.9
T \Q/\
o~

(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
ninepuanH-4-in)-ouToBa KUcnoTa, eETMNoBuin eqip.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lNpuknagy 31 3 BUKOpUCTaHHAM ninepu-
OVH-4-in-ouToBOi  KMcnoTtu, etunosoro ecdipy. MC
(ESI): pospax. maca Ans C24H28N203S 424,18; m/z
3HaiigeHo, 4254 [M+H]". 'H AMP (400Mru, CDCls):
7,76 (d, J=7,8, 1H), 7,70 (dd, J=7,9, 0,6, 1H), 7,41 (dt,
J=7,2, 1,2, 1H), 7,36-7,27 (m, 5H), 4,18 (q, J=5,3,
2H), 3,21 (d, J=11,3, 2H), 3,03-2,99 (m, 2H), 2,83-
2,78 (m, 2H), 2,33-2,25 (m, 4H), 2,00-1,87 (m, 1H),

1,86 (d, J=14,3, 2H), 1,67-1,55 (m, 2H), 1,29 (t,
J=7,1, 3H).
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09

1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-ceHinl-etnn}-
ninepuauH-4-in)-1,3 -gurigpo-iHaon-2-oHx.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa [Npuknagy 31 3 BUKOpUCTaHHAM  1-
ninepugunH-4-in-1,3-gurigpo-iHgon-2-ovy. MC (ESI):
pospax. maca ana CosH27N30O.S, 469,18; m/z 3Haw-
AeHo, 470,4 [M+H]". "H AMP (400Mru, CDCls): 7,75
(dd, J=8,1, 0,4, 1H), 7,68 (dd, 5=7,9, 0,6, 1H), 7,40
(dt, J=7,5, 1,2, 1H), 7,36-7,23 (m, 8H), 7,04 (dt,
J=7,3, 1,7, 1H), 4,57-4,45 (m, 1H), 3,54 (s, 2H), 3,36
(br d, J=10,9, 2H), 3,00 (dd, J=11,4, 6,3, 1H), 2,88
(dd, J=8,8, 4,5, 2H), 2,75-2,62 (m, 2H), 2,45 (4,
J=11,5, 2H), 1,80 (dd, J=12,3, 2,1, 2H).

I'IpMKna,u, 109

Mpuknap 108

ST T

@*EL

1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHinl-etnn}-
ninepuanH-4-in)-niponianH-2-oH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa [Npuknagy 31 3 BUKOpUCTaHHAM  1-
ninepuaunH-4-in-niponigmt-2-oHy. MC (ESI): pospax.
Maca ,D,J'Iﬂ C24H27N302S, 421,18; m/z 3HanaeHo, 422,4
[M+H]". "H SSMP (400Mry, CDCls): 7,76 (d, J=8,0,
1H), 7,69 (dd, J=8,0, 0,9, 1H), 7,41 (dt, J=7,5, 1,2,

H), 7,32-7,27 (m, 5H), 4,05 (dt, J=11,9, 4,5, 1H),
3,40 (t, J=7,0, 2H), 3,10 (br d, J=11,7, 2H), 2,86 (dd,
J=11,0, 7,7, 2H), 2,66 (dd, J=8,8, 5,3, 2H), 2,43 (t,
J=11,7, 2H), 2,19 (dt, J=11,6, 2,8, 2H), 2,09-2,00 (m,
2H), 1,85-1,69 (m, 4H).

I'IpMKna,u, 110
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N-(1-{2-[4-(6eH30Tiazon-2- IJ'IOKCVI) deHin]-eTnn}-
ninepuauH-4-in)-2-cpeHin-auetamig. TuTynbHy cnony-
Ky ogepxyBanu 3rigHo 3 npouegypoto ansa lNpuknagy
31 3 BukopucTaHHAM 2-deHin-N-ninepnanH-4-in-
auetamigy. MC (ESI): pospax. Maca pans
C28H29N302S, 471,20; m/z 3HangeHo, 472,5
[M+H]". "H AMP (400Mru, CDCls): 7,77 (dd, J=8,1,
0,5, 1H), 7,70 (dd, J=7,8, 0,7, 1H), 7,45-7,37 (m, 3H),
7,36-7,26 (m, 8H), 5,39 (br d, J=7,9, 1H), 3,93-3,82
(m, 1H), 3,60 (s, 2H), 2,93 (br d, J=11,1, 2H), 2,86
(dd, J=10,9, 7,6, 2H), 2,65 (dd, J=8,5, 5,2, 2H), 2,25
(t, J=11,2, 2H), 1,95 (dd, J=12,8, 3,3, 2H), 1,47 (m,

2H).
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8-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-2,8-
fiasa-cnipo[4.5]aekaH-1-0H.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-

aypoto ansa MNpvknagy 31 3 BUKopucTaHHaM 2,8-fjasa-
cnipo[4.5]nekaH-1-oHy. MC (ESI): pospax. maca AN
ngstNsozs 407,17; m/z sHaiigeHo, 408,4 [M+H]".
'H AMP (400Mru, CDCl3): 7,78 (d, J=8,1, 1H), 7,70
(dd, J=7,8, 0,6, 1H), 7,42 (dt, J=7,6, 1,3, 1H), 7,35-
7,25 (m, 5H), 6,40 (br s, 1H), 3,40 (t, J=6,9, 2H), 3,00
(dt, J=11,6, 3,6, 2H), 2,88 (dd, J=10,3, 7,4, 2H), 2,67
(dd, J=8,5, 5,7, 2H), 2,23 (t, J=10,7, 2H), 2,10-2,00
(m, 4H), 1,52 (br d, J=13,1, 2H).

Mpuknag 112
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1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTmn}-
ninepnanH-3-on.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa [Npuknagy 31 3 BUKOpUCTaHHAM  3-
rigpokcuninepuamHy. MC (ESI): pospax. maca AN
ConzzNzOzS 354,14; m/z amHaiigeHo, 355,3 [M+H]".
'H AAMP (400Mry, CDCls): 7,77 (d, J=7,6, 1H), 7,70
(dd, J=8,0, 0,8, 1H), 7,42 (dt, J=7,5, 1,2, 1H), 7,35-
7,28 (m, 5H), 3,89 (m, 1H), 2,89 (dd, J=10,1, 7,3, 2H),
2,71-2,65 (m, 2H), 2,64-2,54 (m, 2H), 2,53-2,36 (m,
3H), 1,92-1,80 (m, 1H), 1,74-1,55 (m, 3H).

Mpuknap 113
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1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTmn}-
ninepuanH-4-kapOoHOBa K1cnoTa, eTunoBun eqip.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lNpuknagy 31 3 BUKOpPUCTaHHAM ninepu-
AnH-3-kapboHoBOi KMCnoTKh, eTurnosoro edipy. MC
(ESI): pospax. maca ana Ci3HeN203S, 410,17; m/z
3HaiigeHo, 411,4 [M+H]". "H AMP (400Mry, CDCls):
7,77 (d, J=8,0, 1H), 7,69 (dd, J=7,9, 0,7, 1H), 7,41 (dt,
J=7,5, 1,2, 1H), 7,32-7,27 (m, 5H), 4,18 (q, J=7,1,
2H), 3,00 (br d, J=11,5, 2H), 2,88 (dd, J=10,9, 7,7,
2H), 2,64 (dd, J=8,5, 5,3, 2H), 2,35 (it, J=10,9, 4,3,
1H), 2,14 (t, J=10,9, 2H), 2,02-1,94 (m, 2H), 1,90-1,78
(m, 2H), 1,30 (t, J=7,3, 3H).

Mpuknag 114
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1'-{2-[4-(6eH30Tia3on-2-inokcu)-eHinl-etun}-
[1,46ininepnaunH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa [Npuknagy 31 3 BUKOPUCTaHHAM  4-
ninepuguHin-ninepuaudy. MC (ESI): pospax. maca
ans 025H31N308 421,22; m/z 3HangeHo, 4224
[M+H]". "H SIMP (400Mry, CDCls): 7,75 (d, J=7.8,
1H), 7,69 (dd, J=7,8, 0,6, 1H), 7,41 (dt, J=7,6, 1,2,
1H), 7,33-7,25 (m, 5H), 3,15 (br d, J=11,6, 2H), 2,90-
2,70 (m, 7H), 2,65 (dd, J=8,5, 5,3, 2H), 2,18-2,06 (m,
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4H), 1,99-1,87 (m, 4H), 1,85-1,75 (m, 2H), 1,64-1,56
(m, 2H).
Mpuknap 115
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2-{4-[2-(4-meTun-ninepasuH-1-in)-etun)-
deHokcn}-6eH30Tiason.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-

aypoto ans Mpuknagy 32 3 BUKOPUCTaAHHAM 1-MeTur-
ninepasvHy. MC (ESI): pospax. maca Aana
Con23N308 353,16; m/z sHaiigeHo, 354,1 [M+H]".
'H AMP (400Mru, CD3OD): 7,77 (d, J=8,01, 1H),
7,64 (d, J=8,1, 1H), 7,41 (t, J=8,2, 1H), 7,37 (d, J=8,6,
2H), 7,32-7,28 (m, 3H), 2,81-2,35 (m, 8H), 2,87 (m,
2H), 2,65 (m, 2H), 2,30 (s, 3H).

Mpuknap 116
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1-{3-[4-(6eH300KCa30M-2-iNnoKCH)-peHin]-nponin}-
4-peHin-ninepuanH-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 35 3 BUKOPUCTaHHAM 4-dbeHirn-
ninepugunH-4-ony. MC (ESI): pospax. maca pans
Ca7H2sN203, 428,21; m/z 3HailaeHo, 429,3 [M+H]". 'H
AMP (400Ml'y, DMSO-de): 7,48 (d, J=8,4, 1H), 7,45
(m, MH), 7,19 (t, J=8,3, 1H), 4,76 (s, 1H), 2,66 (t,
J=7,6,4H), 2,45 (m, 4H), 1,92 (t, J=7,1, 2H), 1,78 (t,
J=7,1, 2H), 1,58 (d, J=12,3, 2H).

Mpuknag 117
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1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-gpeHokeu]-
eTnn}-4-(4-6pomMo-eHin)-ninepnanH-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 37 3 BUKOPUCTaHHAM 4-(4-
6pomo-dpeHin)-ninepuann-4-ony. MC (ESI): pospax.
Maca ans CosH2eBrNsOs, 507,12; m/z 3HangeHo,
508,2 [M+H]". "H AMP (400Mru, CDCls): 7,43-7,07
(m, 10H), 6,94-6,89 (m, 2H), 4,11 (t, J=5,8, 2H), 2,87-
2,83 (m, 4H), 2,65-2,58 (m, 2H), 2,13-2,05 (m, 2H),
1,75-1,68 (m, 2H).

Mpuknag 118
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1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokeu]-
eTun}-4-(4-xnopo-deHin)-ninepmuaunH-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 37 3 BUKOpUCTaHHAM 4-(4-
xropo-ceHin)-ninepuauH-4-ony. MC (ESI): pospax.
Maca ansa CosH26CIN3Os, 463,17; m/z 3HangeHo,
464,2 [M+H]". "H AMP (400Mru, CDCls): 7,38-7,22
(m, 6H), 7,17-7,12 (m, 2H), 7,09-7,04 (m, 2H), 6,91-
6,81 (m, 2H), 4,08 (t, J=5,6, 2H), 2,84-2,80 (m, 4H),
2,62 (t, J=11,8, 2H), 2,09-2,02 (m, 2H), 1,70-1,65 (m,
2H).

Br
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1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-geHokeu]-
eTnn}-4-6eH3un-ninepuanH-4-on.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa [Npuknagy 37 3 BUKOPUCTaHHAM  4-
6eH3un-ninepuanH-4-ony. MC (ESI): pospax. maca
ans C27H29N303, 443,22; m/z 3HangeHo, 444,3
[M+H]*. "H AIMP (400Mr'u, CDCl3): 7,53 (br s, 1H),
7,34-7,24 (m, 4H), 7,26-7,16 (m, 7H), 6,91-6,85 (m,
2H), 4,08 (t, J=5,8,2H), 2,85-2,77 (m, 6H), 2,48 (dt,
J=2,5, 11,7, 2H), 1,84-1,76 (m, 2H), 1,56 (m, 2H).

I'IpMKna,u, 120
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2-[4-(3-ninepuauH-1-in-nponin)-ceHokcu]-
6eH3o0kcaszon.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lNpuknagy 35 3 BUMKOpUCTaHHAM ninepu-
avHy. MC (ESI): pospax. maca ans C21H24N202,
336,18; m/z 3HaitgeHo, 337,3 [M+H]". 'H AamP
(400Ml'y, DMSO-de): 7,62 (dd, J=5,7, 2,1, 1H), 7,50
(dd, J=6,1, 2,1, 1H), 7,45-7,35 (m, 2H), 7,35-7,25 (m,
4H), 2,62 (t, J=7,6, 2H), 2,30 (s, 4H), 2,25 (4, J=7,4,
2H), 1,80-1,70 (m, 2H), 1,55-1,45 (m, 4H), 1,42-1,35
(m, 2H).

Mpuknag 121

aine ol

{3-[4-(6eH300KCa30M-2-inokcu)-eHin]-nponin}-
anbyTun-amiH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 35 3 BUKOPUCTaHHSAM AnbyTun-
amiHy. MC (ESI): pospax. maca ans Cz4H32N202,
380,25; m/z 3HaitgeHo, 381,3 [M+H]". 'H amP
(400Ml'y, DMSO-de): 7,63 (dd, J=6,1, 2,1, 1H), 7,50
(dd, J=6,1, 2,1, 1H), 7,40 (d, J=8,6, 2H), 2,63 (1,
J=7,7, 2H), 2,50-2,30 (m, 6H), 1,70 (quint, J=7,2, 2H),
1,40-1,20 (m, 8H), 0,88 (t, J=7,1, 6H).

Mpuknapg 122
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{3-[4-(6eH300KCa30mM-2-inokcu)-eHin]-nponin}-
uuknonponinMeTun-nponin-amiH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 35 3 BUKOPUCTaHHAM LMKMON-
poninmeTtun-nponin-amivy. MC (ESI): pospax. maca
ans  CosHzsN2O,, 364,22; m/z 3HampeHo, 365,3
[M+H]". "H AAMP (400MI'y, DMSO-de): 7,63 (d, J=8,6,
1H), 7,40 (d, J=8,6, 1H), 7,32 (d, J=8,5, 2H), 7,30-
7,25 (m, 4H), 2,63 (t, J=7,6, 2H), 2,41 (t, J=7,2, 2H),
2,28 (d, J=6,3, 2H), 1,70 (quint, J=7,2, 2H), 1,38 (q,
J=7,2, 2H), 0,85 (t, J=7,3, 2H), 0,88-0,77 (m, 2H),
0,42 (d, J=4,2, 2H), 0,05 (d, J=4,8, 2H).

Mpuknap 123
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{2-[4-(1H-6eH30oimiga3on-2-inokcu)-deHin]-etun}-
LIMKNOrekcun-eTun-amiH.

TuTynbHY Cnonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 38 3 BUKOPUCTaHHAM UMKMOre-
kcun-etun-amivy. MC (ESI): pospax. maca pans
Ca23H29N30, 363,23; m/z sHaitgero, 364,4 [M+H]". 'H
AMP (400Mly, CDCls): 11,44 (br s, 1H), 7,43-7,33
(m, 2H), 7,13-7,05 (m, 6H), 3,17 (t, J=11,7, 1H), 3,10
(dd, J=7,0, 7,0, 2H), 2,99-2,83 (m, 4H), 2,06 (d,
J=9,8, 2H), 1,89 (d, J=12,5, 2H), 1,69 (d, J=12,5, 1H),
1,49-1,22 (m, 7H), 1,19-1,05 (m, 2H).

Mpuknapg 124
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2-[4-(2-niponianH-1-in-eTun)-cgpeHokcu]-1H-
OeH3oimigason.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMNMpuknagy 38 3 BUKOPUCTaHHAM niponigun-
Hy. MC (ESI): pospax. maca anst C19H21N3O, 307,17;
m/z 3HainpeHo, 308,3 [M+H]+. "H amp (400Mrwu,
CDCls): 7,35-7,22 (m, 2H), 7,14-7,04 (m, 6H), 2,79-
2,72 (m, 2H), 2,67-2,57 (m, 6H), 1,87-1,77 (m, 4H).

Mpuknap 125
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2-[4-(2-a3enaH-1-in-etun)-deHokcu]-1H-

OeH3oimigason.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 38 3 BUKOPUCTaHHAM asenaHy.
MC (ESI): pospax. maca ans Cz1H2sN30, 335,20; m/z
3HaiigeHo, 336,4 [M+H]". 'H AMP (400Mry, CDCls):
7,38 (dd, J=3,1, 2,7, 2H), 7,11 (dd, J=3,1, 2,9, 2H),
7,10-7,00 (m, 4H), 3,25-3,15 (m, 4H), 3,06 (dd, J=6,3,
5,3, 2H), 2,93 (dd, J=6,1, 4,3, 2H), 2,00-1,91 (m, 4H),
1,75-1,67 (m, 4H).
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{2-[4-(1H-6eH30oimiga3on-2-inokcu)-deHin]-etun}-
anbyTun-amiH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa Mpuknagy 38 3 BUKOpUCTaHHAM AnbyTun-
amiHy. MC (ESI): pospax. maca ana Cy3H3ziN3O,
365,25; m/z 3HanpeHo, 366,5 [M+H]+. H amp
(400Mrl'u, CDCls): 7,40-7,29 (m, 2H), 7,17-7,06 (m,
6H), 2,83-2,60 (m, 8H), 1,59-1,47 (m, 4H), 1,38-1,26
(m, 4H), 0,93 (t, J=7,2, 6H).

Mpuknapg 127
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1-{2-[4-(1H-6eH30imMiaa3on-2-inokcu)-geHin)-
eTun}-ninepugnH-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa [Npuknagy 38 3 BUKOPUCTaHHAM  4-
rigpokcuninepuamHy. MC (ESI): pospax. maca ans
CaoH23N302, 337,18 m/z 3naiaeHo, 338,4 [M+H]". 'H
AMP (400Mly, CDCls): 11,70 (br s, 1H), 7,50-7,44
(m, 1H), 7,33-7,27 (m, 1H), 7,24 (br s, 4H), 7,14-7,07
(m, 2H), 3,93 (br s, 1H), 3,68-3,58 (m, 1H), 2,97-2,75
(m, 4H), 2,63-2,52 (m, 2H), 2,19 (t, J=9,8, 2H), 1,94-
1,84 (m, 2H), 1,65-1,54 (m, 2H).
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1-{2-[4-(1H-6eH30imMiga3on-2-inokcu)-geHirn)-
eTnn}-ninepuanH-4-kapboHoBa KUCnoTa, METUIOBUIA
edip.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lNpuknagy 38 3 BUMKOpPUCTaHHAM ninepu-
OvH-4-kapboHOBOI kucnotu, metunosoro edipy. MC
(ESI): pospax. maca ana CxHzsN3Os, 379,19 m/z
3HaiigeHo, 380,4 [M+H]". "H AMP (400Mry, CDCls):
11,76 (br s, 1H), 7,50-7,44 (m, 1H), 7,24-7,06 (m,
7H), 3,68 (s, 3H), 3,00-2,92 (m, 2H), 2,77-2,70 (m,
2H), 2,53-2,46 (m, 2H), 2,38-2,28 (m, 1H), 2,10 (t,
J=11,1, 2H), 1,98-1,90 (m, 2H), 1,86-1,74 (m, 2H).
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{2-[4-(1H-6eH30imiga3on-2-inokcu)-deHokcu]-
€TUN}-UMKIOoreKCun-eTun-amiH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 37 3 BUKOPUCTaHHAM LMKMOre-
kcun-etun-amivy. MC (ESI): pospax. maca ans
C23H29N30,, 379,23; m/z 3HangeHo, 380,3 [M+H]+. H
AMP (400Mly, DMSO-ds): 12,23 (s, 1H), 7,34-7,25
(m, 4H), 7,07 (d, J=3,5, 2H), 6,98 (d, J=9,0, 2H), 3,94
(t, J=6,4, 2H), 2,80 (t, J=6,4, 2H), 2,57 (d, J=7,1, 2H),
2,50 (s, 2H), 1,72 (d, J=7,8, 2H), 1,55 (s, 1H), 1,20 (t,
J=9,0, 4H), 0,99 (t, J=7,1, 3H).

Mpuknag 130
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2-{4-[2-(4-meTun-ninepnanH-1-in)-eTokcu]-
eHokcun}-1H-6eH3oimigaszon.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 35 3 BUKOPUCTaAHHAM 4-MeTur-
ninepugnHy. MC  (ESI): pospax. maca Aans
C21H25N302, 351,19; m/z 3sHangeHo, 352,3 [M+H]+. H
AMP (400MIy, DMSO-ds): 12,30 (s, 1H), 7,34-7,25
(m, 4H), 7,08 (d, J=3,8, 2H), 6,99 (d, J=9,0, 2H), 4,08
(t, J=5,8, 2H), 2,89 (d, J=11,4, 2H), 2,67 (t, J=5,8,
2H), 2,00 (t, J=11,4, 2H), 1,56 (d, J=11,5, 2H), 1,36-
1,25 (m, 1H), 1,21-1,08 (m, 2H), 0,88 (d, J=6,4, 3H).
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2-{4-[2-(2-eTun-ninepnanH-1-in)-eTokcul-
deHokcm}-1H-6eH3oimigaszon.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 37 3 BUKOPUCTaHHAM 2-eTUrl-
ninepugnHy. MC  (ESI): pospax. wmaca Aans
Ca2H27N30,, 365,21; m/z 3HaitaeHo, 366,3 [M+H]". 'H
AMP (400Mly, DMSO-de): 12,28 (s, 1H), 7,32-7,25
(m, 4H), 7,08 (d, J=3,8, 2H), 6,99 (d, J=8,4, 2H), 4,05
(t, J=6,1, 2H), 3,00-2,92 (m, 1H), 2,91-2,85 (m, 1H),
2,72-2,64 (m, 1H), 2,38-2,20 (m, 2H), 1,67-1,36 (m,
6H), 1,35-1,19 (m, 2H), 0,84 (d, J=7,5, 3H).
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2-[4-(2-ninepnanH-1-in-eTokcn)-cpeHokem]-1H-
OeH3oimigason.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lNpuknagy 37 3 BUKOPUCTaHHAM ninepu-
avHy. MC (ESI): pospax. maca ans C20H23N302,
337,18; m/z 3HaitgeHo, 338,3 [M+H]". 'H amP
(400Ml'y, DMSO-dg): 12,25 (br s, 1H), 7,35-7,25 (m,
4H), 7,10-7,00 (m, 2H), 6,99 (d, J=9,0, 2H), 4,07 (t,
J=5,9, 2H), 2,79 (t, J=5,9, 2H), 2,43 (s, 4H), 1,55-1,45
(m, 4H), 1,38 (s, 2H).

Mpuknap 133
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(1-{2-[4-(1H-6eH30imiaa3on-2-inokcum)-peHokcu]-
eTnn}-ninepuanH-4-in)-meTaHorn.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lNpuknagy 35 3 BUKOpUCTaHHAM ninepu-
OvH-4-in-meTtaHony. MC (ESI): pospax. maca pans
Ca1H2sN303, 367,19; m/z 3HaitaeHo, 368,4 [M+H]". 'H
AMP (400Mly, DMSO-ds): 12,24 (s, 1H), 7,35-7,25
(m, 4H), 7,01 (s, 2H), 6,99 (d, J=7,1, 2H), 4,40 (s,
1H), 4,10 (t, J=5,7, 2H), 3,25 (t, J=5,4, 2H), 2,93 (d,
J=11,1, 2H), 2,67 (t, J=5,6, 2H), 1,98 (t, J=11,6, 2H),
1,63 (d, J=11,6, 2H), 1,28 (s, 1H), 1,12 (d, J=9,1, 2H).

I'IpMKna,u, 134
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1-{2-[4-(1H-6eH30imiga3on-2-inokcu)-gpeHokeu]-
eTun}-ninepnavn-4-on.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa [Npuknagy 37 3 BUKOPUCTaHHAM  4-
rigpokcuninepuamHy. MC (ESI): pospax. maca ans
Ca0H23N303, 353,17; m/z 3HaitaeHo, 354,4 [M+H]". 'H
AMP (400MI'y, DMSO-dg): 12,24 (s, 1H), 7,35-7,25
(m, 4H), 7,07 (d, J=9,0, 2H), 6,99 (d, J=9,0, 2H), 4,40
(s, 1H), 4,08 (t, J=5,8, 2H), 2,53 (s, 1H), 2,78 (d,
J=11,2, 2H), 2,66 (t, J=5,8, 2H), 2,12 (t, J=10,3, 2H),
1,70 (d, J=9,1, 2H), 1,38 (d, J=9,9, 2H).

Mpuknap 135
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1-[4-(6eH300KCa30r- 2 -inokem)-cpeHokcu]-3-
niponianH-1-in-nponax-2-on.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana MNpuknagy 40 3 BUKOpUCTaHHAM niponian-
Hy. MC (ESI): pospax. maca AN C20H22N204, 354,16;
m/z 3wHangeHo, 3552 [M+H]". 'H SIMP (400Mru,
DMSO-de): 7,62 (dd, J=6,2, 2,0, 1H), 7,50 (dd, J=6,1,
2,1, 1H), 7,42 (d, J=9,1, 2H), 7,35-7,25 (m, 2H), 7,03
(d, J=9,1, 2H), 4,91 (d, J=4,5, 1H), 4,05-4,00 (m, 1H),
4,00-3,85 (m, 2H), 2,70 (m, 1H), 2,50-2,40 (m, 5H),
1,68 (s, 4H).

Mpuknap 136
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1-[2-(4-6eH300KCa30M-2-iNMMETUI-PEHOKCH )-
etun]-4-deHin-ninepuanH-4-on.

TuTynbHY CMonNyKy ogepXyBanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 41 3 BUKOPUCTaHHAM 4-doeHin-
ninepugunH-4-ony. MC (ESI): pospax. maca ans
Ca7H2sN203, 428,21; m/z 3HailaeHo, 429,2 [M+H]". 'H
AMP (400MIy, CD3OD): 7,62-7,58 (m, 1H), 7,54-7,45
(m, 3H), 7,33-7,25 (m, 6H), 7,20-7,15 (m, 1H), 6,91
(d, J=8,6, 2H), 4,20 (s, 2H), 4,13 (1, J=5,5, 2H), 2,87
(m, 4H), 2,66 (t, J=11,4, 2H), 2,13 (dt, J=12,8, 3,6,

2H), 1,72 (d, J=12,6, 2H).
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1-[2-(4-6eH300KCa30M-2-iNMMETUI-PEHOKCH )-
eTun]-ninepnanH-4-kapboHoBa KMCMOTa, amig,.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto anga lMpuknagy 41 3 BUKOPUCTaHHAM ninepu-
AnH-4-kapboHoBoi kucnotu, amigy. MC (ESI): pospax.
maca ans CooHasN3Os, 379,19; m/z 3HanageHo, 380,4
[M+H]". 'H AMP (400Mru, CD;OD): 7,64-7,60 (m,
1H), 7,56-7,52 (m, 1H), 7,36-7,31 (m, 2H), 7,28 (d,
J=8,7, 2H), 6,92 (d, J=8,7, 2H), 4,22 (s, 2H), 4,11 (¢t
J=5,6, 2H), 3,07 (d, J=12,0, 2H), 2,79 (t, J=5,6, 2H),
2,18-2,15 (m, 3H), 1,80-1,70 (m, 4H).

I'IpMKna,u, 138

ST 0

2-[4-(2-a3enaH-1-in-etokcu)-deHokem]-1H-
6eH3oimigason amia.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 11, ctagii A ta B, i Npuknagy
37, cragii B ta C, 3 BukopuctaHHam 1-(2-xnopo-
eTun)-a3enady rigpoxnopugy. MC (ESI): pospax. ma-
ca ana CoiHzsN30s3, 351,19; m/z 3HamgeHo, 352,3
[M+H]". "H AMP (400MIy, DMSO-ds): 12,28 (s, 1H),
7,35-7,25 (m, 4H), 7,07 (d, J=9,1, 2H), 7,00 (d, J=9,1,
2H), 4,05 (t, J=6,0, 2H), 2,86 (t, J=6,0, 2H), 2,70 (t,
J=5,1, 4H), 1,65-1,50 (m, 8H).
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{3-[4-(1H-6eH30imigazon-2-inokcn)-peHokcu]-
nponin}-guMeTun-amiH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 11, ctagii A ta B, i Npuknagy
37, cragii B ta C, 3 BuKopucTaHHsM (2-xmnopo-
nponin)-guMmeTun-amivy rigpoxnopugy. MC (ESI):
pospax. maca ansa CigHz1N302, 311,16; m/z 3Hange-
Ho, 312,23 [M+H]". "H SIMP (400Mrw, CDCls): 7,32-
7,23 (m, 2H), 7,21-7,14 (m, 4H), 6,89-6,83 (m, 2H),
3,99-3,91 (m, 2H), 2,51 (t, J=7,2, 2H), 2,31 (s, 6H),
2,02-1,95 (m, 2H).

Mpuknap 140
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2-[4-(2-niponianH-1-in-eTokcn)-cpeHokem]-1H-
OeH3oimigason.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 21, ctagii A ta B, i Npuknagy
35, ctagii B ta C, 3 BukopucTaHHaM niponiguHy. MC
(ESI): pospax. maca ans Ci9H21N30O2, 323,16; m/z
3HaiigeHo, 324,2 [M+H]". "H AMP (400Mry, CDCls):
7,27 (br s, 2H), 7,15 (d, J=9,1, 4H), 6,81 (d, J=6,8,
2H), 4,16 (t, J=5,5, 2H), 3,05 (t, J=5,5, 2H), 2,86 (br s,
4H), 1,92 (br s, 4H).

Mpuknag 141
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{2-[4-(1H-6eH30imiga3on-2-inokcu)-deHokcu]-
eTnn}-AaieTun-amix.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 21, ctagii A ta B, i Npuknagy
35, ctagii B Ta C, 3 BukopuctaHHam gietunaminy. MC
(ESI): pospax. maca ans Ci9H23N302, 325,18; m/z
3HaiigeHo, 326,3 [M+H]". "H AMP (400Mry, CDCls):
7,29 (br s, 2H), 7,18 (d, J=9,0, 2H), 7,10-7,05 (m, 2H),
6,98 (d, J=9,0, 2H), 4,03 (t, J=6,2, 2H), 2,78 (t, J=6,1,
2H), 2,55 (q, J=7,1, 4H), 0,98 (t, J=7,1, 6H).

I'IpMKna,u, 142

0O

2-[4-(2-mopdponiH-4-in-eTokcu)-cpeHokeu]-1H-
OeH3oimigason.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 21, ctagii A ta B, i Npuknagy
37, cragii B ta C, 3 BMKopucTaHHAM MopdoniHy. MC
(ESI): pospax. maca Ans. C19H21N303, 339,16; m/z
3HaiigeHo, 340,2 [M+H]". "H AMP (400Mru, DMSO-
ds): 7,40-7,25 (m, 4H), 7,12-7,08 (m, 2H), 7,00 (d,
J=9,0, 2H), 4,10 (t, J=5,7, 2H), 3,58 (t, J=4,5, 4H),
2,70 (t, J=5,7, 2H), 2,52-2,46 (m, 4H).

Mpuknagu 143-202 ta 204-229

Cnonykn gaHoro BMHaxody, Ha sKi TyT nocuna-
I0TbCS, ANS KX He 3anpoBadXeHo NpsiMmMX cnocobis
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OTPUMaHHS, MOXYTb OyTW ofdepaHi 3rigHo 3 npoue-
aypamu, WO aHanoriyHi onMcaHuMm y JaHoMy TeKCTi B
CBIiTNi 4OCBiAY 3BMYanHOro gaxisug y AaHin ranysi Ta
nogaHux TyT METOAMYHMX BKasiBok. Hanmpwuknag, no-
xigHi 6eH30Tia3ony, Wo nepeniyeHi TyT 3a HoMepamMu
143-202 i 204-229, moxyTb OyTW opepXaHi 3rigHO 3
npouegypamu, aHanoriYHMMmn Jo ONucaHuX y gaHoMy
TEKCTi Ans cnopigHeHUX Cnosyk.
Mpuknap 203

O
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[(1-{2-[4-(©eH30Tia30on-2-inokcu)-peHoken]-eTnn}-
ninepuanH-4-kapOoHin)-MmeTun-amiHoJ-ouToBa Kucro-
Ta.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 20 Ta MNMpuknagy 18 3 Bukopuc-
TaHHAM CapKo3WH eTUroBOoro edipy rigpoxnopuay.
MC (ESI): pospax. maca Ans Cz4H27N3058 469,56;
m/z 3HangeHo, 470,3 [M+H]". 'H SMP (400Mru,
CDCls): 7,71 (d, J=8,02, 1H), 7,65 (d. J=8,02, 1H),
7,34-7,40 (m, 1H), 7,23-7,30 (m, 3H), 6,92-6,98 (m,
2H), 4,34-4,44 (m, 2H), 3,92 (br s, 2H), 3,45-3,54 (m,
3H), 3,35 (br s, 1H), 3,25 (br s, 1H), 3,12 (s, 2H), 2,96
(s, 1H), 2,76 (br s, 2H), 1,92-2,08 (m, 4H).

Mpuknagu 230-231 1a 485

Ak 3a3Havanocb y KOHTEKCTi 4aHOro MMCbMOBOIO
OnuCy, CMOSyKN JAHOro BUHAaxXoAy, Ha ski TyT mocwu-
narTbCs, AN SAKMX He 3anpoBafKeHO MpAMMX Cro-
cobiB OTpUMaHHs, MOXyTb OyTM ogepxaHi 3rigHO 3
npouegypamu, IO aHarnoriyHi onMcaHuMm y gaHomy
TeKCTi B CBIiTNi JocBigy 3BMYanHOro daxisus y AaHin
ranysi Ta nogaHux TyT MeTOAMYHMX BKasiBoK. Hanpu-
Knag, noxigHi 6eH3oimigasony, Wo nepenideHi TyT 3a
Homepamu 230-231 Ta 485, MoxXyTb OyTn odepxaHi
3rigHo 3 npouedypamn, aHanoryHUMy 40 OMUCAHUX Y
AaHOMy TEKCTi AN CMOPIAHEHNX CMOMYK.

Mpuknag 250

STOL

1-[4-(6eH30Tiazon-2-inokcu)-6eH3un]-ninepuanH-
4-kapboHoBa kucrnorTa.

A. 1-(4-6eH3unokcn-6eH3unyninepuanH-4-
kapboHoBa kucrnoTta, eTunoBui edip. Cymiw 4-
6eH3unokcubeHsnn  xnopuay (15,2r, 65,3mMmonb),
i30HINEKOTUHOBOI KWUCMOTKW, eTuroBoro edipy (15mn,
97mmonb) Ta KoCO3 (13,5r, 97,6mmonb) y CH3CN
(300mn) nepemilyBanu Npu HarpiBaHHi 3i 3BOPOTHUM
xornoauneHWKoMm npotarom 20 roguH. [laHy peakuinHy
CyMilLl OXOMnopKyBanu e KiMHaTHOI TemnepaTypu Ta
¢inbTpyBanu. PO3UMHHMK BunyyYanu nig 3HWKEHUM
TUCKOM 3 OAepKaHHsIM MPO30POro 30510TaBoro Macna.
Llen matepian possogunu i-PrOH (100mn), i cymiw
¢inbTpyBanu TeBepay pe4OBUHY BUCYLLYBanu Ha Mno-
BITpi 3 ogepxaHHaAM Binoi TBepgoi pevosuHun (19,7r,
Buxy 85%). TLC (SiO2, 15% auetoH/CH2Cly):
R=0,32. MC (ESI): pospax. maca ana C22H27N03,
353,2; m/z s3HaipeHo, 354,3 [M+H]. 'H AMP
(400Ml'y, DMSO-dg): 7,44 (d, J=7,1, 2H), 7,39 (t,
J=7,1, 2H) 7,33 (d, J=7,2, 1H), 7,18 (d, J=8,2, 2H),
6,94 (2H, J=8,6, 2H), 5,08 (s, 2H), 4,04 (q, J=7,09,
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2H), 2,17 (d, J=11,5, 2H), 2,32-2,18 (m, 1H), 1,94 (t,
J=11,6, 2H), 1,76 (d, J=10,2, 2H), 1,59-1,48 (m, 2H),
1,7 (t, J=7,1,3H).

B. 1-(4-rigpokcn-6eH3un)-ninepuamnH-4-
kapboHoBa  kucnoTa, etunoBun  edip.  1-(4-
6eH3unokcn-6eH3un)-ninepmauH-4-kapboHoBy  KUCHO-
Ty, etunosun edip (10,0r, 28,3MMmonb) po34YnHANIN y
1:1 cymiwi etaHon/etunauetat (150mn). Oo uporo
po3uunHy gogasanu Pd Ha Byrneui (10Bar.%, 503mr sk
cycnexsito B eTaHoni (5,0mn). YTBopeHy B pe3ynbTari
cycneHsito nomiwysanu y rigporeHizatoi Nappa npu
40 dpyHT/KB.AOMM Ho Ta cTpyLlyBanu NpoTAroM Houi.
[aHy peakuiriHy cymilw dinbTpyBanu 4epes npooky i3
JiaToMoBOI 3emni, i inbTpaT KOHUeHTpyBanu nig
3HIDKEHUM TUCKOM 3 OfepXaHHSIM Npo30poro 3omoTa-
BOro Macna. [laHe macno niggaBanu OYULLEHHIO Ha
SiO2 (90r; 50% aueToH/CH2Cl2) 3 ogepxaHHAM Ginoi
TBEepAoi peyvoBuHu (2,0r, Buxig 27%). TLC (SiO2, 50%
aueTtoH/CHCly): R=0,32. MC (ESI): pospax. maca
ans CisH21NOs3, 263,2; m/z 3HangeHo, 264,2 [M+H]+.
'H AMP (400Mru, DMSO-ds): 9,25 (s, 1H), 7,05 (d,
J=8,4, 2H), 6,68 (d, J=8,4, 2H), 4,04 (q, J=7,1, 2H),
3,34 (s, 2H), 2,71 (d, J=11,5, 2H), 2,32-2,18 (m, 1H),
1,92 (t, J=11,6, 2H), 1,76 (d, J=10,2, 2H), 1,59-1,48
(m, 2H), 1,17 (t, J=7,1, 3H).

C. 1-[4-(6eH30Tia3on-2-inokcm)-6eH3unrn)-
ninepuanH-4-kapboHoBa kuncnota, eTunosuii edip. o
pO34MHY, WO nepemiwyBaBcs, 1-(4-rigpokcu-6eH3nn)-
ninepuanH-4-kapOboHOBOI  KUCINOTW, €TUNOBOro edipy
(508mr, 1,93mmonb) y CH3CN (15mn) popasanu
KoCO3 (564mr, 4,1mmonb) Ta 2-xrnopobeHsoTiason
(0,50mn, 4,0mmonb). OaHy cycneHsio HarpiBanu go
80°C T1a nepemiwyBanu NpoTAaroM Hodi. PeakuiniHy
CyMill oxonompkyBanu OO0 KiMHaTHOI TemnepaTypw i
notiMm pinbTpyBanu Yepes giatoMoBy 3emMrto. DinbT-
paT KOHLEHTPYBanu nNig 3HWKEHUM TUCKOM, i 3arunLoK
nignasanu ounweHHto Ha SiOz (12r; 0-15% aue-
ToH/CH2Cl,) 3 ogepxaHHAM npo3oporo Ta 6e3baps-
Horo nunkoro macna (717wvr, Buxig 94%). TLC (SiOg,
15% auetoH/CH2ClL): R=0,5. MC (ESI): po3pax. ma-
ca ana CxH24N203S, 396,2; m/z 3HanpeHo, 397,3
[M+H]". "H AMP (400MIu, DMSO-de): 7,92 (d, J=8,0,
1H), 7,68 (d, J=8,0, 1H), 7,48-7,33 (m, 5H), 7,33 (t,
J=7,1, 1H), 4,06 (q, J=7,1, 2H), 3,49 (s, 2H), 2,76 (d,
J=11,5, 2H), 2,34-2,22 (m, 1H), 2,02 (t, J=11,6, 2H),
1,80 (d, J=10,2, 2H), 1,64-1,54 (m, 2H), 1,18 (t,
J=7,1,3H).

D. 1-[4-(6eH30Tiazon-2-inokcun)-6eH3un]-
ninepuauH-4-kapboHoBa kucnota. [o po3yuHy, Lo
nepemillyBaBcs, 1-[4-(6eH30Tia3on-2-inokcu)-
6eH3un]-ninepnanH-4-kapboHOBOI KMCMOTH, ETUINOBO-
ro edipy (663mr, 1,7mmonb) y 25% iPrOH/CHCI;
(20mn) popmaBanu  rigpokeua  kamito  (206wmr,
3,1MmMonb). [laHy peakuiiHy CcyMmilW nepemillyBanu
npy KiMHaTHIM Temnepatypi npotsrom 20 roguwH, i
po3unH obpobnanu go pH5,5 1M HCI. YTBOpeHuin B
pe3ynbTaTi po3yunH ekctparyBanu 10% iPrOH/CHCIs
(3x50mn). MoegHaHi ekcTpakTn ocywysanu (MgSOs),
(inbTpyBanu Ta KOHUEHTpYBanu nig 3HWKEHUM TUc-
KOM 3 ofepxaHHsM 6inoi TBepaoi pe4oBuHU (561mr,
Buxig 91%). MC (ESI): pospax. maca Aans
Ca0H20N203S, 368,1; m/z 3HaiigeHo, 369,3 [M+H]". 'H
AMP (400Mly, DMSO-de): 7,92 (d, J=7,6, 1H), 7,69
(d, J=7,6, 1H), 7,48-7,34 (m, 5H), 7,33 (t, J=7,1, 1H),
3,49 (s, 2H), 2,76 (d, J=11,4, 2H), 2,22-2,11 (m, 1H),
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2,02 (t, J=11,2, 2H), 1,80 (d, J=13,2, 2H), 1,62-1,48
(m, 2H), 1,18 (t, J=7,1, 3H).
Mpuknap 251
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1-{1-[4-(6eH30Tia3on-2-inokcn)-6eH3aunn]-
ninepuanH-4-in}-niponiavH-2-oH.

A. 4-(6eH3oTiason-2-inokcn)-6eH3anbaeria. o
cymiwi 4-rigpokcnbensanbaerigy (1r, 8,2mMmmons) Ta 2-
xropobeHsoTiasony (2,03mn, 16,4mmonb) y CHsCN
(100mn) popgasanu CspCO3 (5,51, 17,2mmonb). daHy
peakuiiHy cymiw nepemiwysanu npu 60°C npoTsrom
24 roavH. YTBOpPeHY B pesynbTaTi CyMill OXONOoOXKYy-
Banu Ao KiMHaTHoOI TeMnepartypu, inbTpyBanu Yepes
[iaTOMOBY 3eMIl0 Ta KOHLUEHTPYBanu nig 3HWKEHUM
TUCKOM 3 OfepPXKaHHAM HEeOYMLLIEHOrO NPOAYKTY Y BU-
rns4i nomapaHyeBoro macna. [laHe macno po3sTtupa-
nn 3 rekcaHamu/CHCly (100mn), i wap po3vnHHMKa
AeKaHTyBanu Ta KOHUEHTPYBanu nig 3HWKEHUM Tuc-
KOM 3 ofepXaHHAM MomMapaH4eBOro macna, KoTpe
popatkoBo ounwanu Ha SiO» (120r; 0-50% etunaue-
TaTt/rekcaHn) 3 ogepxaHHsaM 6inoi TBepaoi pe4oBMHM
(853wmr, Buxig 41%). "H AMP (400MIu, CDCl3): 10,1
(s, 1H), 7,97-7,78 (m, 2H), 7,78-7,70 (m, 2H), 7,60-
7,50 (m, 2H), 7,48-7,38 (m, 1H), 7,36-7,30 (m, 1H).

B. 1-(1-[4-(6eH30oTia3on-2-inokcn)-6eH3aunn]-
ninepuanH-4-in}-niponignH-2-oH. Cymiw 4-
(6eH3oTia3on-2-inokcu)-6eH3anbaerigy (500w,
1,9mmonb), 1-ninepuaunH-4-in-niponignH-2-oHy rigpo
xnopugy  (440mr, 2,2mmonb), EtsN  (300mkn,
2,2mMmonb) Ta monekynspHux cut (500mr, posmene-
Hux 0o 4A) y CICH,CH,CI (10mn) poamillysanu npu
KiMHaTHIN TemnepaTtypi npotarom 1 roguHn. [lo yTBO-
peHoi B pe3ynbTati cymiwi gogasanm NaBH(OAc)s
(830wmr, 3,92mmonb). [laHy cymill nepemiluyBanu npu
KiMHaTHIN Temnepatypi NpoTarom 24 roguH, inbTpy-
Banu 4yepes giatomoBy 3emmio, cnonickysanu CHaCl,
(50Mn) Ta KOHUEHTpyBanu nig 3HWKEHMM TUCKOM 3
YTBOPEHHSAM HEOYULLEHOro MPOAYKTY Y BUMMSAI KOB-
Toro macna. [laHun HeouMLeHW NPOAYKT nigaasanu
oumwieHHo Ha SiO» (40r; 0-100% aueTtoH/CHClp) 3
ogepXaHHAM Npo30oporo macna, KoTpe Kpucranisysa-
nocb Mpu BUCTOWOBaHHI (287mr, Buxig 36%). MC
(ESI): pospax. maca ans Cz3HzsN302S, 407,5; m/z
3HaiigeHo, 408,3 [M+H]". "H AMP (400Mryu, CDCls):
7,76 (d, J=8,0, 1H), 7,69 (d, J=8,0, 1H), 7,41-7,30 (m,
3H), 7,35-7,27 (m, 3H), 4,46-3,98 (m, 1H), 3,71 (s,
2H), 3,36 (t, J=6,9, 2H), 2,97 (d, J=11,7, 2H), 2,40 (t
J=8,1, 2H), 2,17-1,97 (m, 4H), 1,81-1,62 (m, 4H).

Mpuknap 252
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2-(2-pTopo-4-ninepnamvH-1-inmeTun-geHokcn)-
6eH3oTiazon.

A. (3-dpTopo-4-rigpokcu-cpeHin)-ninepnanH-1-in-
MeTaHOH. Po3unH 3-¢pTopo-4-rigpokcnbeH30NHOI Ku-
cnotu (5,0r, 32mmonb), ninepuaunHy (5mn, 51Mmonb)
Ta EDCI (9,3r, 49mmonb) y CH.Cl> (100mn) nepemi-
WwyBanu npu KiMHaTHIn TemnepaTtypi npotarom 20
roavH. [aHny peakuinHy cymiw gogasanu go CHoCl
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(200mn) Ta npomusanu 1M HCI (2x100mn). OpraHiyHi
wapwn ob'egHysanu, ocywysanu (MgSO4) Ta KOHLEH-
TpyBanu nig 3HWKEHNM TUCKOM 3 YTBOPEHHSIM MPO30-
poro 3omnoTtaBoro macna. [laHe macno niggasanu
oumwieHHo Ha SiO» (120r; 0-10% aueTtoH/CHCl) 3
ofepxaHHam 6inoi TBepaoi peyvoBuHW (2,4T, BUXIA
34%). TLC (SiO2, 15% aueTtoH/CH2C1,): R=0,35. MC
(ESI): pospax. maca gna Ci2H14sFNO2, 223,1; m/z
3HanaeHo, 224,3 [M+H]+. H AmP (400Ml'u, DMSO-
ds): 10,26 (s, 1H), 7,18 (d, J=11,6, 1H), 7,00 (d,
J=8,3, 1H), 6,98 (t, J=8,5, 1H), 3,42 (br s, 4H), 1,65-
1,45 (m, 6H).

B. 2-(¢pTopo-4-ninepuaunH-1-inmetun-ceHon.
PosuuH nitinamtomixin rigpugy (1,9r, 50mmons) y THF
(40mn) nepemiwysanu npu 5°C. o pgaHoi cymiui
popasanu (3-dTopo-4-rigpokcn-ceHin)-ninepmanH-1-
in-metaHoH (2,3r, 10,4mmonb) y THF (10mn) npots-
rom 15 XBUMUWH, i NOTIM AdaHy CyMill HarpiBanu Oo
60°C. 3a 20 roavH AaHy CyMmill OXONomKyBanu [o
5°C, i pogaBanu HacuyeHun NH4Cl (200mn) 3 HacTy-
nHum gogasaHHAM CHClz (200mn). OpraHivHui wap
BigokpemnioBanu, ocywysanu (MgSO4) Ta KOHUEHT-
pyBanu nig 3HWKEHUM TUCKOM 3 ofepXkaHHsM Oinoi
TBepaoi peyvoBuHn (812wmr, Buxig 37%). TLC (SiO,
auetoH): Rf=0,22. MC (ESI): pospax. maca pAns
C12H16FNO, 209,1; m/z 3HaigeHo, 210,3 [M+H]+. H
AMP (400MI'y, DMSO-de): 6,58 (d, J=13,4, 1H), 6,48
(d, J=8,2, 1H), 6,40 (t, J=9,9,1H), 3,14 (s, 2H), 2,24
(br s, 4H), 1,54-1,30 (m, 6H).

C. 2-(2-cpTOpO-4-ninepmgnH-1-inmeTun-
deHokcn)-6eH3oTiazon. [Jo po3ynHy, Lo nepemily-
BaBCH, 2-pTopo-4-ninepnanH-1-inmeTun-peHony

(152mr, 0,73mmonb) y CH3CN (10mn) popasanu
KoCO3 (201mr, 1,5Mmonb) Ta 2-xrnopobeHsoTiason
(0,14mn, 1,1MMonb). [aHy cycneHsito HarpiBanu Ao
80°C T1a nepemiwyBanu NpoTAaroM Houi. PeakuiniHy
CyMill oxonompkyBanu OO0 KiMHaTHOI TemnepaTypw i
notiM pinbTpyBanu Yepes gdiatoMoBy 3eMrto. DinbT-
paT KOHLEHTPYBanmu nNig 3HWKEHUM TUCKOM, i 3arunLoK
nignasanu ounweHHto Ha SiOz (12r; 0-50% aue-
ToH/CH2Cl,) 3 opepXaHHAM MpO30pOoro 30510TaBOro
macna (142wmr, Buxig 57%). TLC (SiO2, 50% aue-
ToH/CH2Cl,): R=0,44. MC (ESI): pospax. maca gns
C19H19FN20S, 342,1; m/z 3HanpeHo, 343,3 [M+H]+.
'H AMP (400Mru, DMSO-dg): 7,95 (d, J=7,9, 1H),
7,69 (d, J=7,5, 1H), 7,56 (t, J=8,2, 1H), 7,47-7,32 (m,
3H), 7,44 (d, J=15,4, 1H), 3,48 (s, 2H), 2,36 (s, 4H),
1,63-1,37 (m, 6H).

Mpuknap 253

aineVons

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuauH-4-in}-2-rigpokcu-aueramia,.

A. {1-[4-(6eH30oTiazon-2-inokcu)-6eH3un]-
ninepuanH-4-in}-kapbamiHoBa KucnoTa, Tpet-
6yTunosuii edip. Cymiw 4-(6eH3oTia3on-2-inokcu)-
6ensanbgeriny (Mpuknag 251, cragia A, 500wr,
1,9MMonb), ninepuanH-4-in-kapb6amMiHOBOT  KMCNOTw,
TpeT-6yTHnosoro edipy (785mr, 3,9MmMonb) Ta mone-
KynapHux ot (500mr, poameneHux nOo 4A) y
CICH,CH.CI (10mn) po3miwyBanuM npu KiMHaTHIn
Temnepatypi npotarom 40 xsunuH. [lo yTBOpeHoi B
pe3ynbTati peakuiiHol cymilli nopuisMu goaasanu
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NaBH(OAc); npotarom 1,5 rognHu (4x207wr,
3,9vMMonb). [aHy cymiw nepemiwyBanu npu KimHaT-
Hi TemnepaTypi nNpoTarom 24 roauH, dinbTpyBanu
Yepe3 AgiaTomoBy 3emmno Ta cnonickysann CHyCl
(50Mn). ®inbTpaT NpoMMBaNU HaCUYEHUM BOOHWM
NaHCO3 (1x25mn), ocywysanu (NazSO4) Ta KOHLEH-
TpyBanu nig 3HWKEHUM TUCKOM 3 YTBOPEHHAM He-
OYMLLEHOrO MPOAYKTY Yy BUMMSAAI CBITNO-KOBTOrO Mac-
na. [JaHuin  HeouuweHWi npoaykT  niggasanuv
oumwieHHlo Ha SiO (40r; 0-5% 2M NHsz y
CH30H/CH.Cl,) 3 ogepxaHHaAM 6inoi niHn (504wmr,
Buxig 59%). MC (ESI): pospax. maca Aans
C24H29N303S, 439,6; m/z 3HangeHo, 440,4 [M+H]+. H
AMP (400Mry, CDCls): 7,74 (d, J=8,0, 1H), 7,67 (d,
J=8,0, 1H), 7,42-7,36 (m, 3H), 7,32-7,24 (m, 3H), 4,44
(br s, 1H), 3,50 (s, 2H), 2,82-2,76 (m, 2H), 2,16-2,06
(m, 2H), 1,96-1,88 (m, 2H), 1,45 (s, 9H), 1,48-1,38
(m, 2H).

B. 1-[4-(6eH30Tiazon-2-inokcu)-6eH3un]-
ninepuauH-4-inamin. o pos4unHy {1-[4-(6eH30Tiason-
2-inokcm)-6eH3nn]-ninepuanH-4-in}-kapb6amiHoBoi
KMCNoTw, TpeT-0yTMNoBoro edipy (200w,
0,45mmonb) y CH2Cl, (2mn) npu 0°C no kpannsax go-
pasann 4N HCI y giokcani (1,8mn, 7,2mMmonb). YTBO-
peHy B pesynbTaTi peakuifiHy CyMmill nepemiwysanmu
npu KiMHaTHIN Temnepatypi npotarom 2 roguH. [o-
TPIGHMIA MpoAyKT BUAINSANM wnsxom dinbTpadii Ta
crnonickyBanm Et,O (50mn) 3 opepxaHHam 6Ginoro
nopowky (187wmr, Buxig 100%). MC (ESI): pospax.
maca ansa CqgH21N3OS, 339,5; m/z sHangeHo, 340,4
[M+H]". "H SIMP (400Mry, CDCls): 7,68-7,64 (m, 1H),
7,58-7,52 (m, 2H), 7,48-7,44 (m, 1H), 7,40-7,35 (m,
2H), 7,30-7,24 (m, 1H), 7,20-7,14 (m, 1H), 4,25 (s,
2H), 3,52-3,46 (m, 2H), 3,36-3,28 (m, 1H), 3,08-2,99
(m, 2H), 2,16-2,08 (m, 2H), 1,92-1,80 (m, 2H).

C. OuToBa kucnorta (1-[4-(6eH3oTiazon-2-inokcu)-
6eH3un]-ninepnanH-4-inkapbamoin}-meTunosun eqip.
Oo po3unHy {1-[4-(6eH30Tia3on-2-inokcu)-6eH3nn]-
ninepnanH-4-inaminy avrigpoxnopuay (413wmr,
1,0mmonb) y CH2Clz (20Mn) npu KiMHaTHIA Temnepa-
Typi gogasanu TEA (0,70mn, 5,0mmonb), 3 HacTyn-
HUM JoAaBaHHsM aueTokcuauetun xnopuay (0,16mn,
1,5MMonb). YTBOpEHY B pe3ynbTaTi CyMmill nepemilly-
Banu npu KiMHaTHi TemnepaTypi NpoTaroM Hodi. [a-
Hy peakuinHy cymiw posumHanm y CH2Cly (100mn),
npomuBanu HacudeHum BogHum NaHCOs (1x25mn),
ocywyBanu (NaxSO4) Ta KOHUeHTpyBanwu nig 3HwKe-
HUM TUCKOM 3 OOEepXaHHAM HEOUULLEHOrO NMPOAYKTY Y
Burnagi Ginysatoi TBepaoi peyoBuHU. HeouunieHuin
NPOAyKT nigaasanu oudnweHHio Ha SiOz (40r; 0-10%
CH30H/CH.CI) 3 ogepxaHHaM 6inoi TBepaoi pedyo-
BuHM (410mr, Buxig 93%). MC (ESI): pospax. maca
ansa  Ca3HasN3O4S, 439,2; m/z 3HanmpeHo, 440,4
[M+H]". 'H AIMP (400Mru, CDCl3): 7,72 (d, J=7,8,
1H), 7,65 (d, J=8,1, 1H), 7,40-7,35 (m, 3H), 7,32-7,23
(m, 3H), 6,11 (d, J=8,3, 1H), 4,53 (s, 2H), 3,93-3,82
(m, 1H), 3,50 (s, 2H), 2,83 (d, J=11,9, 2H), 2,15 (s,
3H), 2,14 (t, J=11,9, 2H), 1,93 (d, J=12,1, 2H), 1,56-
1,45 (m, 2H).

D. N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3aunr]-
ninepuanH-4-in}-3-rigpokcu-auetamia. [o po3umHy
ouToBa KucnoTa {1-[4-(6eH30Tia3on-2-inokcun)-
6eH3un]-ninepnanH-4-inkap6amoin}-meTnnosoro edi-
py (368wmr, 0,84mmonb) y THF (30mn), CH3OH (10mn)
Ta H2O (10mn) pogasanw rigpokeng nitito (80,2wmr,
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3,34mmonb). YTBOpeHy B pesynbTaTi Cymilw nepemi-
WwyBanu npu KiMHaTHIA TemnepaTypi NPOTAroM HOMi.
Oany cymiw ekctparyBsanu CHyCly (30mnx3). lNMoea-
HaHi opraHivHi dasu KOHUEHTpyBanu nig 3HWKEeHUM
TUCKOM 3 Ofep>KaHHAM HEOYMLLIEHOrO NPOAYKTY Y BU-
rmaai Ginysatoi TBepaoi peqoBuMHU. HeouuieHuin
NPoAyKT nigaasanu oudnweHHio Ha SiOz (40r; 0-10%
CH30H/CH.CI) 3 ogepxaHHAM binoi TBepaoi pedyo-
BUHM (297wmr, Buxig 82%). MC (ESI): pospax. maca
ansa  Cz1H23N3O3S, 397,2; m/z 3HanmpeHo, 398,3
[M+H]". 'H AIMP (400Mru, CDCl3): 7,72 (d, J=7,8,
1H), 7,65 (d, J=8,1, 1H), 7,40-7,35 (m, 3H), 7,31-7,23
(m, 3H), 6,83 (d, J=8,1, 1H), 5,33 (br s, 1H), 3,99 (s,
2H), 3,87-3,75 (m, 1H), 3,50 (s, 2H), 2,85 (d, J=11,4,
2H), 2,14 (t, J=10,9, 2H), 1,92 (d, J=12,6, 2H), 1,56-
1,43 (m, 2H).
Mpuknap 254

10
N N~ WOH
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1-(2-{[4-(6eH30Tia3on-2-inokcu)-6eH3un]-
UuKnonponin-amiHo}-eTun)-4-rinpokcu-niponianH-2-
OH.

A. [4-(6eH30Tia3on-2-inokcu)-6eH3unn]-
umknonponin-amiH. Cymiw 4-(6eH3oTia3on-2-inokcu)-
6eH3anbgerigy (5,0r, 19,6mmonb), uuknonponinamiHy
(3,35r, 58,7Mmonb) y CICH2CH.CI (80mn) nepemiLuy-
Banu npu KiMHaTHIn TemnepaTypi npotarom 40 xBu-
nuH. [lo yTBOpeHOi B pesynbTaTi peakuilHOi CyMiLli
npotarom 1,5 roguHu  nopuiamMu  gogasanu
NaBH(OAc)s (4x2,1r, 39,2mMonb). PesynbTytody cy-
MilL nepeMillyBanu nNpu KiMHaTHIA TemnepaTypi npo-
TArom 24 roavH, inbTpyBanu Yepes 4iaTOMOBY 3eM-
nmo Ta cnonickyBanm CH.Cl, (500mn). ®inbTpat
npomusanu HacudeHum BogHum NaHCOs (1x250mn),
ocywyBanu (NaxSO4) Ta KOHUeHTpyBanwu nig 3HwKe-
HUM TUCKOM 3 OOEepXaHHAM HEOUULLEHOrO NMPOAYKTY Y
BUrnsagi 6nigo-xoBToro Macrna. HeounweHmn npogykTt
nignasanu  oumweHHilo Ha  SiO2  (330r; 0-5%
CH30H/CH.Cl,) 3 ogepxaHHsim 6inoi TBepaoi pedyo-
BUHY (3,95r, Buxig 68%). MC (ESI): po3pax. maca ans
C47H16N20S, 296,1; m/z 3HangeHo, 297,3 [M+H]+. H
AMP (400MTl'u, CDCls): 7,72 (d, J=8,1, 1H), 7,63 (d,
J=8,1, 1H), 7,40-7,33 (m, 3H), 7,32-7,27 (m, 2H), 7,24
(t, J=8,1, 1H), 3,85 (s, 2H), 2,19-2,12 (m, 1H), 1,86
(br s, 1H), 0,48-0,35 (m, 4H).

B. (2-{[4-(6eH30Tia3on-2-inokcu)-6eH3un]-
UMKIonponin-amiHo)-eTun)-kapbamiHoBa Kncnora,
TpeT-OyTunosun edip. o po3unHy [4-(6eH3o0Tiazon-
2-inokcm)-6eHs3un]-umknonponin-amiHy (2,96r,
10mmonb) y CH3CN (40mn) npu KiMHaTHIn Temnepa-
Typi popasamm N,N-giisonponinetunamin  (3,48mn,
20MmMonb), 3 HacTynHWM [JofaBaHHAM  (2-6pomo-
eTnn)-kap6amiHOBOI KMCNoTu, TpeT-0yTunosoro edipy
(3,36r, 15mMmonb). YTBOpPEHY B pesynbTaTi CyMil Ha-
rpianu npu 60°C npoTsiroMm Houi. CyMill OXOnogxKy-
Banu Ta po3unHanu y CH.Cl, (200mn), npomusanu
HacudeHum BogHuMm NaHCOs (1x25mn) Ta Bogot
(2x25mn), ocywysamm (NaxSOs4) Ta KOHUEHTpyBanu
nig 3HWKEHNUM TUCKOM 3 OOEepXaHHAM HEeOoYMLLEHOro
NPOAYKTY Y BUrMsAAi 6nigo-KoBTOI TBEPOOI PEHOBUHM.
Heounwenni npogykT ouvwanu Ha SiO» (120r; O-
50% eTunauertaTt/rekcaHun) 3 ogepxaHHsm 6inoi TBe-
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paoi pevoBuHm (3,44r, Buxig 78%). MC (ESI): pospax.
mMaca ansa Ca4H20N303S, 439,2; m/z 3HanaeHo, 440,4
[M+H]". 'H AIMP (400Mru, CDCl3): 7,73 (d, J=8,1,
1H), 7,64 (d, J=8,1, 1H), 7,39-7,22 (m, 6H), 4,75 (br s,
1H), 3,74 (s, 2H), 3,25 (dd, J=5,8, 6,1, 2H), 2,65 (t,
J=6,3, 2H), 1,82-1,75 (m, 1H), 1,43 (s, 9H), 0,54-0,48
(m, 2H), 0,43-0,37 (m, 2H).

C. M-[4-(6eH30Tia3on-2-inokcmn)-6eH3nn]-N-
uuknonponin-etaH-1,2-giamiH.  [Jo po3sunHy (2-{[4-
(6eH30oTia3on-2-inokcu)-6eH3nn]-umknonponin-amiHo}-
eTnnkap6amiHOBOI KMCNoTU, TPeT-0yTunosoro edipy
y CH2Cl> (16mn) npm 0°C no kpannsx gogasanu
TPUPTOPOOLITOBY KACMOTY Y AioKCaHi (4mn). YTBOpPEHY
B pe3ynbTaTi peakuiiHy cymill nepemillyBany npu
KiMHaTHIN TemnepaTypi NpOTAroM 2 roguH Ta KOHLEH-
TpyBanu Mig 3HWKEHUM TUCKOM 3 OAEepPXKaHHAM He-
OYMLLIEHOrO NPOAYKTY Y BUMMsAAI 6nigo-XoBTOro mac-
na. fOaHe macno posumHanu y CHCly (100mn),
npomuBanu HacudeHum BogHum NaHCOs (1x25mn),
ocywyBanu (NaxSO4) Ta KOHUeHTpyBanwu nig 3HwKe-
HUM TUCKOM 3 OofepXaHHSAM MPOAyKTYy Y BUrMsAdi npo-
3oporo Macra. MC (ESI): pospax. maca pans
C19H21N30S, 339,1; m/z 3HangeHo, 340,4 [M+H]+. H
AMP (400MTl'u, CDCIs): 7,71 (d, J=8,1, 1H), 7,61 (d,
J=8,1, 1H), 7,37-7,18 (m, 6H), 3,75 (s, 2H), 2,76 (t,
J=6,3, 2H), 2,60 (t, J=6,3, 2H), 1,98 (s, 2H), 1,79-1,73
(m, 1H), 0,51-0,45 (m, 2H), 0,42-0,37 (m, 2H).

D. 1-(2-{[4-(6eH30Tia3on-2-inokcn)-6eH3nn]-
UuKnonponin-amiHo}-eTun)-4-rigpokcu-niponianH-2-
OH. [Jo po3unHy N1-[4-(6eH30Tiazon-2-inokcu)-
6eH3un]-N1-umknonponin-etaH-1,2-giamiHy (1,5r,
4,4mmonb) y CH3CN (18mn) npu kiMHaTHIN Temnepa-
Typi popasamm N,N-giisonponinetunamin  (1,15mn,
6,63MMmonb), 3 HacTynHUM gopasaHHAM 4-(R)-6pomo-
3-riApOKCU-MacnsHOl  KUCNOTK, €TUNoBOro  edipy
(1,11r, 5,3Mmonb). YTBOpeHy B pesynbTaTi Cymil
HarpiBanu npu 60°C npoTsiroM Houi. [aHy cymiw oxo-
nopxysanu ta posvuHsanu y CHxCly (100mn), npomu-
Banu HacuyeHum BogHuM NaHCOs3 (1x10mn) Ta Bo-
ot (2x10Mmm), ocylysanm (NaxSO4) T2
KOHLEHTPYBanu nig 3HWKEHUM TUCKOM 3 OAepPXKaHHAM
HeouMWEeHOro  NpoAdykTy Yy  BWMMsS4i  CBIiTNo-
KOpUYHeBOro Mmacna. [daHui HeouulieHWA MpoayKT
nigaaBany OYULLEHHIO 3@ METOAOM BMCOKONPOOYKTW-
BHOI piaMHHOI xpomatorpadii 3 obepHeHow dasoro
(0-99%, 0,05% TFA y H>O/CH3CN) 3 opepaHHAM
npo3oporo macna (435wr, Buxig 18,3%). MC (ESI):
po3pax. maca ansa CzsHzsN303S, 432,2; m/z 3Haiige-
Ho, 424,3 [M+H]". "H AMP (400Mr'u, CDsOD): 7,64
(d, J=8,1, 1H), 7,58-7,54 (m, 2H), 7,49 (d, J=8,1, 1H),
7,37-7,33 (m, 2H), 7,26 (t, J=7,6, 1H), 7,16 (t, J=7,6,
1H), 4,48 (dd, J=8,8, 12,9, 2H), 4,32 (t, J=5,8, 1H),
3,84-3,75 (m, 1H), 3,64-3,56 (m, 2H), 3,38 (t, J=6,3,
2H), 3,24 (t, J=10,9, 1H), 2,73-2,66 (m, 1H), 2,59 (dd,
J=6,3, 11,1, 1H), 2,15 (d, J=17,2,1H), 0,79 (d, J=6,6,
4H).

Mpuknap 255
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N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3unr]-
ninepuanH-4-in}-N-meTnn-meTaHcynboHamig.

A. {1-[4-(6eH30Tiazon-2-inokcu)-6eH3un]-
ninepuauH-4-in}-metun-kapbamiHoBa KucnoTa, TpeT-
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6yTunosuii edip. Cymiw 4-(6eH3oTia3on-2-inokcu)-
6eHsanbgeriny (4,4r, 17,2Mmonb), MeTUN-NINEPUANH-
4-in-kapbamiHOBOI KMCMnOTKU, TPeT-OyTunosoro edipy
(4,06r, 18,9mmonb) y CICH2CHLCI (172mn1) nepemi-
WwyBanu npu KiMHaTHIn TemnepaTtypi npotarom 40
XBUINWH. [1o AaHoi pe3ynbTyloyoi Cymili nopuisMu
npotarom 1,5 roguHn popasarmm  NaBH(OAc)s
(4x1,82r, 34,4mmonb). YTBOPEHY B pe3ynbTaTi CyMmil
nepemillyBanu npu KiMHaTHIA TemnepaTypi NpOTArom
24 rogvH, dinbTpyBanu yepes AiaTOMOBY 3eMIi0 Ta
cnonickysann CH>Cl, (300mn). dinbTpaT npommnsanu
HacuyeHum BogHUM NaHCOs3 (1x50mn), ocywysanu
(Na2SO4) Ta KOHUeHTpyBanu nig 3HWKEHNUM TUCKOM 3
ofepXaHHAM HeouuLeHOoro NpoaykTy y Burmsgi 6ni-
Jo-xoBTOro Mmacna. [aHui HeouuleHUn npoaykT
nignasanu ouunweHHo Ha SiO; (330r; 0-100% eTtuna-
ueTat/rekcaHn) 3 OfepXaHHSAM CBITMO-KOBTOI NiHW
(3,75r, Buxig 48%). MC (ESI): pospax. maca ans
C25H31N303S, 453,2; m/z 3HangeHo, 454,5 [M+H]+. H
AMP (400MTl'u, CDCIs): 7,73 (d, J=8,1, 1H), 7,66 (d,
J=8,1, 1H), 7,41-7,35 (m, 3H), 7,33-7,23 (m, 3H),
4,13-3,94 (m, 1H), 3,53 (s, 2H), 2,93 (d, J=11,6, 2H),
2,74 (s, 3H), 2,08 (t, J=11,6, 2H), 1,81-1,69 (m, 2H),
1,65-1,57 (m, 2H), 1,46 (s, 9H).

B. {1-[4-(6eH30Tiazon-2-inokcu)-6eH3un]-
ninepuagunH-4-in ) -metun-amiH. o posunHy {1-[4-
(6eH3oTia3on-2-inokcu)-6eH3nn]-ninepuanH-4-in}-
MeTUn-kap6amiHOBOI KUCIOTH, TPET-OyTUNOBOro eqi-
py (3,71, 8,2mmonb) y CH2Cl, (41mn) npu 0°C popa-
Banu no kpannsx 4N HCl y piokcaHi (8,2mn,
32,6mmonb). YTBOpeHy B pesynbTaTi Cymiw nepemi-
WwyBanu npu KiMHaTHIN TemnepaTypi NpoTArom 2 ro-
AvH. TMoTpibHWMIA NPOAYKT BUAINANW LWASXOM inbTpa-
uii Ta npommBanuM Et,O (150Mn) 3 opepaHHAM
6inoro nopowky (3,38r, Buxig 97%). MC (ESI): pos-
pax. maca gns CyoH23N3OS, 353,2; m/z 3HaigeHo,
354,4 [M+H]". '"H AMP (400Mry, CDCls): 8,92 (br s,
1H), 7,72 (d, J=8,1, 1H), 7,63 (d, J=8,1, 1H), 7,39-
7,33 (m, 3H), 7,30-7,21 (m, 3H), 3,49 (s, 2H), 2,98-
2,86 (m, 3H), 2,63 (s, 3H), 2,08-1,98 (m, 4H), 1,84-
1,71 (m, 2H).

C. N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3nn]-
ninepuanH-4-in}-N-meTnn-meTaHcynboHamig,. Oo
PO34UHY {1-[4-(6eH3oTiazon-2-inokcu)-6eH3un]-
ninepuanH-4-in}-metTnn-amiv gurigpoxnopugy (354mr,
1,0mmonb) y CH.Cl, (20mn) npw KiMHaTHIA Temnepa-
Typi gogasanu TEA (0,70mn, 5,0mmonb), 3 HacTyn-
HUM JO04aBaHHAM MeTaHcynbgoHin xnopugy (0,12mn,
1,5MMonb). YTBOpEHY B pe3ynbTaTi CyMmill nepemilly-
Banu npu KiMmHaTHi TemnepaTypi NpoTaroM Hodi. [a-
Hy cymiw po3unHsanu y CH2Cly (100mm), npomuBanu
HacuyeHum BogHum NaHCOs (1x25mn), ocywysanu
(Na2SO4) Ta KOHUeHTpyBanu nig 3HWKEHNUM TUCKOM 3
OofepXaHHAM HeouuLeHOro NpoaykTy y Burmsagi 6ni-
[0-KOBTOI TBepAol peyvoBuHW. [aHui HeouuLleHui
NPOAyKT nigaaesanu oudnweHHio Ha SiOz (40r; 0-10%
CH30H/CH.CI) 3 ogepxaHHaM 6inoi TBepaoi pedyo-
BuHK (378mr, Buxig 88%). MC (ESI): pospax. maca
ansa  CziH2sN303S,, 431,1; m/z 3HangeHo, 4324
[M+H]". 'H AMP (400Mru, CDCl3): 7,73 (d, J=8,1,
1H), 7,66 (d, J=8,1, 1H), 7,41-7,35 (m, 3H), 7,33-7,23
(m, 3H), 3,80-3,70 (m, 1H), 3,50 (s, 2H), 2,96 (d,
J=11,6, 2H), 2,82 (s, 3H), 2,80 (s, 3H), 2,08 (t,
J=11,6, 2H), 1,89-1,77 (m, 2H), 1,70-1,60 (m, 2H).
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eSsaol

HN-p
2-{4-[4-(1H-TeTpason-5-in)-ninepugnH-1-
inmeTunn]-dbeHokcu}-6eHzoTiazon.

Po3unH 4-(6eH3oTia3on-2-inokcn)-6eH3anbaeriagy
(Mpvknag 251, ctapisa A6 620mr, 2,4mMmonb), 4-(1H-
TeTpason-5-in)-ninepuauHy  rigpoxnopugy  (565wr,
3,0mmonb) Ta EtsN (0,43mn, 3,1mmonb) y 30% THF/
CHCl, (35Mm1) nepemiwyBany npu KiMHaTHii Temne-
paTypi npotarom 30 xBunuH. [o gaHoi cymiwi, Wwo
nepemiwysanacb, popasanu Na(AcO)sBH (787wr,
3,7vmonb). 3a 20 roguH JaHy peakuinHy cymiw go-
aasamm go 10% iPrOH/H2O (50mn), i opraHiyHui wap
BigokpemntoBanu Ta ocywysanu (MgSQOs). Po3unHHMK
BUIyYanu nig 3HWKEHUM TUCKOM 3 OfepXKaHHSIM Npo-
30pOro XOBTOr0 Nnunkoro macna. Lien maTepian pos-
Bogunu etaHonom (10mn), Harpisarm go 80°C Ta
¢inbTpyBanu y rapsdomy ctaHi. [lo dinbTpaTy Aoaa-
Banu Et,O (10mn), i konBy oxonomkysanu Ha nbogy.
YTBOpUnace TBepaa pevoBuHa, KoTpy inbTpyBanu 3
ofepxaHHam 6inoi TBepaoi pedoBuHM (48mr, BUXiA
5%). MC (ESI): pospax. maca ans CooH2NsOS,
392,1; m/z 3HanpeHo, 393,44 [M+H]+. 'H AmP
(400Mly, DMSO-dg): 7,95 (d, J=1,9, 1H), 7,70 (d,
J=7,9, 1H), 7,53-7,35 (m, 5H), 7,33 (t, J=7,9, 1H),
3,59 (s, 2H), 3,09-3,00 (m, 1H), 2,91 (d, J=10,8, 2H),
2,22 (t, J=9,8, 2H), 1,85-1,72 (m, 2H).

Mpuknap 257

0L e

1-{4-[4-(6eH30Tia3on-2-inokcn)-6eH3aunn]-
ninepasuH-1-in}-2-rigpoKcu-eTaHoH.

A. 4-[4-(6eH30Tiazon-2-inokcun)-6eH3un]-
ninepasuH-1-kapboHoBa KWcnoTa, TPeT-OyTunosui
edip. Cymiw 4-(6eH3oTia3on-2-inokcu)-
6eHsanbgeriny  (2,5r, 9,8mmonb), ninepasuH-1-
KapbOOHOBOI KMCMOTW, TPeT-OyTunoeoro edipy-2-oHy
(3,7r, 19,6mMMonb) Ta MonekynsapHux cut (2,5r, pos-
menenux, 4A) y CICH2CH,CI (25mn) nepewmiwysanu
npu KiMmHaTHin Temnepatypi npotarom 40 xsunuH. Jo
pe3ynbTyo4oi peakUiHOI CyMilli NOpUiSMKU NPOTAroM
1,5 rognun popaBanm  NaBH(OAc)s  (4x504wmr,
19,6mMMoOnb). YTBOpeHy B pe3ynbTaTi Cymill nepemi-
WwyBanuM npu KiMHaTHIA TemnepaTtypi npoTtarom 24
roguH, dinbTpyBanuM 4epe3 AiaTOMOBY 3eMnio Ta
cnonickysann CH,Cl, (200mn). ®PinbTpaT npommnsanu
HacudeHum BogHum NaHCOs3 (1x50mn), ocywysanu
(Na2SO4) Ta KOHUeHTpyBanu nig 3HWKEHNUM TUCKOM 3
ofepXaHHAM HEeOYMLLIEHOrO NPOAYKTY Y BUIMSAI XKOB-
TOI Haniepigkol pevyoBuHW. [laHuin HeouuLLeHUA nNpo-
OyKT niggaBanu oumwieHHio Ha SiOz (120r; 0-100%
aueTtoH/CH2Cly) 3 opepxaHHam 6GinysaTtoi TBepaoi
peyvoBuHM (1,72r, Buxig 42%). MC (ESI): pospax. ma-
ca ana CasH27N3OsS, 425,5; m/z 3HanpeHo, 426,4
[M+H]". 'H AIMP (400Mru, CDCls): 7,74 (d, J=8,2,
1H), 7,67 (d, J=8,2, 1H), 7,42-7,37 (m, 3H), 7,4-7,25
(m, 3H), 3,53 (s, 2H), 3,45 (br t, J=4,9, 4H), 2,41 (br t,
J=4,5, 4H), 1,46 (s, 9H).

B. 2-(4-ninepasuH-1-inmeTnn-geHokcn)-
6eHsoTiazon. [o posunHy 4-[4-(6eH3oTiazon-2-
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inokcn)-6eH3un]-ninepasuH-1-kapboHOBOI  KUCIOTH,
TpeT-6yTunosoro edipy (1,7r, 4,0mmonb) y CHoCl»
(20mn) npu 0°C gogasanu no kpannsx 4N HCl y gio-
kcaHi (5Mn, 20mMMonb). YTBOpeHY B pe3yrnbTaTi CyMilll
nepemMillyBanu npu KiMHaTHIA TemnepaTypi NpOTArom
2 rogvH Ta KOHUEHTpYyBanu nig 3HWKEHWM TUCKOM 3
OLlep>XKaHHAM HEOUULLIEHOTO NPOAYKTY Yy BUrnagi 6inoi
TBepAoi pevyoBuHW. [laHWin HeOUMLLLEHUI NPOAYKT PO3-
Tupanu 3 Et,O (50mn) Ta Buginanu wnsxom ginbT-
pauii 3 ogep)XaHHSIM MOTPIOHOro NPOAYKTY Yy BUrMsAdi
6inoro nopowky (1,37r, Buxig 87%). MC (ESI): pos-
pax. maca gna CigH1gN3OS, 325,4; m/z 3HaigeHo,
326,3 [M+H]". "H AMP (400Mru, CDsOD): 7,81 (d,
J=8,0, 1H), 7,77-7,72 (m, 2H), 7,62 (d, J=8,2, 1H),
7,57-7,53 (m, 2H), 7,45-7,40 (m, 1H), 7,35-7,31 (m,
1H), 4,45 (s, 2H), 3,62 (br s, 8H).

C. 1-{4-[4-(6eH30Tiazon-2-inokcn)-6eHa3nn]-
ninepuauH-1-in) -2-rigpokcu-eTaHoH. o cymiwi rniko-
nesoi kucnotn (47wr, 0,62mmons) Ta HOBT (1,25mn,
0,62mmonb, 0,5M y DMF) y CH.Cl, (25mn) gogasanu
2-(4-ninepasuH-1-inmeTnn-cgeHokcun)-6eH3oTiazon
(150mr, 0,42mmonb), 3 HacTynHuM goaasaHHsM EDCI
(150mr, 0,79Mmonb). PesynbTytody CyMmilwl nepemiluy-
Banu nNpu KiMHaTHIN TemnepaTypi NpoTaroM 24 roauH,
possogunn CHyCl, (50mn) Ta npomuBanv BOOHUM
HacuyeHum NaHCOs; (1x20mn). OpraHiyHuin wap
ocywyBanu (NaxSO4) Ta KOHUeHTpyBanwu nig 3HwKe-
HUM TUCKOM 3 OOEepPXaHHAM HEOUULLEHOrO NMPOAYKTY Y
BUrMAAi 6nigo-xoBToro Macna. [aHuin HeouuLeHUn
NpoAykT nigaaeany ouuvuleHHio Ha SiOz (40r; 0-3%
2M NHs y CH3OH/CH.CIl,) 3 ogepxaHHsaM Ginoi niHu
(93wmr, Buxig 59%). MC (ESI): pospax. maca ans
Ca0H21N303S, 383,5; m/z 3HaiigeHo, 384,4 [M+H]". 'H
AMP (400Mry, CDCls): 7,74 (d, J=8,0, 1H), 7,68 (d,
J=8,0, 1H), 7,45-7,25 (m, 6H), 4,16 (d, J=4,1, 2H),
3,71-3,68 (m, 2H), 3,64-3,61 (m, 1H), 3,55 (s, 2H),
3,32-3,25 (m, 2H), 2,53-2,44 (m, 4H).
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N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuanH-4-inMeTun}-meTaHcynbgoHamia.

A. {1-[4-(6eH30Tiazon-2-inokcun)-6eH3un]-
ninepuauH-4-inmetun}-kapboHoBa  kucrota, TpeT-
6yTunosuii edip. Cymiw 4-(6eH3oTia3on-2-inokcu)-
6eHsanbgeriny  (1,0r, 3,9mmonb), ninepuauH-4-
inmeTun-kapb6amiHOBOi  KMCMOTW,  TPET-OYTMIOBOrO
ecdipy (1,3r, 5,9vmonb) Ta MonekynspHux cut (1,0r,
posmenenunx, 4A) y CICH,CH2CI (15mn) nepemiLuy-
Banu npu KiMHaTHin TemnepaTypi npotarom 40 xBu-
nuH. [o pe3ynbTylo4ol peakuiiHol Cymilli nopuisiMu
npotarom 1,5 roguHn popasarmm  NaBH(OAc)s
(4x412wmr, 7,8MMonb). YTBOPEHY B pe3yrnbTaTi CyMilll
nepemillyBanu npu KiMHaTHIA TemnepaTypi NPOTArom
24 rogvH, dinbTpyBanu Yepes AiaTOMOBY 3eMIi0 Ta
cnonickysann CHxCl, (100mn). PinbTpaT npommnsanu
HacudeHum BogHum NaHCOs (1x50mn), ocywysanu
(Na2S0O4) Ta KOHUeHTpyBanu nig 3HWKEHUM TUCKOM 3
ofepXaHHAM HEeOYMLLIEHOrO NPOAYKTY Y BUIMSAi XKOB-
TOI HaniBpigkoi pevoBuHWU [daHui HeouulleHun npo-
OyKT niggaBanu ounwieHHo Ha SiO» (40r; 0-100%
aueTtoH/CH2Cly) 3 ogepxaHHaM 6inoi niHv (890mr,
Buxig 50%) MC (ESI): pospax. maca Aans
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C25H31N303S, 453,6; m/z 3HangeHo, 454,4 [M+H]+. H
AMP (400Mry, CDCls): 7,74 (d, J=8,0, 1H), 7,67 (d,
J=8,0, 1H), 7,41-7,36 (m, 3H), 7,32-7,24 (m, 3H), 4,59
(br s, 1H), 3,50 (s, 2H), 3,06-3,00 (m, 2H), 2,94-2,88
(m, 2H), 1,97 (t, J=11,4, 2H), 1,68 (d, J=11,4, 2H),
1,44 (s, 9H), 1,22-1,33 (m,2H).

B. C-{1-[4-(6eH3oTiazon-2-inokcu)-6eHann]-
ninepuguH-4-in}-metunamii. o  po3uuHy {1-[4-
(6eH3oTia3on-2-inokcu)-6eH3nn]-ninepuanH-4-
inmeTun}-kap6amiHOBOI  KACNOTW, TPET-OYTMIOBOrO
ecdipy (866mr, 1,9mmonb) y CH.Cl> (5mn) npu 0°C
popasanu no kpannsax 4N HCI y piokcaHi (2,4mn,
9,5Mmonb). YTBOpPeHY B pe3ynbTaTi CyMill nepemiluy-
Banu nNpu KiMHaTHI TemnepaTtypi NpoTsaroM 24 roguH
Ta KOHLEHTPYBanu nig 3HWKEHUM TUCKOM 3 OdepXaH-
HAM HEOYULLEHOrO NpoayKTy Y BUrnsadi 6inoi TBepaoi
peyoBvHU. [laHWIA HEOUMLLIEHMI NPOOYKT po3Tupanu 3
Et,O (50mn) Ta Buginanu wnaxom ginbTpadii 3 oge-
pXaHHAM nOTpPibHOro MPOAYKTY SK 6inoro nopLuky
(813wmr, Buxig 100%). MC (ESI): pospax. maca ans
Ca0H23N30S, 353,5; m/z 3HaiineHo, 354,4 [M+H]". 'H
AMP (400Mru, CDCls): 7,80 (d, J=8,0, 1H), 7,69 (d,
J=8,6, 2H), 7,60 (d, J=8,0, 1H), 7,51 (d, J=8,6, 1H),
7,42-7,38 (m, 1H), 7,33-7,28 (m, 1H), 4,37 (s, 2H),
3,78 (br d, J=12,7, 1H), 3,13-3,04 (m, 2H), 2,89 (4,
J=6,6,2H), 2,08-1,92 (m, 3H), 1,68-1,56 (m, 2H).

C. N-(1-[4-(6eH30Tia3on-2-inokcu)-6eH3nn]-
ninepuanH-4-inmetun}-meTaHcynegoHamia. o cymi-
i C-{1-{4-(6eH3oTiazon-2-inokcu)-6eH3unn]-

ninepuagunH-4-in}-metunamidy (150mr, 0,39mmonb) vy
CH2Cl, 95mn) popgasanu EtsN (400mkn, 2,86MMonb).
YTBOpeHy B pesynbTaTi CyMmill oXxonomkyBanu Ao
0°C, i 3a ponomorot wnpuua gogasanu CH3SO,CI
(41mkn, 0,52mMmonb). OaHy cymiw nepemiwyBany npu
KiMHaTHIN TemnepaTtypi NpoTarom 24 roguH, po3Bo-
avrm CH2Cl, (10mn) Ta npoMyBany Hacu4eHnM BOA-
HUM NaHCO3 (1x5mn). OpraHiyHun wap ocywysanu
(Na2SO4) Ta KOHUeHTpyBanu nig 3HWKEHUM TUCKOM 3
OLlepXaHHAM HEOUULLIEHOTO NPOAYKTY Yy BUrnagi 6inoi
TBEpAOl peyoBMHU. [laHu HeouUMLLEeHWIA NPOAYKT nia-
Aasanu ounweHHtio Ha SiO2 (10r; 0-3% 2M NHs y
CH30H/CH.CI) 3 ogepxaHHAM 6inoi TBepaoi pedyo-
BuHM (112wmr, Buxig 67%). MC (ESI): pospax. maca
ansa  Cz1H2sN3O3S, 431,6; m/z 3HampeHo, 432,4
[M+H]". 'H IMP (400Mru, CDCl3): 7,74 (d, J=8,0,
1H), 7,67 (d, J=8,0, 1H), 7,42-7,36 (m, 3H), 7,33-7,25
(m, 3H), 4,25 (brt, J=6,6, 1H), 3,51 (s, 2H), 3,04 (d,
J=6,6, 2H), 2,96 (s, 3H), 2,91-2,84 (m, 2H), 1,98 (t,
J=11,7, 2H), 1,74 (br d, J=12,7, 2H), 1,60-1,48 (m,
2H), 1,36-1,24 (m, 2H).
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3-{1-[4-(6eH30Tia3on-2-inokcm)-6eH3nr]-
ninepaguH-4-in}-okcasoni AUH-2-0H.

A. 3-ninepuanH-4-in-okca3onianH-2-oH  xrnopuc-
ToBOOHeBa cinb. o  po3uuHy  1-GeH3un-4-
ninepugnHoHy (10,3r, 54mMmonb) Ta eTaHonmamiHy
(13,2mn, 218mmonb) y CH3OH (20mn) gogasanu uia-
Hoboporigpua Hatpito (10,2r, 163mmonb) Ta TpudTo-
pomeTaHCynbOHOBY KUcnoTy (5Mn), i 4aHy peakuin-

Hy cymiw nepemiwysanu npu 23°C npotarom 3 gib.
Cywmiw oxonomxysanu go 0°C, i noinbHO goaasanu
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12N HCI go npunuHeHHs BUAINEHHS rasy, i yTBOPEHyY
B pesynbTaTi CyMmill nepemillyBanu npoTaromM e 3
roguH. [JaHy cymiw BigdinbTpoByBanu, i ginbTpaT
KOHLIEHTpYyBanu nig 3HWKeHuM TuckoMm. HeouuuieHe
Macno nigaasany NOBTOPHOMY PO3YMHEHHIO Y BOZj
(50Mn), pO34MH pOOWMMIM OCHOBHWUM LUMASIXOM AoAa-
BaHHA 10N NaOH. OaHy cymiw exkctparysanu CHCl,
(8x70mn). MoeagHaHi CH2Cl, ekcTpakTyh ocyllyBanu Ta
KOHLIEHTPYBanu nig 3HWKEHUM TUCKOM 3 OfepXKaHHAM
HeounweHoro npodykty (12,0r, 95%). PosuuH 2-(1-
6eH3un-ninepuanH-4-inamiHo)-etTaHony (3,6r,
15,3mmonb) y CICH2.CHCI (5mn) 06pobnsinm kapbo-
Hin giimigaszonom (CDI) (2,6r, 16mMMornb), i AaHy cymiL
nepemiwysanu npu 23°C npotarom 30 xBunuH. Cy-
miw possoaunu CH.Cl, (100mn), npomnBanu BOAOO
(1x50mn) ta HacnyeHnm BogHuM NaHCOs3 (1x50mn),
OCYLUYBanu Ta KOHLEHTPYBanu nig 3H/WKEHNUM TUCKOM
3 ogepxaHHsaM 2,85r (65%) 3-(1-6eH3un-ninepnamt-
4-in)-okcasonignH-2-oHy. [1o posuuHy 3-(1-6eH3un-
ninepuaunH-4-in)-okcasonigunH-2-oxy (2,3r, 8,8Mmornb)
y CICH.CH.CI (40mn) gogaBanu anbda-xnopoetumn
auetunxnopug (1,5r, 10,6mmons), i gaHy cymiw Ha-
rpisanu go 100°C npotsarom 90 xBunuH. [aHy cymiw
oxonomxysanm o 23°C Ta KOHUEHTpyBanu nig 3Hu-
KEHUM TUCKOM. HeounlleHuin 3anmLLoK pO3YMHANKM Y
CH3OH Ta HarpiBanu 3i 3BOPOTHUM XONOAUITIEHUKOM
npotarom 1 roguHn. Cymiw oxonogxxysanu go 0°C ta
KOHLIEHTPYyBanu nig 3HWKEHUM TUCKOM 3 OAepPXKaHHAM
TMTYnbHOI cnonykn (1,89r, 99%). MC (ESI): TouHa
po3pax. maca gns CgH1N202, 170,1; m/z 3HangeHo,
171,2 [M+H]". "H AMP (400MIy, DMSO-dg): 8,97 (br
s, 2H), 4,27 (dd, J=9,1, 7,8, 2H), 3,80 (i, J=11,8, 4,2,
1H), 3,49 (dd, J=8,0, 6,6, 1H), 3,30 (br d, J=12,7, 2H),
2,97 (dt, J=12,6, 2,3,2H), 1,90 (ddd, J=16,6, 13,0,4,1,
2H), 1,86-1,75 (m, 2H).

B [4-(6eH3oTiazon-2-inokcu)-geHin]-metaron. [o
cymiwi  4-rigpokcnbeHsunosoro  cnupty  (12r,
97mmonb) y CH3CN (200mn), wo mictuna K>COs
(22r, 159mmonb), pogaBanu 2-xnopobeH3oTiason
(22r, 130mmonb), | AaHy cymill HarpiBanu 3i 3BOpOT-
HUM XONOAWSbHWMKOM NpOTAroM 72 roguH. Cymiw
OXOMNOoAXyBanu o KiMHaTHOI TemnepaTypy, inbTpy-
Banu Ta KOHUEHTpyBanu Mg 3HWKEHWM TWUCKOM 3
ofepXaHHAM HeOYMLLEHOro NPOAYKTY Y BUrNAgi 30-
notaeoro Mmacna. HeouvweHe wmacno niggasanu
ouneHHo Ha SiO» (300r; 5% auetoH/CH2Cl,) 3 ope-
pXaHHAM npo3oporo Ta 6GesbapsHoro Macna (15r,
Buxig 60%). MC (ESI): TouHa pospax. maca Ans
C14H11NO2S, 257,1; m/z 3HangeHo, 258,3 [M+H]+. H
AMP (400Mly, DMSO-de): 7,92 (d, J=7,4, 1H), 7,69
(d, J=8,0, 1H), 7,50-7,31 (m, 5H), 7,32 (t, J=7,5, 1H),
5,32 (t, J=5,7, 1H), 4,55 (d, J=5,7, 2H).

C. 2-(4-xnopometun-ceHokcu)-6eHsoTiason. o
cymiwi  [4-(6eH30Tia3zon-2-inokcu)-eHin]-metaHony
(11r, 43mmonb) y CH2Cl> (100mn), wo mictuna Tpu-
etunamid (9mn, 65mMmonb), npu 5°C no kpannax go-
haesanu npotaroM 15 xBunuH TioHinxnopua (4mn,
55mMmonb). JlbogsaHy GaHio Bunydanu, i gaHy cymiw
nigirpisanu 4o KiMHaTHOI TemnepaTypu Ta nepemitly-
Banu npotarom 24 roguH. Cymiw npoMuBanu ogwH
pa3 HacuueHnm KoCO3 (100mn), ocywysanm (MgSOa)
Ta KOHLEHTPYBanu nig 3HWKEHUM TUCKOM 3 odepaH-
HSIM YopHOro macna. HeouuweHe macrno niggasanu
oumweHHo Ha SiOz (300r; 100% CHCI,) 3 ogepxaH-
HSIM MpPO30poro nomapaHyesoro macna (10r, Buxig
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84%). MC (ESI): TouyHa pospax. mMaca And
C14H10CINOS, 275,0; m/z 3HanaeHo, 276,2 [M+H]+.
'H AMP (400Mr'u, DMSO-dg): 7,95 (d, J=7,3, 1H),
7,70 (d, J=7,6, 1H), 7,59 (d, J=8,6, 2H), 7,47 (d,
J=8,6, 2H), 7,37 (t, J=7,4, 1H), 7,33 (t, J=7,5, 1H),
4,84 (s, 2H).

D. 3-(1-[4-(6eH30Tiazon-2-inokcu)-6eH3un]-
ninepuanH-4-in}-okcasoniguH-2-oH. o cymiwi 2-(4-
xropomeTun-deHoken)-6eH3oTiazony (670wmr,
2,4mmonb) y CH3CN (15mn), wo wmictuna KCOs
(544wmr, 3,9vmonb), popasanu  3-ninepuanH-4-in-
OKCa3oMignH-2-0H  XNOpUCTOBOAHEBY Cinb (355w,
1,7Mmonb), i AaHy cymiw Harpisanu go 60°C npots-
rom 24 roguH. [laHy cymil oxonompkysanu Ao KimHat-
HOT TemnepaTypu, inbTpyBanu Ta KOHUEHTpyBanu
nig 3HWKEHNUM TUCKOM 3 OOEepXaHHAM Heo4MLLEHOro
npoayKTy y BUrnsdi 3onoTaBoro macna. [laHe Heouu-
leHe macno nigaaBanu ouvuweHHwo Ha SiOy (12r;
aueToH) 3 ogepXaHHAM Oinoi TBepaoi  pevyoBMHU
(591wmr, Buxia 84%). MC (ESI): pospax. maca ans
Ca2H23N303S, 409,2; m/z 3HaiigeHo, 410,3 [M+H]". 'H
AMP (400MI'u, DMSO-dg): 7,94 (d, J=8,7, 1H), 7,70
(d, J=7,5, 1H), 7,48-7,37 (m, 5H), 7,33 (d, J=8,0, 1H),
4,25 (t, J=7,7, 2H), 3,60-3,42 (m, 5H), 2,85 (d,
J=11,5,2H), 2,04 (t, J=11,4,2H), 1,78-1,58 (m, 4H).

Mpuknap 260
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4-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3aunr]-
ninepuaunH-4-in}-mMopdoniH-3-oH.

A. 4-ninepnanH-4-in-moponiH-3-oH. [1o po3ynHy
1-6eH3un-4-ninepugnHony (10,3r, 54mmonb) Ta eTa-
HonamiHy (13,2mn, 218mmonbk) y CH3OH (20mn) po-
Aasanu uiaHoboporigpua HaTtpito (10,2r, 163mMmornb)
Ta TpudTOpOMeTaHCynbOHOBY KucroTy (5mm), i
AaHy peakuinHy cymiw nepemiwwysanu npu 23°C npo-
Tarom 3 gi6. Cymiw oxonomkysanu o 0°C, i noBinb-
Ho gopasanu 12N HCI go npunvHEHHst BUAINEHHSN
rasy, i yTBopeHy B pesynbTaTi CyMmill nepemiwlysanmu
npotarom we 3 roavH. [aHy cymiw BigdinbTpoByBa-
nu, i inbTpaT KoHUeHTpyBanu. HeouuwieHe macro
nianasanu NOBTOPHOMY pO34MHEHHI y Bogdi (50mn),
PO34MH pPOBUNM OCHOBHUM LUMSXOM godaBaHHs 10N
NaOH. Oany cymiw ekctparyBanm CHyClz (8x70mn).
MoegHaHi CH2Cl, ekcTpakTh ocyLuyBanu Ta KOHLEHT-
pyBanw nig 3HWKEHUM TUCKOM 3 OEpXXaHHSAM Heouun-
weHoro npogykty (12,0r, Buxig 95%). Po3unH 3 Tem-
nepatypoto 0°C 2-(1-6eH3un-ninepmgnH-4-inamiHo)-
etaHony (2,13r, 9,1Mmonb) B eTaHoni (11mn) ta HxO
(5Mn) obpobnsinu ogHOYaCHO XJTOpPOALETU XIopwu-
aom (1,8mn, 22,7mmonb) Ta 35% BOAHMM PO34YMHOM
NaOH, i gaHy cymiw nepemiwyBanv npy TeMnepaTypi
Hwxk4e 20°C npotdarom 3 roguH. [aHy peakuinHy cy-
MilWw po3Boamnu Bogow (20Mn) Ta ekcTparyBanu eTu-
nauetatom (2x50mn). [loegHaHi opraHiyHi  Wwapu
NpoMMBanu po3cOSioOM, OCYLLyBanu Ta KOHLEHTpyBa-
nuM 3 ogepxaHHaMm 1,83r (Buxig 66%) 4-(1-6eH3un-
ninepuaunH-4-in)-mopdonin-3-oHy. o posunHy 4-(1-
6eH3un-ninepuanH-4-in)-mopdoniH-3-oHy (1,1r,
3,9vmonb) y CICH,CH.CI (20mn) gogasanu anbda-
xropoeTun auetunxnopug (660mr, 4,6mmonb), i 4aHy
peakuiiHy cymiw Harpisanum go 100°C npotsrom 16
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roavH. JaHy cymiw oxonomxysanu o 23°C Ta KOH-
LUeHTpyBanu nig 3HWKEeHUM TUCKOM. PesynbTytounii
HeounweHn maTtepian oumwanu Ha SiO: (12r; 0-10%
2M NH3 y CH3OH/CH2Cl.) 3 ogepxaHHsm 282wmr (Bu-
xig 53%) 4-ninepugnH-4-in-mopdoniH-3-oHy. MC
(ESI): TouHa pospax. maca gns CgH1sN202, 181,41;
m/z 3HainpgeHo, 185,4 [M+H]+. "H amp (400MTwu,
CDClIs): 3,72 (s, 2H), 2,94 (i, J=6,6, 2H), 2,55 (4,
J=3,6, 2H), 2,46 (i, J=10,3, 3,7, 1H), 1,92 (dd,
J=12,3, 2,3,2H), 1,82-1,70 (m, 2H), 1,70-1,60 (m, 1H),
1,40-1,02 (m, 4H).

B. 4-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3aunrn]-
ninepuaunH-4-in}-mopdoniH-3-oH.  TUTYnbHY CNOMyKy
opepxysanu 3rigHo 3 Mpuknagom 259, ctagis D. MC
(ESI): TouHa pospax. maca ans CasH27N3O3S, 423,16;
m/z 3HanpeHo, 424,3 [M+H]+. H amp (400Mru,
CDCls): 7,77 (dd, J=8,1, 0,6, 1H), 7,70 (dd, J=7,9,
0,7, 1H), 7,45-7,40 (m, 2H), 7,36-7,28 (m, 4H), 4,57
(tt, J=12,1, 4,2, 1H), 4,22 (s, 2H), 3,90 (t, J=4,9, 2H),
3,56 (s, 2H), 3,34 (t, J=5,1, 2H), 3,01 (br d, J=11,6,
2H), 2,18 (ddd, J=11,7,11,7, 2,2, 2H), 1,79 (dddd,
J=12,1, 12,1, 12,0, 3,8, 2H), 1,72-1,65 (m, 2H).

Mpuknag 261

OH

RegoBog'

(R) 1-(1-{2-[4-(6eH30Tia3on-2-inokcu)-peHokcu]-
eTun}-ninepmauH-4-in)-4-rigpokcu-niponiamH-2-oH.

A. (R)-4-rigpokcu-1-ninepnanH-4-in-niponigmH-2-
OH ouToBOKMUCNa Cinb. Po3unH  4-amiHo-1-
6eHsunninepuguHy  (1,0r, 5,2mmone) Ta  N,N-
giisonponinetunaminy (2,3mn, 13,1mMmons) y CHsCN
(12mm) 06pobnsanu (R)-4-6pomo-3-
rigpokcmbyTnpaTom (1,4r, 6,8mMmonb), i AaHy cymiw
HarpiBanu npu 65°C npotsarom 48 roamH. [laHy cymiw
oXxonogXyBanu Ta po3Boaunu etunaveratom (70mn) i
npomuBanu Bogoto (20mn). OpraHiyHui Wwap ocylly-
Banu Ta KOHUEHTPyBanu Mig 3HWKEHUM TUCKOM, i He-
OYULLIEHUA 3anULLOK MiggaBany OYULLEHHIO Ha SiO;
(12r; 0-5% 2M NHs y CH3OH/CHCl,). Oanuin npo-
OYKT po3unHanu B etaHoni (20mn) Ta HarpiBanu go
80°C npotsarom 48 rognH. CyMmilu KOHLEHTpyBanu nig
3HWKEHUM TUCKOM, | HEOUULLIEHUIA 3anuLLIOK nigaaBa-
nn oumweHHo Ha SiO2 (12r; 0-5% 2M NHs3 y
CH30H/CHCl,) 3 ogepxxaHHsm 346mr (Buxig 25%) 1-
(1-6eH3nn-ninepmuaunH-4-in)-4-rigpokcu-niponianH-2-
OHy. Po3unH 1-(1-6eH3un-ninepunanH-4-in)-4-rinpokcu-
niponiguH-2-oHy (346mr, 1,3MMonb) B eTaHoni (7mn)
06pobnsnu PA(OH), (60mr), i gaHy cymil 3apsmpkanm
BoAaHem Ha anapari lNMappa go 50dyHT/KB.AMOVM Ta
cTpywysanu npotarom 5 ai6. Cywmiw cinbTpyBanu
Yepes iaTOMOBY 3eMI0 Ta KOHLUEHTpyBanu 3 ogep-
XaHHAM 280Mr (Buxig 91%) TUTYNbHOI CMOMYyKK, KOT-
pa byna BukopucTaHa 6e3 OYMLLUEHHSI Y HACTYMHUX
peakuissx. MC (ESI): ToyHa pospax. maca Aans
CgoH1sN202, 184,1; m/z 3HangeHo, 185,2 [M+H]+.

B. (R) 1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-
deHokcu]-eTuni-ninepuanH-4-1H)-4-rigpokcu-
niponigunH-2-oH. TUTYNbHY CNOMYKY oAepXyBanu 3rif-
Ho 3 [Npuknagom 24 3 BUKOPUCTaHHSAM 4-rigpokcu-1-
ninepnanH-4-in-niponiguH-2-oH  OLTOBOKMCMOI  COfi.
MC (ESI): TOYHa po3pax. maca ans
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C24H27N304S4,453,2; m/z 3HangeHo, 454,5 [M+H]+. H
AMP (400MI'y, CDCIs): 7,77 (dd, J=8,1, 0,5, 1H),
7,69 (dd, J=8,0, 0,7, 1H), 7,42 (dt, J=8,5, 1,3, 1H),
7,34-7,27 (m, 5H), 7,02-6,97 (m, 2H), 4,58-4,53 (m,
1H), 4,18-4,04 (m, 3H), 3,62 (dd, J=10,7, 5,6, 1H),
3,34 (dd, J=10,7, 2,2, 1H), 3,15-3,08 (m, 1H), 2,87 (t,
J=5,7, 2H), 2,75 (dd, J=17,2, 6,6, 1H), 2,44 (dd,
J=17,2, 2,6, 1H), 2,34-2,24 (m, 2H), 1,90-1,68 (m,
3H).

Mpuknapg 262
NN
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2-(4-{2-[4-(1H-TeTpazon-5-in)-ninepngmnx-1-in]-
eTnn}-geHokcn)-6eH30Tiason.

A. [4-(6eH30Tiazon-2-inokcu)-eHin]-
auetanbgerin. PosunH  (4-rigpokcu-cpeHin)-ouToBoi
Kncnotu, metunosoro edipy (11,2r, 62mmons), Ta 2-
xropobeHsotiasony (9,5 rmn, 56mmonb) y CHsCN
0o6pobnsanu  po3mMeneHMM OO0 TOHKOrO  MOPOLUKY
Cs2CO3 (271, 84MMoOnb), i pe3ynbTytody CyMill nepe-
miwysanu npu 40°C npotsirom 17 roguH Ta npu 60°C
npotaromMm 2 roguvH. JaHy peakuinHy cymiw inbTpy-
Banu Yyepes AiaTOMOBY 3eMmto, i inbTpaT KOHUEHT-
pyBanu nig 3HWKeHUM TuckoM. HeouuwieHy TBepay
peYyoBMHY MigAaBany OYULLEHHIO LUMSXOM PO3YMHEH-
Ha B eTunauertaTti (350mn) Ta npomuBaHHs 10%
NaOH (3x30mn), 0,5M nMMOHHOK  KMCIOTO
(1x30mn), HacudeHum BogHum NaHCOs (1x30mn),
po3scornom (1x30mMn), notim ocywyBanu Hag NaxSOs,
(inbTpyBanu Ta KOHUEHTpYBanu nig 3HWKEHUM TUC-
KOM 3 ogepxaHHAM 16r (Buxig 95%) [4-(6eH3oTiasorn-
2-inokcm)-beHin]-ouToBOI KUCNOTK, METUMOBOIO edi-
py, €Kk 6inoi TBepaoi pe4vyoBuMHW. Po3unMH [4-
(6eH30Tia3on-2-inokcu)-geHin]-ouToBoi KMCNoTu,
meTunosoro edipy, (5,4r, 18mmone) y 80mn Tonyony
npn -90°C o6pobnsanun LWnaxom noKpanenbHoro go-
AasaHsa 1,0M po3unHy Aiizo0yTun anoMmiHiv rigpuay y
rekcaHax (27mn, 27mmonb). [aHy peakuiiHy cymill
nosinbHoO nigirpisanu go -68°C npotarom 30 XBUNWH i
noTiM racunu gogaBaHHAM MeTaHony (2,0mn). Peak-
UirHy cymiw nigirpisanu go -20°C Ta po3soavnu gie-
Tunosmm edipom (100mn) Ta 2,0M HCI (60mn), i eHe-
privHo  nepemiwyBanu npotaroMm 30  XBUIUH.
OpraHiyHmi Wwap BiJOKpeMmIiioBanu, NpoMuBanu Ha-
cnyeHnm BogHuM NaHCOs, ocywyBanu Hag NazSOu,
iNbTPyBanu Ta KOHLEHTPyBanu 3 odepXXaHHAM Tu-
TynbHOI cnonyku (4,84r, Buxig 99%).

B. 2-(4-{2-[4-(1H-TeTpas3on-5-in)-ninepngunH-1-in]-
eTnn}-geHokcn)-6eH30Tiason. Po3uuH [4-
(6eH3oTia3on-2-inokcu)-deHin]-auetansaerioy
(628mr, 2,3mmonb) Ta  4-(1H-TeTtpason-5-in)-
ninepuauHy (443wmr, 2,34mmonb) y CH2Clo (10Mmn), wo
MicTVB TpmeTunamiH (360mkn, 2,6MMonb), 06pobnsnu
Tpuavuetokcuboporiapuaom HaTpito (599w,
2,7MMOrb), | faHy CyMill nepemillyBanu npy KimHaT-
Hin TemnepaTypi npoTsarom 24 roguH. Cymiw npomu-
Banu HacuyeHum BogHum NaHCOs (15mn), ocylwyBa-
nm (MgSO0O.) Ta KOHUEHTPYBanu Mig 3HWKEHUM TUCKOM
3 oepXxaHHAM Ginoi TBepaoi pevoBuHW. [aHy TBEpAyY
peyvoBMHY NpomMuBanu OieTUNoBMM edipom Ta BUCY-
LIyBanu Ha NoBiTpi 3 OAepXKaHHAM NPOAYKTY y BUMS-
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ai 6inoi TBepaoi peyoBuHn (214mr, Buxig 23%). MC
(ESI): pospax. maca ansa Co1H2oNeOS, 406,2; m/z
3HaI/IJ:l,eHO 407,3 [M+H]". "H SSMP (400MIy, DMSO-

ds): 7,93 (d, J=7.9, 1H), 7,69 (d, J=7,7, 1H), 7,48-7,30
(m, 6H), 3,10 (d, J=11,6, 2H), 3,08-2,97 (m, 1H), 2,87
(t, J=6,7, 2H), 2,72 (t, J=8,6,2H), 2,34 (t, J=11,0, 2H),
2,01 (d, J=11,2, 2H), 1,79 (q, J=9,9, 2H).

Mpuknap 263
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(1-{2-[4-(6eH30Tiazon-2-inokcu)-peHokeu]-eTun}-
ninepuanH-2-in)-meTaHorn.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto anga lNpuknagy 24 3 BUKOPUCTAHHAM ninepu-
OvH-2-in-meTtaHony. MC (ESI): pospax. maca ans
C21H24N203S, 384,2; m/z 3HaiigeHo, 385,3 [M+H]". 'H
AMP (400Mly, DMSO-de): 7,91 (d, J=7,9, 1H), 7,68
(d, J=8,0, 1H), 7,42 (t, J=7,3, 1H), 7,37 (d, J=9,0, 2H),
7,31 (t, J=8,1, 1H), 7,05 (d, J=9,1, 2H), 4,43 (t, J=5,3,

H), 4,08 (t, J=6,2, 2H), 3,60-3,51 (m, 1H), 3,48-3,39
(m, 1H), 3,17-3,09 (m, 1H), 2,94-2,84 (m, 1H), 2,80-
2,70 (m, 1H), 2,33 (t, J=10,4, 2H), 1,62 (d, J=9,3, 2H),
1,58-1,47 (m, 1H), 1,47-1,35 (m, 1H), 1,35-1,20 (m,
2H).

Mpuknap 264
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(1-{2-[4-(6eH30Tia3zon-2-i IJ'IOKCI/I )-cbeHokcu]-eTnn}-
1H-TeTpason-5-in)-ouToBa kucnota, eTnoBumn eqip.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa Mpuknagy 24 3 BukopuctaHHaMm (1H-
TeTpa3orn-5-in)-oUToBOoi KMCNoTK, €TunoBoro edipy.
MC (ESI): pospax. maca Ana C20H19N504S 425,1;
m/z 3HangeHo, 426,3 [M+H]". 'H SIMP (400Mru,
DMSO-dg): 7,91 (d, J=8,0, 1H), 7,67 (d, J=7,6, 1H),
7,46-7,36 (m, 3H), 7,32 (t, J=8,4, 1H), 7,03 (d, J=9,1,
2H), 4,88 (t, J=5,0, 2H), 4,43 (t, J=5,0, 2H), 4,35 (s,
2H), 4,14 (q, J=7,1, 2H), 1,20 (t, J=7,1, 3H).

Mpuknap 265
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(1-{2-[4-(6eH30Tiazon-2-inokcu)-peHokeu]-eTun}-
ninepuanH-3-in)-meTaHon.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto anga lMpuknagy 24 3 BUKOPUCTaHHAM ninepu-
AvH-3-in-metaHony. MC (ESI): pospax. maca AN
C21H24N203S1, 384,2; m/z 3HangeHo, 385,1 [M+H]".
'H AMP (400Mru, CDCl3): 7,77 (d, J=8,1, 1H), 7,68
(d, J=7,9, 1H), 7,42 (dt, J=8,4, 1,2, 1H), 7,34-7,26 (m,
3H), 7,02-6,97 (m, 2H), 4,15 (t, J=5,9, 2H), 3,68 (dd,
J=10,6, 5,2, 1H), 3,56 (dd, J=10,4, 6,3,1H), 3,00 (d,
J=5,3,1H), 2,84 (t, J=5,9,2H), 2,83-2,79 (m, 1H), 2,75-
2,60 (m, 1H), 2,30 (t, J=9,5, 1H), 2,16 (t, J=9,5, 1H),
1,92-1,78 (m, 2H), 1,77-1,68 (m, 1H), 1,68-1,60 (m,
1H), 1,24-1,12 (m, 1H).

Mpuknap 266
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2-{4- [2 (5-ninepmauH- 4 -in-TeTpason-2-in)-
eTokcu]-gpeHokem}-6eH30Tia3on rigpoxnopua,.

A.  4-(2-{2-[4-(6eH3oTia3on-2-inokcu)-heHoKeH]-
eTnn}-2H-TeTpason-5-in)-ninepnanH-1-kap6oHoBa
Kncnota, TpeT-0yTmnosuin ecip. [Jo po3yuHy, Lo ne-
pemilyBaBcs, 2-[4-(2-6pomo-eToKcK)-cheHoKeu]-
6eH3oTiazony (Mpuknag 9; 500mr, 1,4mmonb) Ta 4-
(2H-TeTpaszon-5-in)-ninepmauH-1-kapboHoBoOi  kUcno-
Tn, TpeT-Oytunosoro edipy (404mr, 1,6mmonb) vy
CHsCN  (10mn) popmaBanm  Cs;COs (537w,
1,7mmonsb). OaHy cymiw Harpisanu npu 60°C npots-
rom 20 roauvH i noTiM inbTpyBanu. dinbTpaTt KOHLe-
HTpyBanu nig 3HWKEeHWM TUCKOM A0 NpO30pOoro 30510-
TaBOro macna, KotTpe nigaaBanu ovuileHHo Ha SiO2
(40r; 0-15% auetoH/CH2Clz) 3 opepxaHHAM 6inoi
TBepaoi peyvoBuHn (483mr, Buxig 65%). TLC (SiO,
15% aueTtoH/CH.Cly): R=0,84. MC (ESI): pospax.
mMaca ansa CosH3oNsO4S, 522,2; m/z 3HangeHo, 523,2
[M+H]". "H AMP (400MIy, DMSO-de): 7,90 (d, J=7,7,
1H), 7,67 (d, J=7,9, 1H), 7,42 (t, J=7,1, 1H), 7,36 (d,
J=6,8, 2H), 7,31 (t, J=8,1, 1H), 7,01 (d, J=6,9, 2H),
5,05 (t, J=4,7, 2H), 4,57 (t, J=4,8, 2H), 3,92 (d,
J=12,4, 1H), 3,20-3,12 (m, 1H), 2,96 (br s, 2H), 1,97
(dd, J=13,3, 3, 2H), 1,65-1,52 (m, 2H), 1,40 (s, 9H).

B. 2-{4-[2-(5-ninepnaunH-4-in-TeTpason-2-in)-
eTokcu]-dpeHokem}-6eH3oTia3on rigpoxnopua. o pos-
4YMHY, WO nepemiwyBaBscs, 4-(2-{2-[4-(beH30Tiazon-2-
inokcm)-deHoken]-eTun}-2H-Tetpason-5-in)-
ninepuanH-1-kapboHOBOI  KMCNOTKU, TPET-OYTMIOBOrO
edipy (440wmr, 0,84mmonb) y 88% MypalumHoi kucno-
™ (7,5Mn) gopgaBanu KoHueHTpoBaHy HCI (75mkn,
0,009mmonb). aHy cymiw nepemillyBany npu KiMHa-
THi Temnepatypi NpoTarom 20 roguMH Ta KOHUEHTPY-
Banu nig 3HWKEHNM TUCKOM 3 OfepXKaHHsM Npo30po-
ro 6esbapsHoro macna. flaHe macno ocylwysanuv nig
BMCOKUM BaKyyMOM NPOTSroM 2 roauH 3 OfepXKaHHAM
6inoi TBepgoi peyoBuHu (337mr, Buxig 99%). MC
(ESI): pospax. maca Ans C21H22N6O02S, 422,2; m/z
3HaiigeHo, 423,3 [M+H]". "H AMP (400Mru, DMSO-
de): 7,92 (d, J=7,9, 1H), 7,67 (d, J=8,0, 1H), 7,42 (t,
J=7,8, 1H), 7,39 (d, J=9,4, 2H), 7,32 (t, J=7,4, 1H),
5,08 (t, J=4,7, 2H), 4,58 (t, J=4,8, 2H), 3,40-3,22 (m,
4H), 3,03 (q, J=15,1, 2H), 2,16 (d, J=14,1, 2H), 1,92
(g, J=14,3, 2H).

Mpuknapg 267

2O

7-{2-[4-(6eH30Tiazon-2-inokcu cbeHOKcm] eTnn}-
4-cnipo-[3 -cTani al-ninepuanH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa [llpuknagy 24 3 BUKOPUCTaHHAM 4-
cnipo-[3-dTanig]-ninepugnHy. MC (ESI): pospax. ma-
ca ana CyH24N204S, 472,2; m/z 3HanpeHo, 473,3
[M+H]". "H AMP (400MIu, DMSO-ds): 7,92 (d, J=7.9,
1H), 7,83 (d, J=7,7, 1H), 7,82-7,75 (m, 2H), 7,70 (d,
J=10,2, 1H), 7,61 (t, J=11,6, 1H), 7,48-7,38 (m, 3H),
7,32 (t, J=8,2, 1H), 7,10 (d, J=9,1, 2H), 4,19 (t, J=5,7,
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2H), 3,05 (d, J=13,0, 2H), 2,86 (t, J=5,6, 2H), 2,50-
2,44 (m, 2H), 2,28 (t, J=13,5, 2H), 1,65(d, J=12,5,2H).
Mpuknapg 268

Relonao Py

1-{3-[4-(6eH30Tiason-2-inokcu)-eHin]-nponin}-
ninepuanH-4-kapOoHOBa K1cnoTa, eTUnoBun eqip.

TuTtynbHa cnonyka Byna ogepxaHa 3rigHoO 3 npo-
ueaypoto ans lMpuknagy 35 3 BUKOPUCTaHHAM nine-
puanH-4-kapboHOBOI KMCIOTW, eTUNoBoro edipy, Ans
cragii A Ta 2-xnopobeHsoTiazony ans cragii C. MC
(ESI): pospax. maca Ans C24H28N203S, 424,2; m/z
3HaiigeHo, 425,3 [M+H]". "H AMP (400Mru, DMSO-
ds): 7,92 (d, J=7,9, 1H), 7,68 (d, J=8,0, 1H), 7,43 (t,
J=8,1, 1H), 7,38-7,28 (m, 5H), 4,05 (q, J=7,1, 2H),
2,78 (d, J=11,3, 2H), 2,63 (t, J=7,5, 2H), 2,25 (t,
J=7,0, 3H), 1,93 (t, J=13,2, 2H), 1,84-1,68 (m, 4H),
1,54 (q, J=14,9, 2H), 1,18 (t, J=7,1, 3H).

Mpuknapg 269

e .
SN M

2-[4-(6eH30Tia3on-2-inokcu)-geHin]-eTnnamid - ri-
Apoxropua.

A. [2-(4-rigpokcu-cherin)-eTun]-kapbamiHoBa Kuc-
nota, TpeT-0yTunosuii edip. [1o po3uuHy, WO nepe-
MillyBaBcs, AUTpeT-OyTvn  aukapboHaty (34,2,
157mmonb) y THF (200mn) npoTarom 1 roguHu gopa-
Banu TupamiH (21,3r, 155mmonb) y THF (100mn).
OaHy cymiw nepemiwysanu npotsrom 2,5 roguH Ta
KOHLEHTPYyBanu nig 3HWKEHUM TUCKOM 3 OAepPXKaHHAM
Npo30oporo 30f10TABOTO  Macfa, KoTpe niggasanu
oumwieHHo Ha SiO2 (300r; 0-25% aueToH/CH2Cly).
MoTpiGHi dpakuii noeaHyBanu Ta KOHLEHTpyBanu nig
3HVDKEHUM TUCKOM 3 OAEPXaHHAM NPOAYKTY Y BUrNAi
npo3oporo poxesoro macna (37r, suxig 100%). TLC
(SiO2, 5% auetoH/CH2ClL): R=0,31. MC (ESI): pos-
pax. maca ana Ci3H19NOs, 237,1; m/z 3HaigeHo,
260,2 [M+Na]". "H SsIMP (400Mr1, DMSO-d): 9,16 (s,
1H), 6,96 (d, J=8,4, 2H), 6,82 (s, 1H), 6,66 (d, J=8,4,
2H), 3,05 (q, J=8,3, 2H), 2,56 (t, J=8,1, 2H), 1,37 (s,
9H).

B. {2-[4-(6eH3oTiazon-2-inokcu)-deHin]-etun}-
kapbamiHoBa KucroTa, TpeT-0yTunoBuin edip. TuTy-
NbHY CMOMyKy OJepXyBanu 3rigHO 3 mpouedypoto i3
Mpuknagy 30, ctagis B, 3 BukopucTaHHAM [2-(4-
riApoKcu-gpeHin)-eTun]-kap6amiHOBOI  KMCMOTW, TpeT-
6yTunoBsoro edipy 3 ogepxaHHaM 6inoi TBepgoi pe-
YoBuHM (9r, Buxig 56%). TLC (SiO2, CH2Cl»): R=0,19.
MC (ESI): pospax. maca Ana C20H22N203S 370,1;
m/z 3uangeHo, 371,3 [M+H]". 'H SMP (400Mru,
DMSO-dg): 7,92 (d, J=7,9, 1H), 7,68 (d, J=8,0, 1H),
7,48-7,30 (m, 6H), 7,34 (t, J=7,8, 1H), 3,09 (d, J=7,1,
2H), 2,75 (t, J=7,4, 2H), 1,38 (s, 9H).

C. 2-[4-(6eH30Tia3on-2-inokcum)-eHin]-eTunamiy
rigpoxnopug. TUTynbHY CMONyKy ogepXyBanu 3rigHo
3 npoueaypoto ana Mpuknagy 266, ctagis B, 3 oaep-
XaHHAM 6inoi TBepaoi peyoBuHu (6,4r, Buxig 100%).
MC (ESI): pospax. maca ans C1sH14N20S, 270,1; m/z
3HaI/IJ:l,eHO 271,3 [M+H]". "H SSMP (400MIy, DMSO-

ds): 8,05 (br s, 2H), 7,94 (d, J=7,8, 1H), 7,68 (d,
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J=7,8, 1H), 7,53-7,39 (m, 5H), 7,34 (t, J=7,9, 1H),
3,09 (t, J=6,9, 2H), 2,95 (t, J=8,6, 2H).
Mpuknap 270

MO,

HN-p
2-(4-}2-14-(1H-TeTpason-5-in)-ninepngmnx-1-in)-
eTokcu}-cpeHokeu)-6eH3oTiazon.

A. [4-(GeHsoTiazon-2-inokcu)-ceHokcm1-ouToBa
K1croTa, MeTunoBu egip. [1o posunHy, Wo nepemi-
wysaBcs, rigpugy Hatpito (7,5r, 187,5mmornb) vy
DMSO (100mn) npotarom 30 xBUNWH ogasanu rig-
poxiHoH (10,0r, 91,2mmonb). lMoTiM gaHy cymiw Ha-
rpisanu o 80°C npoTaromM 2 roamH Ta 0XoromKyBanm
0o KiMHaTHOI TemnepaTypu. [o cymiwi, Wo nepemi-
wysanacb, npotarom 30 xBWNWH popasanu  2-
xropobensotiason (11,3mn, 91,3mmonb), i AaHy cy-
MiLL nepeMillyBanu nNpu KiMHaTHIA TemnepaTypi npo-
Tarom 24 roguH. [o cymiwi gogasanu MeTun-2-
6pomoaueTtar (8,6mn, 90,8Mmonb) npotarom 30 xBu-
NWH, i AaHy cymiw nepemillyBany npoTarom 24 ro-
AviH. [lo paHoi cymiwi gogasanu Bogy (1n), i npogykTt
ekctparyBanu Et,O (2x500mn), ocywysanu (MgSOa)
Ta KOHLEHTPYBanu nig 3HWKEHUM TUCKOM 3 odepaH-
HAM GexeBoi TBepAoi pedoBuHUW. [laHy TBepay pedyo-
BMHY po3amiwysanu y CH2Cly (200mn) Ta dinbTpyBa-
N 3 ogepXKaHHAM NpoaykTy y BuUrnsAdi 6inoi TBepaoi
peyoBuHU (24,2r, Buxig 84%). MC (ESI): pospax. ma-
ca ans C16H13NO4S 315,1; m/z 3HanpeHo, 316,2
[M+H]". "H AAMP (400MIu, DMSO-de): 7,92 (d, J=8,0,

H), 7,66 (d, J=8,1, 1H), 7,47-7,40 (m, 3H), 7,32 (t,
J=7,5,1H), 7,07 (d, J=8,6, 2H), 4,87 (s, 2H), 3,73 (s,
3H).

B. [4-(6eH30Tia3on-2-inokcu)-cheHokeu]-
auetanbgeria. [1o posunHy, WO nepemiwyBaBcs, [4-
(6eH30Tia3on-2-inokcn)-heHoKCU]-oLTOBOT  KUCHOTH,
meTunosoro edipy (1,0r, 3,17mMmonb) y THF (15mn)
npu -78°C pogasanu DIBAL-H (5mn, 5mmonsb), nig-
TPYMYyHOUN TeMnepaTypy Ha piBHIi Hwx4Ye -75°C. Oany
cymilw nepemiwysanu npu -72°C npotarom 4 roguH
Ta racunu Bogoto (10mn), ekctparyBamm CHyCl»
(2x10mn), ocywysanm (MgSOs) Ta KOHLUEHTpyBanu
nig 3HWKEHUM TUCKOM 3 OAEepXKaHHAM MPO30poro 30-
notasoro macna (708wmr, Buxig 78%). MC (ESI): pos-
pax. maca gna CisH11NO3S, 285,1; m/z 3HaigeHo,
286,3 [M+H]".

C. 2-(4-{2-[4-(1H-TeTpa3on-5-in)-ninepngmnH-1-in]-

eTokcu}-cpeHoken)-0eH3oTiazon. TUTynbHY  CMOMNyKy
ogepxyBanu 3rigHo 3 npouegypoto aAnsa [lMpuknagy
262, ctapia B, 3 BukopuctaHHam 4-(1H-tetpason-5-
in)-ninepugnHy. MC (ESI): pospax. Maca AN
Cz1H22N6028 422,2; m/z 3HaigeHo, 422,3 [M+Na]".
'H AMP (400Mr'u, DMSO-de): 7,93 (d, J=7,8, 1H),
7,68 (d, J=7,9, 1H), 7,49-7,40 (m, 3H), 7,33 (t, J=7,3,
1H), 7,14 (d, J=9,0, 2H), 4,43 (t, J=4,3, 2H), 3,62-3,43
(m, 4H), 3,25-3,10 (m, 3H), 2,25 (d, J=12,0, 2H),
2,18-2,02 (m, 2H).

Mpuknag 271

% Yeas

2-(4-ninepnanH-1-inmeTnn-ceHokcm)-
6eH3o0kcaszon.



227

A. 4-ninepuawh-i-inmetun-gpeHon. Cymiw  4-
rigpokcubensanbaerigy (10r, 82mmonsb), ninepuauHy
(16mn, 164mmonb) Ta monekynspHux cut (10r, pos-
menew, 4A) y CICH,CH.CI (150mn) nepemiluysanm
npu KiMmHaTHIn TemnepaTtypi npotarom 40 xsunuH. Jo
pesyrnbTyYoi cyMili nopuisgmu, npotsarom 1,5 roguHn
popasanu NaBH(OAc)s (7x5r, 164mmonb). OaHy cy-
MilL nepeMillyBanu nNpu KiMHaTHIA TemnepaTypi npo-
TArom 24 rogvH. YTBOpeHy B pesynbTaTi CyMmill pos-
Bogunu CHoCl, (300mn), cinbTpyBanM 4yepes
JiaToMoBY 3eMri0 Ta cromickyBanu [o4aTKOBO
nopuieto CH2Cl, (100mn). ®inbTpaT npomuBanu Ha-
cuyeHum BogHum NaHCO3 (3x150mn) Ta ekcTpary-
Banu 25% cymiwwo izonponaHon/CHCI,, ocywysanu
(Na2SO4) Ta KOHUeHTpyBanu nig 3HWKEHNUM TUCKOM 3
ofepXaHHAM HEOYMLLIEHOro NPOAYyKTY y BUMMSAA4i no-
MapaH4yeBOI HaniBpigKkol peyoBUHWU. [aHun HeouwLe-
HWUIA NPOAYKT NigaaBany ovmwieHHo Ha SiO2 (120r; 0-
100% auetoH/CH,Clz 3 ogepxaHHsM XOBTOI TBEpAOi
peyoBuHu (3,08r, Buxig 48%). MC (ESI): pospax. ma-
ca ana Cqi2Hi7zNO, 191,1; m/z 3HanpgeHo, 1924
[M+Na]". "H AMP (400Mru, CDCls): 7,18 (d, J=8,4,
2H), 6,75 (d, J=8,4, 2H), 3,83 (s, 2H), 2,81 (br s, 4H),
1,77 (quint, J=5,7, 4H), 1,54 (br s, 2H). B. 2-(4-
ninepuauH-1-inmetTun-geHokcn)-6eH3ookcason.  Tu-
TyNbHY CMOMNyKy OAEepXyBanu 3rigHo 3 npouegypoto
ansa lMpuknagy 13, crtagis B, 3 BukopucTaHHAM 4-
ninepugunH-1-inmetun-peHony. MC (ESI): pospax.
maca ans Cqi9H220N202S, 308,2; m/z 3HageHo, 309,4
[M+Na]". 'H SAMP (400Mry, DMSO-de): 7,64 (d,
J=3,1, 1H), 7,52 (d, 8=7,9, 1H), 7,3 (q, J=8,3, 4H),-
7,34-7,26 (m, 2H), 3,45 (s, 2H), 2,33 (br s, 4H), 1,57-
1,46 (m, 4H), 1,44-1,32 (m, 2H).

Mpuknapg 272 O
el on

[4-(6eH30Tia3on-2-inokcun)-0eH3unn]-LMKnorekcus-
eTun-amiH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 259, cragia D, 3 BukopucTaH-
HAM uwmknorekcun-etun-amivy. MC (ESI): pospax.
mMaca ansa CooH2eN20S, 366,2; m/z 3HangeHo, 367,4
[M+H]". "H AMP (400MIu, DMSO-ds): 7,93 (d, J=8,5,
1H), 7,70 (d, J=8,0, 1H), 7,45 (t, J=8,5, 3H), 7,37 (d,
J=8,6, 2H), 7,33 (t, J=8,3, 1H), 3,63 (s, 2H), 2,58-2,41
(m, 3H), 1,76 (t, J=11,9, 4H), 1,58 (d, J=12,1, 1H),
1,32-1,01 (m, 5H), 0,95 (t, J=7,1, 3H).

Mpuknap 273
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[4-(6eH30Tia3on-2-inokcu)-0eH3sLwuil-
uuknonponinMeTun-nponin-amiH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa Mpuknagy 259, cragia D, 3 BukopucTax-
HAM (2-umknonponin-metun)-etun-amivy. MC (ESI):
po3pax. maca qnﬂ C21H24N20S, 352,2; m/z 3HangeHo,
353,3 [M+H]". 'H AMP (400Mr ", DMSO-de): 7,94 (d,
J=8,0, 1H), 7,70 (d, J=8,1, 1H), 7,45 (t, J=8,5, 3H),
7,39 (d, J=8,6, 2H), 7,33 (t, J=8,0, 1H), 3,66 (s, 2H),
2,53-2,44 (m, 3H), 2,32 (d, J=6,5, 2H), 1,54-1,42 (m,

87986 228

2H), 1,32-1,01 (m, 5H), 0,85 (d, J=7,3, 4H), 0,45 (d,
J=9,7, 2H), 0,06 (t, J=6,2, 2H).
Mpuknapg 274

o]

1-[4-(6eHe30Tia3on-2-inokcn)-6eHann]-
ninepuanH-4-kapboHoBa K1cnoTa, amig.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 259, cragia D, 3 BukopucTtax-
HAM ninepuanH-4-kapboHoBoi kucrnotu, amigy. MC
(ESI): pospax. maca ans CooH21N302S, 367,1; m/z
3HanaeHo, 368,3 [M+H]+. H amP (400Ml'u, DMSO-
ds): 7,94 (d, J=7,4, 1H), 7,70 (d, J=7,9, 1H), 7,48-7,38
(m, 5H), 7,33 (d, J=7,1, 1H), 7,22 (s, 1H), 6,73 (s,
1H), 3,49 (s, 2H), 2,83 (d, J=11,4, 2H), 2,14-2,02 (m,
1H), 2,00-1,93 (m, 2H), 1,73-1,62 (m, 2H), 1,58 (t,
J=15,4, 2H).

Mpuknap 275
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1'-[4-(6eH30Tia3on-2-inokcu)-6eH3un]-
[1,46ininepnanHin-2-oH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 259, cragia D, 3 BukopucTaH-
HaM [1,4']6ininepngnHen-2-oHy. MC (ESI): pospax.
mMaca ana Co4H27N3O2S, 421,2; m/z 3HangeHo, 422,5
[M+H]". "H AMP (400MIu, DMSO-ds): 7,94 (d, J=8,8,
1H), 7,70 (d, J=8,6, 1H), 7,48-7,38 (m, 5H), 7,33 (d,
J=9,0, 1H), 4,37-4,25 (m, 1H), 3,52 (s, 2H), 3,16 (t,
J=5,2, 2H), 2,89 (d, J=11,2,2H), 2,22 (t, J=6,6, 2H),
2,03 (t, J=11,1, 2H), 1,78-1,58 (m, 6H), 1,45 (d,
J=10,8, 2H).

Mpuknapg 276
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{4-[4-(6eH30Tia3on-2-inokcu)-6eH3nn]-ninepasuvH-
1-in}-nipnaunH-3-in-meTaHoH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 259, cragia D, 3 BukopucTax-
HAM  ninepaswH-1-in-nipnauH-3-in-vwetaHory. MC
(ESI): pospax. maca ans CosH2N402S, 430,2; m/z
3HanaeHo, 431,4 [M+H]+. H amP (400Ml'u, DMSO-
ds): 8,65 (d, J=4,8, 1H), 8,61 (d, J=1,9, 1H), 7,94 (d,
J=7,9, 1H), 7,84 (d, J=7,8, 1H)> 7,69 (d, J=8,0, 1H),
7,60-7,40 (m, 6H), 7,33 (d, J=8,3, 1H), 3,64 (br s, 2H),
2,41 (br s, 4H).

Mpuknapg 277
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(1-[4-(6eHsoTia3on-2-inokcu)-6eH3un]-ninepnamH-
4-inmeTun}-kapbamiHoBa kucnota, TpeT-OyTnnoBun
edip.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 259, cragia D, 3 BukopucTtax-
HAM  ninepuanH-4-inmeTun-kapbamiHOBOI  KUCIOTH,
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TpeT-0yTunosoro edipy. MC (ESI): po3pax. maca ansi
CasHa1N303S, 453,2; m/z 3HaiigeHo, 454,4 [M+H]". 'H
AMP (400Ml'y, DMSO-de): 7,94 (d, J=7,3, 1H), 7,70
(d, J=7,9,1H), 7,48-7,37 (m, 5H), 7,33 (d, J=8,2, 1H),
6,85 (t, J=5,9, 1H), 1H), 3,48 (s, 2H), 2,86-2,76 (m,
4H), 1,90 (t, J=11,1, 2H), 1,56 (d, J=11,8, 2H), 1,37
(s, 10H), 1,11 (t, J=9,9, 2H).
Mpuknapg 278

e N o oW
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{1-[4-(6eH30Tia3zon-2-inokcu)-6eH3nn]-ninepuanH-
4-inmeTun}-kapbamiHoBa KncnoTa, MeTUnoBuin eqip.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto anda Mpuknagy 258, cragis C, 3 BUKOPUCTaH-
HAM xropodopmiaty. MC (ESI): pospax. maca ans
C22H25N303S, 411,2; m/z 3HangeHo, 412,4 [M+H]+. H
AMP (400Ml'y, DMSO-de): 7,94 (d, J=7,9, 1H), 7,70
(d, J=8,0, 1H), 7,48-7,36 (m, 5H), 7,33 (d, J=8,0, 1H),
7,17 (t, J=5,6, 1H), 3,51 (s, 3H), 3,48 (s, 2H), 2,87 (1,
J=6,2, 2H), 2,80 (d, J=11,1, 2H), 1,90 (t, J=10,5, 2H),
1,60 (t, J=12,8, 2H), 1,38 (br s, 1H), 1,20-1,06 (m,
2H).

Mpuknapg 279

MO Ol

N-{C-[[4-(6eH30Tiazon-2-inokcu)-6eH3unn]-
ninepuanH-4-in]-meTunamiHo-cynbdoHin}-
kapbamiHoBa kucnora, TpeT-0yTunoBui edip.

Oo posunHy, wo nepemiwysascs, C-{1-[4-
(6eH3oTia3on-2-inokcu)-6eH3nn]-ninepuanH-4-in}-
metunaminy (Mpuknag 258, cragia B, 657wmr, 1,
5mmonb) y CHoCl, (15mn), wo micTvB TpyeTunami
(1mn, 7,2vmonb), fodaBanu kapb6amiHOBY KUCMOTY,
N-(cynboHin xnopua) Tpet-6yTunosuii ecip (440wmr,
2,1Mmonb). aHy cymiw nepemiwyBanu npotsrom 48
roguH, possogunu y CHoCly (50mn) ta npomwusanu
Bogoto (75mn), ocywysanu (MgSOs4) Ta KOHLEHTpY-
Banu nig 3HWKEeHWM TUCKOM 3 OAepXKaHHAM Npo3opo-
ro Ta 6esbapsHoro macna. fJaHe macno niggasanu
ounweHHo Ha SiO2 (12r, 0-50% aueToH/CHLCly), i
noTpibHi dpakLii noegHyBany Ta KOHUEHTPyBanu nig
3HWKEHUM TUCKOM 3 ofepkaHHsiM 6inoi TBepgoi pe-
yoBuHM (112wmr, Buxig 14%). TLC (SiO2, 50% aue-
ToH/CH2Cl,): R=0,40. MC (ESI): pospax. maca gns
C25H32N405S2, 532,2; m/z 3HanpeHo, 533,4 [M+H]+.
'H AMP (400Mru, DMSO-ds): 10,74 (br s, 1H), 7,90
(d, J=7,9, 1H), 7,66 (d, J=8,0, 1H), 7,54 (br s, 1H),
7,44-7,34 (m, 5H), 7,30 (d, J=8,3, 1H), 3,48 (s, 2H),
2,84-2,70 (m, 4H), 1,90 (t, J=10,4, 2H), 1,64 (d,
J=11,4, 2H), 1,38 (s, 10H), 1,16-1,02 (m, 2H).

Mpuknap 280
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N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-

ninepuauH-4-inmetun}-cynsdamia rigpoxnopug.
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TutynbHa cnonyka Oyna ogepxaHa i3 lMNpuknagy
279 3rigHo 3 npouenypoto ans MNpuknagy 266, ctagis
B. MC (ESI): po3pax. maca anst CooH24N4O3S5, 432,1;
m/z 3HanpeHo, 433,4 [M+H]+. "H amp (400MTwu,
DMSO-de): 10,08 (br s, 1H), 7,80 (d, J=8,2, 1H), 7,76-
7,68 (m, 3H), 7,58 (d, J=8,6, 2H), 7,45 (t, J=8,4, 2H),
7,36 (t, J=8,8, 2H), 6,70-6,50 (br s, 2H), 4,33 (d,
J=5,4, 2H), 3,00-2,86 (br s, 1H), 2,77 (t, J=6,2, 2H),
1,91 (d, J=13,4, 2H), 1,71 (br s, 1H), 1,50-1,36 (m,
2H), 1,34-1,26 (m, 1H).

Mpuknag 281

*%Senel .

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuanH-4-inmeTun}-auetamia.

TuTtynbHa cnonyka Byna ogepxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 258, cragis C, 3 BMKopuc-
TaHHAM auetunxnopugy. MC (ESI): pospax. maca
ansa  CaHasN3O2S, 395,2; m/z 3HampeHo, 396,4
[M+H]". "H AMP (400MIu, DMSO-ds): 7,94 (d, J=7,8,
1H), 7,83 (d, J=5,5, 1H), 7,70 (d, J=8,0, 1H), 7,48-
7,36 (m, 5H), 7,33 (d, J=8,2, 1H), 3,48 (s, 2H), 2,93 (t,
J=6,2, 2H), 2,81 (d, J=11,4, 2H), 1,91 (t, J=11,3,2H),
1,80 (s, 3H), 1,61 (d, J=11,0, 2H), 1,38 (br s, 1H),
1,20-1,06 (m, 2H).

Mpuknapg 282
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{1-[4-(6eH30Tiazon-2-inokcun)-6eH3nn]-ninepuanH-
4-in}-ouToBa KMCroTa.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHAM ninepnanH-4-in-ouToBOI KUCMOTU, E€TUITOBOro
edipy, Ta Mpuknagy 250, cragia D. MC (ESI): pos-
pax. maca gnsa Ci1H22N203S, 382,1; m/z 3HanaeHo,
383,4 [M+H]". 'H SAMP (400Mru, DMSO-ds): 10,1 (br
s, 1H), 7,97 (d, J=7,9, 1H), 7,70 (d, J=7,6, 3H), 7,58
(brs, 2H), 7,45 (t, J=7,2, 1H), 7,36 (t, J=7,3, 1H), 4,31
(br s, 1H), 2,98 (br s, 3H), 2,20 (d, J=5,6, 3H), 1,87
(brs, 4H), 1,51 (br s, 2H).

Mpuknap 283

L 001

OutoBa kucrota ({1-[4-(6eH30Tia3on-2-inokcu)-
6eHau]-ninepnanH-4-inmetun}-kapbamoin)-
MEeTUNoBUn eqoip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 258, cragis D, 3 Bukopuc-
TaHHAM ouTOBa kucnota [(ninepuanH-4-inmeTtun)-
kapbauoin]-metTunosoro edipy, Ta [lMpuknagy 253,
ctagis D. MC (ESI): pospax. maca gns CzsH27N304S,
453,2; m/z 3HanpgeHo, 4544 [M+H]+. H ampP
(400Ml'y, DMSO-dg): 8,01 (t, J=5,8, 1H), 7,94 (d,
J=7,5, 1H), 7,70 (d, J=8,0, 1H), 7,80-7,36 (m, 5H),
7,33 (t, J=7,2, 1H), 4,43 (s, 2H), 3,48 (s, 2H), 2,98 (1,
J=6,3, 2H), 2,81 (d, J=11,4, 2H), 2,08 (s, 3H), 1,91 (t,
J=11,2,2H), 1,60 (d, J=11,2, 2H), 1,42 (br s, 1H),
1,20-1,08 (m, 2H).

ZT
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SeSoaol e,

[2-({1-[4-(6eH30Tiazon-2-inokcun)-6eH3un]-
ninepuauH-4-inmetun}-kap6amoin)-umknobyTunn]-
kapbamiHoBa Kucnota, TpeT-0yTunoBui edip.

TutynbHa cnonyka byna ogepxaHa i3 lMNpuknagy
258, crapia B, 3rigHo 3 lMpuknagom 257, ctagis C, 3
BUKOPUCTaHHSAM 2-TpeT-0yToKCcHKapOoHinamiHo-
umknobytaHkapboHoBoi kucnotn. MC (ESI): pospax.
maca ana CsoH3sN4O4S, 550,3; m/z 3HanageHo, 551,5
[M+H]". "H AMP (400MIu, DMSO-ds): 7,94 (d, J=7.9,
1H), 7,70 (d, J=8,0, 1H), 7,47-7,35 (m, 7H), 7,33 (t,
J=7,3, 1H), 3,47 (s, 2H), 2,95 (t, J=6,1, 2H), 2,78 (t,
J=9,6, 2H), 2,45-2,35 (m, 2H), 2,13 (s, 1H), 2,05-1,95
(m, 2H), 1,93-1,70 (m, 4H), 1,59 (t, J=10,9, 2H), 1,38
(s, 9H), 1,20-1,05 (m, 2H).

Mpuknap 285

REVeaeEy-}

2-amiHo-LmknobyTaHkapboHoBa kucnota {1-[4-
(6eH3oTia3on-2-inokcu)-6eH3nn]-ninepuanH-4-
inmeTun}-amig gurigpoxnopua.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
uepypoto ans lNpuknagy 266, crtagia B. MC (ESI):
pospax. maca ans CasH3oN4O2S, 450,2; m/z 3Hange-
Ho, 451,4 [M+H]". "H SSMP (400MI'L, DMSO-de): 8,78-
8,55 (m, 4H), 7,97 (d, J=8,1, 1H), 7,78 (d, J=8,6, 3H),
7,71 (d, J=7,8, 1H), 7,45 (t, J=8,5, 1H), 7,36 (t, J=7,1,
1H), 4,32 (s, 2H), 3,20-3,05 (m, 2H), 3,00-2,85 (m,
2H), 2,472 (d, J=4,7, 2H), 2,62-2,50 (m, 2H), 2,62-
2,42 (m, 2H), 2,38-2,05 (m, 1H), 2,02-1,70 (m, 6H),
1,68-1,50 (s, 2H).

Mpuknap 286

L0

2-(4-niponi
6eH3oTiazon.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragia D, 3 Bukopuc-
TaHHAM niponiguHy. MC (ESI): pospax. maca gns
C1sH1eN20S, 310,1; m/z sHaitgeHo, 311,3 [M+H]". 'H
AMP (400Mly, DMSO-de): 7,94 (d, J=9,0, 1H), 7, 70
(d, J=8,0, 1H), 7,48-7,37 (m, 5H), 7,33 (t, J=7,7,1H),
3,62 (s, 2H), 2,49-2,40 (m, 4H), 1,78-1,65 (m, 4H).

Mpuknapg 287

Q /@/\N/\/on

2- {[4 (6eH30T|a30r| -2-inokcun)-6eH3nn]-etun-
aMiHo}-eTaHon.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHAM 2-eTunamiHo-eTtaHony. MC (ESI): pospax.
maca ana CisH2oN202S, 328,1; m/z 3HangeHo, 329,3
[M+H]". "H AMP (400MIu, DMSO-ds): 7,94 (d, J=8,0,
1H), 7,70 (d, J=7,7, 1H), 7,50-7,36 (m, 5H), 7,33 (t,

OVH-1-inmeTun-geHoken)-
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J=7,7, 1H), 4,39 (t, J=5,4, 1H), 3,63 (s, 2H), 3,49 (q,
J=6,4, 2H), 2,57-2,45 (m, 4H), 1,00 (t, J=7,1, 3H).
Mpuknapg 288

oy

2-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3aunrn]-
ninepuauH-2-in}-eTaHon.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHAM 2-ninepuauH-2-in-etadony. MC (ESI): pos-
pax. maca gnsa Ci1H24N202S, 368,2; m/z 3HaiaeHo,
369,4 [M+H]". "H AMP (400MIy, DMSO-ds): 7,93 (d,
J=8,0, 1H), 7,70 (d, J=7,7, 1H), 7,48-7,36 (m, 5H),
7,33 (t, J=6,9, 1H), 4,42 (s, 1H), 3,92 (d, J=14,0, 1H),
3,50 (br s, 2H), 3,31 (d, J=6,4, 1H), 2,70-2,60 (m, 1H),
2,14-2,03 (m, 1H), 1,87-1,75 (m, 1H), 1,70-1,55 (m,
3H), 1,53-1,27 (m, 5H).

Mpuknag 289

Yo oa el

N/)\O NH
1-{4-[4-(6eH30Tia3on-2-inokcu)-6eH3aunn]-

ninepasuH-1-in}-eTaHoH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHAM 1-ninepasuH-1-in-etaHoHy. MC (ESI): pospax.
mMaca ana CooH21N302S, 367,1; m/z 3HangeHo, 368,3
[M+H]". "H AMP (400MI'u, DMSO-ds): 7,94 (d, J=8,0,
1H), 7,70 (d, J=7,5, 1H), 7,48-7,39 (m, 5H), 7,33 (t,
J=7,7, 1H), 3,55 (s, 2H), 3,50-3,40 (m, 4H), 2,40 (t,

J=4,9, 2H), 2,33 (t, J=5,0,2H), 1,99 (s, 3H).
Mpuknag 290

SeNegaly

8-[4-(6eH30oTia3on-2-inokcu)-6eH3nn]-2,8-giasa-
cnipo[4.5]aekaH-1-0H.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragia D, 3 Bukopuc-
TaHHaM 2,8-giasa-cnipo[4.5]aekaH-1-oHy. MC (ESI):
pospax. maca ans CxH23N30.S, 393,2; m/z 3Hange-
Ho, 394,3 [M+H]". 'H AMP (400MIy, DMSO-ds): 7,94
(d, 5=7,4, 1H), 7,70 (d, J=8,0, 1H), 7,54 (s, 1H), 7,48-
7,36 (m, 5H), 7,33 (t, J=8,2, 1H), 3,51 (s, 2H), 3,15 (4,
J=6,8, 2H), 2,75 (d, J=11,6, 2H), 2,05 (t, J=10,0, 2H),
1,91 (t, J=6,8, 2H), 1,70 (t, J=12,6, 2H), 1,33 (d,
J=12,8, 2H).

I'IpMKna,u, 291

TeSea sy

CnipolisbeH3odypaH- 1(3H 4'-ninepnanH]-3-oH,
1'-[4-(6eH30Tia3on-2-inokcu)-6eH3un)

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragia D, 3 Bukopuc-
TaHHSM cnipo[isobeH3odypaH-1(3H), 4'-ninepnanH]-3-
oHy. MC (ESI): pospax. maca ans CzeszNZOe,S
442.1; m/z 3HangeHo, 443,3 [M+H] H AmP
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(400Mly, DMSO-dg): 7,95 (d, J=7,9, 1H), 7,83 (d,
J=7,6, 1H), 7,82-7,76 (m, 2H), 7,70 (d, J=8,0, 1H),
7,61 (t, J=7,8, 1H), 7,56-7,48 (m, 2H), 7,47-7,40 (m,
3H), 7,33 (t, J=7,4, 1H), 3,66 (s, 2H), 2,90 (d, J=11,1,
2H), 2,41 (t, J=11,0, 2H), 2,28 (t, J=13,3, 2H), 1,66 (d,
J=12,6, 2H).

Mpuknapg 292

ReSopor.

(R )-1-[4-(6eH300KCa30M-2-in0oKCK)-0eH3un]-
niponignH-3-on.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHaM (R)-niponigunH-3-ony. MC (ESI): pospax. maca
ansa  CqgH1sN202S, 326,1; m/z 3HampeHo, 327,2
[M+H]". "H AMP (400MIu, DMSO-ds): 7,94 (d, J=8,0,
1H), 7,70 (d, J=8,1, 1H), 7,48-7,36 (m, 5H), 7,33 (t,
J=7,2, 1H). 4,72 (d, J=4,5, 1H), 4,27-4,16 (m, 1H),
3,60 (g, J=13,2, 2H), 2,73-2,65 (m, 1H), 2,60 (q,
J=8,1, 1H), 2,47-2,38 (m, 1H), 2,36-2,30 (m, 1H),
2,07-1,95 (m, 1H), 1,62-1,50 (m, 1H).

Mpuknap 293

Qoo

2-[4-(2-meTun-ninepuauH-1-inmetun)-ceHokcu]-
6eH3oTiazon.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHAM 2-meTun-ninepugmnHy. MC (ESI): pospax. ma-
ca gna CyoH22N20S, 338,21; m/z 3HamgeHo, 339,3
[M+H]". "H AMP (400MI'u, DMSO-ds): 7,94 (d, J=8,0,
1H), 7,70 (d, J=8,1, 1H), 7,30-7,33 (m, 5H), 7,33 (t,
J=7,9, 1H), 3,96 (d, J=13,9, 1H), 3,19 (d, J=13,9, 1H),
2,70-2,60 (m, 1H), 2,40-2,30 (m, 1H), 1,98 (t, J=13,0,
1H), 1,68-1,56 (m, 2H), 1,54-1,34 (m, 2H), 1,32-1,24
(m, 2H), 1,11 (d,J=6,2, 3H).

Mpuknapg 294

egy
=, L
[4-(6eH30Tia3on-2-inokcu)-6eH3unn]-gieTun-amix.
TuTynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHAM gieTunamivy. MC (ESI): pospax. maca ans
C18H20N20S, 312,1; m/z 3HangeHo, 313,3 [M+H]+ H
AMP (400Ml'y, DMSO-de): 7,94 (d, J=7,9, 1H), 7, 70
(d, J=8,0, 1H), 7,48-7,36 (m, 5H), 7,33 (t, J=7,2, 1H),
3,57 (s, 2H), 2,48 (q, J=7,1, 4H), 1,00 (t, J=7,1, 6H).
Mpuknap 295

QN;JS\ ] /@/\?/\/\

[4-(6eH30Tia3on-2-inokcun)-6eH3un]-6yTun-meTun-
aMmiH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragia D, 3 Bukopuc-
TaHHAM OyTun-metun-amiHy. MC (ESI): po3pax. maca
ansa  CqioH2oN2OS, 326,2; m/z 3HanpeHo, 327,3
[M+H]". "H AMP (400MIu, DMSO-ds): 7,94 (d, J=7.9,
1H), 7,70 (d, 5=7,5, 1H), 7,48-7,36 (m, 5H), 7,33 (t,
J=8,0, 1H), 3,49 (s, 2H), 2,34 (t, J=7,1, 2H), 2,13 (s,
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3H), 1,50-1,40 (m, 2H), 1,38-1,24 (m, 2H), 0,88 (1,
J=7,3, 3H).
Mpuknapg 296

Lo

2-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3aunn]-
ninepuauH-4-in}-etTaHon.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHAM 2-ninepuauH-4-in-etaHony. MC (ESI): pos-
pax. maca ,D,J'IH C21H24N20,S, 368,2; m/z 3HaigeHo,
369,4 [M+H]". "H AMP (400MIy, DMSO-ds): 7,74 (d,
J=7,9, 1H), 7,49 (d, J=8,0, 1H), 7,30-7,16 (m, 5H),
7,13 (t, J=7,9, 1H), 4,13 (1, J=5,1, 1H), 3,27 (s, 2H),
3,23 (q, J=6,2, 2H), 2,59 (d, J=11,1,2H), 1,72 (4,
J=10,3,2H), 1,42 (d, J=12,1, 2H), 1,16 (t, J=3,8,3H),
1,00-0,85 (m, 2H).

Mpuknapg 297

Reyegon

1-[4-(6eH30Tiazon-2-inokcu)-6eH3un]-ninepuanH-
4-on.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHAM ninepuauH-4-ony. MC (ESI): pospax. maca
ans C19H120N2028 340,1; m/z 3HaingeHo, 341,3
[M+H]". "H AMP (400MIu, DMSO-ds): 7,94 (d, J=7.9,

H), 7,68 (d, J=8,0, 1H), 7,46-7,36 (m, 5H), 7,32 (t,
J=8,1, 1H), 4,60 (d, J=4,9, 1H), 3,58-3,40 (m, 3H),
2,80 (d, J=9,9, 1H), 2,65 (d, J=10,7, 1H), 1,87 (¢,
J=9,2, 1H), 1,80 (d, J=8,6, 1H), 1,71 (t, J=9,8, 1H),
1,62 (d, J=13,3, 1H), 1,48-1,38 (m, 1H), 1,12-1,00 (m,
1H).

Mpuknapg 298

3 O

{1-[4-(6eH30Tia3zon-2-inokcun)-6eH3nn]-ninepuanH-
2-in}-meTaHon.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragia D, 3 Bukopuc-
TaHHAM ninepuanH-2-in-metadony. MC (ESI): pospax.
mMaca ana CooH22N20,2S, 354,1; m/z 3HangeHo, 355,3
[M+H]". "H AMP (400MIu, DMSO-ds): 7,98 (d, J=7,2,
1H), 7,74 (d, J=8,0, 1H), 7,53-7,42 (m, 5H), 7,37 (t,
J=8,3, 1H), 4,60 (t, J=5,2, 1H), 4,18 (d, J=14,1, 1H),
3,75-3,65 (m, 1H), 3,56-3,46 (m, 1H), 3,37 (d, J=3,8,
1H), 2,72 (d, J=11,9, 1H), 2,36 (d, J=4,8, 1H), 2,07 (t,
J=9,7, 1H), 1,72 (t, J=13,2, 2H), 1,58-1,26 (m, 4H).

Mpuknapg 299

Qo

(R)-{1- [4 (6eH3oTia3on-2-inokcun)-6eH3un]-
LIpONignH-2-in}-meTaHon

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHaMm (ll)-TponignH-2-in-metaHony. MC (ESI): pos-
pax. maca gns CqoHzoN202S, 340,1; m/z 3HanaeHo,
340,1 [M+H]". "H AMP (400MIy, DMSO-ds): 7,97 (d,

OH
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J=7,2, 1H), 7,73 (d, J=7,8, 1H), 7,50-7,38 (m, 5H),
7,36 (1, J=7,9, 1H), 4,90 (t J=5,4, 1H), 4,14 (d, J=13,4,
1H), 3,565-3,48 (m, 1H), 3,42 (d, J=13,4, 2H), 2,84 (t,
J=6,6, 1H), 2,68-2,58 (m, 1H), 2,20 (q, J=8,6, 1H),
1,95-1,83 (m, 1H), 1,72-1,55 (m, 3H).

Mpuknag 300

1

2-(4-a3eTnanH-1-inMeTun-geHoOKCK)-
6eH3oTiazon.

TuTtynbHa cnonyka Byna ogepxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHAM asetuguHy. MC (ESI): pospax. maca ans
C17H16N20S, 296,1; m/z 3HangeHo, 297,3 [M+H]+. H
AMP (400MI'u, DMSO-dg): 7,80 (d, J=8,5, 1H), 7,56
(d, J=8,0, 1H), 7,35-7,24 (m, 5H), 7,19 (t, J=7,3, 1H),
3,43 (s, 2H), 3,02 (t, J=7,0, 4H), 1,92-1,80 (m, 2H).

Mpuknag 301

TeSon g™

1-[4-(6eH30Tiazon-2-inokcun)-6eH3un]-
[1,4]piazenaH-5-0H.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHsM [1,4]giasenan-5-oHy. MC (ESI): po3pax. maca
ansa  Ci9H1oN3O2S, 353,1; m/z 3HanmpeHo, 354,3
[M+H]". "H AMP (400MI'u, DMSO-ds): 7,94 (d, J=7.9,
1H), 7,69 (d, J=7,9, 1H), 7,57 (t, J=5,4, 1H), 7,44-7,33
(m, 5H), 7,33 (t, J=8,2, 1H), 3,62 (s, 2H), 3,18-3,10
(m, 2H), 2,58-2,40 (m, 6H).

Mpuknap 302

{1-[4-(6eH30Tia3zon-2-inokcu)-6eH3nn]-ninepuanH-
3-in}-meTaHon.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHAM ninepuanH-3-in-metaHony. MC (ESI): pospax.
maca ana CooH22N20,2S, 354,1; m/z 3HangeHo, 355,3
[M+H]". "H AMP (400MIu, DMSO-ds): 7,98 (d, J=7,2,
1H), 7,74 (d, J=7,9, 1H), 7,50-7,42 (m, 5H), 7,38 (t,
J=8,2, 1H), 4,46 (t, J=5,3, 1H), 3,52 (d, J=3,4, 2H),
3,36-3,29 (m, 1H), 3,27-3,18 (m, 1H), 2,92 (d, J=8,1,
1H), 2,77 (d, J=10,8, 1H), 1,96 (d, J=12,8, 1H), 1,75-
1,60 (m, 4H), 1,58-1,45 (m, 1H), 1,00-0,85 (m, 1H).

Mpuknag 303

M2 O

1-[4-(6eH30Tiazon-2-inokcu)-6eH3un]-ninepuanH-
3-kapOoHoBa KucnoTa, amig,.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHSAM ninepuanH-3-kapboHoBOI kncnoTu, amigy. MC
(ESI): pospax. maca ans CyoH21N302S, 367,1; m/z
3HanaeHo, 368,4 [M+H]+. H amP (400MTl'u, DMSO-
ds): 7,70 (d, J=7,8, 1H), 7,46 (d, J=7,8, 1H), 7,25-7,00
(m, 7H), 6,53 (s, 1H), 3,26 (d, J=2,9, 2H), 2,57 (d,
J=10,3, 1H), 2,49 (d, J=11,3, 1H), 2,15-2,00 (m, 1H),
1,78 (t, J=10,7, 1H), 1,69 (t, J=9,4, 1H), 1,51 (d,
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J=10,0, 1H), 1,40 (d, J=12,9, 1H), 1,22 (q, J=12,6,
1H), 1,09 (q, J=12,2, 1H).
Mpuknap 304

L2070 .

9-[4-(6eH30Tia3on-2-inokcu)-6eH3nn]-3,9-giasa-
cnipo[5.5]yHaekaH-3-kapboHoBa  kucnoTa,  Tper-
6yTunosui edip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHaM  3,9-gia3a-cnipo[5.5]yHaekaH-3-kapboHOBOI
Kncnotu, TpeT-oytunosoro edipy. MC (ESI): pospax.
mMaca ana CosH3sN3O3S, 493,2; m/z 3HanaeHo, 494,5
[M+H]". "H AMP (400MrIu, DMSO-ds): 8,13 (d, J=7.9,
1H), 7,89 (d, J=8,0, 1H), 7,68-7,56 (m, 5H), 7,53 (t,
J=7,1, 1H), 3,70 (s, 2H), 3,51-3,45 (m, 4H), 2,60-2,56
(m, 4H), 1,66 (t, J=5,3,4H), 1,58 (s, 9H), 1,54 (4,
J=5,4, 4H).

Mpuknap 305

o oo

2-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3aunr]-
ninepuaunH-3-in}-eTaHon.

TuTtynbHa cnonyka Byna ogepxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 259, cragisa D, 3 Bukopuc-
TaHHAM 2-ninepuguH-3-in-etaHony. MC (ESI): pos-
pax. maca gnsa Cz1H24N20,S, 368,2; m/z 3HanaeHo,
369,4 [M+H]". "H AMP (400MIy, DMSO-dg): 7,71 (d,
J=8,4, 1H), 7,47 (d, J=7,9, 1H), 7,25-7,152 (m, 5H),
7,10 (t, J=8,1, 1H), 4,12 (t, J=5,1, 1H), 3,33-3,15 (m,
4H), 2,58-2,42 (m, 2H), 1,67 (1, J=9,6,1H), 1,53-1,33
(m, 4H), 1,30-1,00 (m, 3H), 0,70-0,58 (m, 1H).

Mpuknap 306
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uunc-4-{2-[4-(6eH3oTiazon-2-inokcn)-deHin)-
eTunamMiHo}-umknorekcaHkapboHoBa kucnoTa, Tpu-
(pTOpOMETaHCYNbOHATHA Cifb.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 mpo-
uenypoto ana lMpuknagy 262, crtagis B, 3 Bukopuc-
TaHHAM UMUCc-4-aMiHO-UMKIorekcaHkapboHOBOI KMCHo-
™. MC (ESI): TouHa pospax. maca ans CzoH24N203S,
396,2; m/z 3HanpeHo, 397,3 [M+H]+. H AmP
(400Mrl'y, CDCI3): 9,15 (s, 1H), 7,75 (d, J=7,6, 1H),
7,72 (dd, J=8,0, 0,7,1H), 7,43 (dt, J=7,2, 1,2,1H),
7,37-7,29 (m, 5H), 5,10 (br s, 1H), 3,29 (br s, 2H),
3,10 (t, J=7,4, 3H), 2,73 (br s, 1H), 2,24 (br d, J=10,6,
2H), 2,09 (br d, J=9,3, 2H), 1,72-1,52 (m, 3H).

Mpuknap 307

5 Tl

(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-{TeTparigpo-gypaH-2-in)-MeTaHoH.
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A. 2-[4-(2-ninepasuh-1-in-eTnn)-deHokcu]-
6eH3oTiazon bic TpudTopomeTaH cynbdoHaT. 4-{2-[4-
(6eH3oTiason-2-inokcu)-geHinl-etun}-ninepasuH-1-
KapbOHOBY K1cNoTy, TpeT-6yTnnosui edip, rotysanu
3rigHo 3 lNMpuknagom 262, ctagis B, 3 BUkopuctaHHAM
ninepasuH-1-kapOOHOBOI  KUCNOTK, TPET-OYTMIOBOrO
edipy. Po3unH 4-{2-[4-(6eH30Tia3on-2-inokcu)-
deHin]-etun}-ninepasunH-1-kapboHoBoi KNCIoTH,
TpeT-6yTunosoro edipy (3,9r, 8,9mmonb) y CH.Cl»
(5mn1) 3 posunHom 50% TpudTopoMeTaHCyNbGOHOBOI
kucnotn y CHoCly (35mn) nepemiwysanu npu 23°C
npotaromMm 4 rogvH. [aHy peakuinHy CyMill KOHLEHT-
pyBanu, i 3anuwok cycneHgyBanu y AieTUIoBOMY
edipi, pinbTpyBanu Ta BUCyLlyBanu 3 ofepXKaHHAM
TUTYINbHOI CMONYKM y BArNAAi 6inoi TBepaoi pevyoBrHM
(5,4r, Buxig 94%). MC (ESI): TouHa pospax. maca AN
C19H21N301S1, 339,1; m/z 3naigeHo, 340,4 [M+H]".
'H AMP (400Mru, Dg- DMSO): 9,50-9,30 (br s, 1H),
7,94 (dd, J=7,9, 0,6, 1H), 7,68 (d, J=7,6, 1H), 7,48-
7,41 (m, 5H), 7,39-7,30 (m, 1H), 4,15-3,50 (br s, 1H),
3,45-3,32 (m, 8H), 3,32-3,20 (m, 2H), 3,01 (dd, J=8,8,
5,2,2H).

B. (4-{2-[4-(6eH30Tia3zon-2-inokcu)-deHin]-etun}-
ninepasuH-1-in)-(TeTparigpo-gypaH-2-in)-MeTaHoH.
TuTynbHY CNOMyKy ogepXyBanu 3rigHoO 3 NpoLeaypoto
ans Mpuknagy 257, ctagia C, 3 BUKOPUCTaHHAM TeT-
parigpo-dypaH-2-kapOOHOBOI KUCNOTU Ta TpueTuna-
miHy. MC (ESI): TouyHa pospax. Maca Aans
CasH27N303S, 437,2; m/z 3HaiigeHo, 438,5 [M+H]". 'H
AMP (400Mrlu, CDCls): 7,77 (d, J=7,3, 1H), 7,71 (dd,
J=7,8, 0,8, 1H), 7,42 (dt, J=7,3, 1,2, 1H), 7,38-7,26
(m, 5H), 4,65 (dd, J=7,0, 5,3, 1H), 3,99 (ddd, J=7,7,
7,1, 6,7, 1H), 3,92-3,86 (m, 1H), 3,82-3,72 (m, 2H),
3,76 (s, 1H), 3,70-3,58 (m, 2H), 2,90 (dd, J=10,3, 7,3,
2H), 2,70 (dd, J=8,6, 5,6, 2H), 2,64-2,54 (m, 3H),
2,38-2,28 (m, 1H), 2,14-1,90 (m,4H).

Mpuknag 308
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MponaH-2-cynboHoBa Kucnora (1-{2-[4-
(6eH3oTiason-2-inokcu)-deHokeul]-eTun}-ninepuamH-4-
KapOoHin)-amia.

Po3unH 1-{2-[4-(6eH30Tia3on-2-inokcu)-
deHokcum]-eTun}-ninepuanH-4-kapboHOBOI  KMCMOTW,
amigy (Mpwknag 22, 197wr, 0,5mmonb) y THF (5mn)
o6pobnsnn NaH (14wmr, 0,6mmonb) Ta isonponincy-
nbcpoHin xnopugom (86mr, 0,6mMmonb), i AaHy peak-
LinHy cymiw nepemiwysanu npu 60°C npotarom 16
roguH. PeakuirHy cymill oxonompkyBanu Ta racunm
wnsaxom gogasaHHa CH3OH (5mn) 3 HacTynHuMm Jo-
haBaHHaM Boaum (5mn), i pH BCTaHOBMOBaNM Ha piBHI
7. [OaHuin po3ymH ekcTparyBanu eTunaueTaToMm
(2x25mn), i eTnaueTaTHMN po3umH npomuBanu 1M
NaOH (2x30mn). MNoegHaHi NPOMMBKA A@HWX OCHOB
HelnTpanisyBanu wnaxom gogasaHHs 2M HCI i ekcT-
paryBanu xnopodopmom (2x30Mm). XrnopodopMHi
po3umHM ocywyBanu Hag NaxSOs, dinbTpyBanu Ta
KOHLIEHTPYBanu nig 3HWKEHUM TUCKOM. HeouuLeHuin
NpoAyKkT nigaaeany ouunwleHHio Ha SiOz (4r; 0-10%
2M NH3/CH30H:CH2Cl,) 3 opepXaHHAM TUTYNbHOI
CMonykn y BUrmagi TBepaoi peyvyoBuHW (45Mr, BUXia
18%). MC (ESI): TouHa pospax. Mmaca pAns
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C24H29N305Sz, 503,2; m/z 3HangeHo, 504,5 [M+H]".
'H AMP (400Mru, CeDs): 7,77 (d, J=7,8, 1H), 7,20
(dd, J=8,0, 0,8, 1H), 7,16-7,10 (m, 2H), 7,07 (dt,
J=8,3, 1,0, 1H), 6,90 (dt, J=8,0, 1,0, 1H), 6,76 (d,
J=8,8, 1H), 6,13 (s, 1H), 3,98 (br s, 2H), 3,51 (sept.,
J=6,8, 2H), 3,20 (br s, 2H), 2,82 (br s, 1H), 2,37-2,00
(m, 4H), 1,96-1,84 (m, 2H), 1,33 (d, J=6,6, 6H), 1,38-
1,28 (m, 2H).
Mpuknag 309

O g,

a
(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-oKkco-oLuToBa KUCMNOTa, METUIOBUIA

edip.

Po3unH  2-[4-(2-ninepasuh-1-in-etnn)-cdeHokcu]-
6eH3oTiason Gic-TpucpTopomeTaH cynbdgoHarty
(296wmr, 0,52mmonb) y CHCly (3mn) 0bpobnsnm Tpu-
etnnamidom (0,25mn, 1,8MMonb), 3 HACTyNHUM Aoaa-
BaHHAM MeTUMxXnopookcoaveTaTy 90,07mn,
0,8MMoMb), | AaHy peakuiiHy CyMmill nepemillyBanm
npn 23°C npotdrom 20 xBWnuH. PeakuiHy cymiw
possogunm CHyClz (10Mn1) Ta npoMmBany HacM4yeHUMm
BoaHuM NaHCO3 (10mn). OpraHiyHuii Wwap ocyLlyBa-
nn Hag NaxSOg4, dinbTpyBanu Ta KOHUEHTpYBanu nig,
3HKEHUM TUCKOM 3 OAEPXKaHHAM TUTYIbHOI CNOMyKK
(234wmr, Buxig 99%). MC (ESI): To4yHa pospax. maca
ansa C22H23N304S 425,1; m/z 3HangeHo, 426,3
[M+H]". "H SIMP (400Mry, CDCls): 7,76 (d, J=7.6,
0,5, 1H), 7,70 (d, J=7,8, 1H), 7,41(dt, J=7,3, 1,0, 1H),
7,34-7,26 (m, 5H), 3,91 (s, 3H), 3,72 (t, J=4,8, 2H),
3,51 (t, J=4,8, 2H), 2,86 (dd, J=10, 6,8, 2H), 2,70 (dd,
J=8,6, 5,6, 2H), 2,62-2,57 (m, 4H).

I'IpMKna,u, 310
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N-(1-{2-[4-(6eH30Tiazon-2- IJ'IOKCF! )-cbeHin]-etun}-
ninepuauH-4-kapooHin)-6eH3oncynsgoHamia Tpu-
pTOpOMETaHCYNbOHATHA Cifb.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 34, ctagis B, 3 BUKOPUCTAHHAM
6eH3oncynsdoHamigy. MC (ESI): TouyHa po3pax. ma-
ca ana Co7H27N3O4S,, 521,1; m/z 3HanpeHo, 522,3
[M+H]". "H AMP (400Mry, CDsOD): 8,60-8,00 (m,
2H), 7,82-7,76 (m, 1H, 7,73-7,57 (m, 4H), 7,48-7,28
(m, 5H), 3,70 (br s, 1H), 3,41-3,34 (m, 2H), 3,14-2,98
(m, 3H), 2,60 (br s, 1H), 2,08 (br d, J=13,6, 2H), 1,86
(br s, 2H), 1,30 (br s, 2H), 0,94-0,88 (m, 2H).

Mpuknag 311
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N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepuanH-4-kapOoHin)-meTtaHcynsgoHamia TpudTo-
pomMeTaHcynbgoHaTHa Cinb.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 34, ctagis B, 3 BUKOPUCTAHHAM
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meTaHcynbdoHamigy. MC (ESI): TouHa pospax. maca
ansa  CooH2sN304S,, 459,1; m/z 3HanpgeHo, 460,3
[M+H]". "H AMP (400Mru, CD;OD): 7,81 (d, J=7,8,
1H), 7,62 (d, J=8,1, 1H), 7,49-7,43 (m, 3H), 7,43-7,38
(m, 2H, 7,34 (t, J=7,8, 1H), 3,80 (br d, J=10,4, 1H),
3,48-3,40 (m, 2H), 3,33 (s, 3H), 3,28 (s, 2H), 3,20-
3,04 (m, 3H), 2,70-2,60 (m, 1H), 2,21 (br d, J=124,
2H), 2,06-1,93 (m, 2H).
Mpuknap 312

S0

o]
(4-{2-[4-(6en30Tia3on-2-iopkcu)-deHin]-etun}-
ninepasuH-1-in)-okco-ouToBa KucnoTa, TpudTopome-

TaHCcynbdOHaTHa Cinb.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 253, cragia D. MC (ESI): TouHa
po3pax. maca ansa Cz1H21N304S, 411,1; m/z 3Haige-
Ho, 412,3 [M+H]". "H AMP (400MIu, CDCls): 7,75 (t,
J=8,3, 2H), 7,70 (dt, J=8,0, 0,8, 1H), 7,28-7,22 (m,
5H), 4,28-3,88 (br m, 4H), 3,58-3,20 (br m, 6H), 3,16-
3,04 (br m, 2H).

O
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(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-mopdgoniH-4-inMeTaHoH.

Po3unH  2-[4-(2-ninepasuh-1-in-eTnn)-ceHokcu]-
6eH3oTiazon Gic TpudpTopomeTaH cynbdoHaTy lMpu-
knag 307, cragis A (268wmr, 0,47mmonb) y CH.Cl;
(6mn) obpobnsnn  PS-gMmeTunamiHOBOIO  CMOIO0
(1,3r, 0,90mMmonb) i notim 4-mopdponiH kapGoHinxno-
pugom (0,07mn, 0,6MMonb), | 4aHy peakuiliHy cyMmil
cTpywyBsanu npotsaroMm 1 roauvHu. PeakuinHy cymill
06pobnsnn PS-izouiaHaTHO CMONOI ANs BUMYyYeH-
HS1 HAONWULLKY i3ouiaHaTy, | 3a 15 XBUMWH cyMmil dinb-
TpyBanu Ta KOHUEHTPyBanu 3 ogepXXaHHAM TUTYNbHOI
cnonyku (225wmr, Buxig 99%). MC (ESI): TouHa pos-
pax. maca gnsa CosH2sN4O3S, 452,2; m/z 3HanaeHo,
453,3 [M+H]". "H AMP (400Mru, CDCl3): 7,77 (dd,
J=8,0, 9,5, 1H), 7,71 (dd, J=7,8, 0,5, 1H), 7,42 (dt,
J=*7,3, 1,2, 1H), 7,34-7,28 (m, 5H), 3,78-3,70 (m,
4H), 3,39 (br t, J=4,3, 4H), 3,31 (t, J=4,8, 4H), 2,90
(dd, J=10,4, 7,3, 2H), 2,70 (dd, J=8,3, 7,3, 2H), 2,59
(brs, 4H).

Mpuknap 314
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1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepasuH-1-in)-2-TiodheH-2-in-eTaHoH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana lNpuknagy 313, 3 BUKOPUCTaHHAM 2-
TiopeHaueTunxnopuagy. MC (ESI): TouyHa pospax.
maca ans CasH2sN3O3S,, 463,1; m/z 3HageHo, 464,3
[M+H]". "H AMP (400Mru, CDCls): 7,77 (dd, J=8,0,
0,5, 1H), 7,71 (dd, J=7,8, 0,8, 1H), 7,43 (dt, J=7,3,
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1,2, 1H), 7,34-7,28 (m, 5H), 7,25 (dd, J=5,3, 1,2, 1H),
7,00 (dd, J=5,0, 3,2, 1H), 6,96-6,93 (m, 1H), 3,96 (d,
J=0,8, 2H), 3,74 (t, J=4,8, 2H), 3,59 (t, J=4,8, 2H),
2,86 (dd, J=10,4, 7,6, 2H), 2,66 (dd, J=83, 5,6, 2H),
2,55 (t, J=5,3, 2H), 2,47 (t, J=5,0, 2H).

Mpuknag 315
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(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasviH-1-in)-nipuamH-3-in-meTaHoH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana lNpuknagy 313, 3 BUKOPUCTaHHAM 2-
HiKOTOHIN xnopwua-rigpoxnopugy. MC (ESI): TouHa
po3pax. maca ansa CzsH2aN4O2S, 444,21; m/z 3Han-
[EHO, 4454 [M+H]". "H AAMP (400Mry, CDCl3): 8,73-
8,70 (m, 2H), 7,81 (dt, J=7,9, 1,9, 1H), 7,77 (dd,
J=8,1, 0,5, 1H), 7,71 (ddd, J=7,9, 0,7, 0,4, 1H), 7,45-
7,39 (m, 2H), 7,34-7,28 (m, 5H), 3,90 (br s, 2H), 3,52
(br s, 2H), 2,92-2,85 (m, 2H), 2,71 (dd, J=8,9, 5,6,
2H), 2,74-2,60 (m, 2H), 2,54 (br s, 2H).

Mpuknag 316
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(4-{2-[4-(6eH30Tia3on-2-inokcu)-peHin]-etun}-
ninepasuH-1-in)-LMKnonponin-MeTaHoH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana MNpuknagy 313, 3 BUKOPUCTAHHAM LIMKIO-
nponaH kap6oHinxnopugy. MC (ESI): TouHa po3spax.
mMaca ana CosHasN3O2S, 407,2; m/z 3HanaeHo, 408,3
[M+H]". "H AMP (400Mry, CDCls): 7,77 (dd, J=8,1,
0,5, 1H), 7,71 (dd, J=7,9, 0,8, 1H), 7,43 (dt, J=7,4,
1,3, 1H), 7,34-7,28 (m, 5H), 3,74 (d, J=16,0, 4H), 2,89
(dd, J=9,4, 6,5, 2H), 2,70 (dd, J=9,4, 6,5, 2H), 2,58
(br d, J=20,8, 4H), 1,78 (tt, J=8,0, 4,7, 1H), 1,06-1,01
(m, 2H), 0,83-0,78 (m, 2H).

Mpuknap 317
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1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepasuH-1-in)-2-MeToKCU-eTaHoH.

Po3unH  2-[4-(2-ninepasuh-1-in-eTnn)-ceHokcu]-
6eH3oTiazon Gic TpudpTopomeTaH cynbdoHaTy lMpu-
knag 307, cragis A (200mr, 0,35mMmornb) y CHCI3
(14mn) obpobnsnu PS-gumeTnnamiHOBOKO CMOIO0
(740wmr, 1,0MMonb), i AaHy peakuiiHy CyMill CTpyLuy-
Banu npotsarom 1 roguHn. Cmony BiadinbTpoByBanu,
i pesynbTylouniA PO34MH BiNbHOI OCHOBM 0OpPOGNSNM
meTokcuouToBot kucrotow (0,04mn, 0,5mmornb) Ta
PS-kapboHinajimigazonosoio CMOI10t0 (500mr,
0,6MMoMb), | OaHy peakuiiHy Ccymiw CTpyLlyBanu
npotaroMm 1 roguHu. PeakuinHy cymiw dinbTpyBanu
Ta KOHLEHTPYBanu, i HeOYMLLIEHWI NPOAyKT NiggaBas-
ca  oumweHHo Ha @ SiO;  (12r; 0-10% 2M
NH3/MeOH:CH2Cly) 3 ogepxaHHAM TUTYMbHOI Criony-
ku (143wmr, Buxig 99%). MC (ESI): TouHa po3pax. ma-
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ca ana CxH2sN302S, 411,2; m/z 3HanpeHo, 4124
[M+H]". H amP (400Mrl'u, CDCls): 7,77 (dd, J=8,1,
0,6, 1H), 7,71 (dd, J=7,9, 0,8,1H), 7,42 (dt,
J=7,5,1,3,1H), 7,35-7,28 (m, 5H), 4,14 (s, 2H), 3,72 (t,
J=4.8, 2H), 3,58 (t, J=4,8, 2H), 3,47 (s, 3H), 2,89 (dd,
J=10,6, 7,3, 2H), 2,70 (dd, J=8,5, 5,6, 2H), 2,58 {(t,
J=5,1, 4H).
Mpuknap 318
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Q
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHinl-etnn}-
ninepasuH-1-in)-2,2,2-1puTopoeTaHoH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 317, 3 BUKOPUCTAHHAM Tpu-
dpTopomeTaHcynbdoHoBOI kncnotu. MC (ESI): TouHa
po3pax. maca ansa Cp1H2oF3N30.S, 435,1; m/z 3Han-
AeHo, 436,3 [M+H]". "H AMP (400Mru, CDCls): 7,77
(dd, J=8,2, 0,5, 1H), 7,71 (dd, J=7,9, 0,7, 1H), 7,43
(dt, J=8,5, 1,2, 1H), 7,35-7,28 (m, 5H), 4,14 (s, 2H),
3,76 (t, J=4,8, 2H), 3,68 (t, J=4,7, 2H), 2,88 (dd,
J=10,0, 7,0, 2H), 2,70 (dd, J=8,7, 5,6, 2H), 2,62 (t,
J=4,6, 4H).

Mpuknag 319

SEC oy

4-(4-{2-[4-(6eH30Tiazon-2-inokcu)-eHin}-etnn}-
ninepuanH-1-kapOoHin)-6eH3olHa kucnoTa.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 262, ctagisa A, 3 BUKOPUCTaH-
HSIM MOHOMETUOBOrO eqdipy TepedTanesol KMCNoTn
Ta MNpuknagy 250, ctagia D. MC (ESI): TouHa pospax.
maca ana Co7H2sN304S, 487,2; m/z 3HanaeHo, 488,4
[M+H]". "H AMP (400MIu, DMSO-ds): 8,00 (d, J=8,3,
2H), 7,93 (dd, J=8,0, 0,8, 1H), 7,69 (dd, J=8,0, 0,4,
1H), 7,50 (d, J=8,3, 2H), 7,43 (dt, J=7,5, 1,3, 1H),
7,40-7,29 (m, 5H), 3,66 (br s, 2H), 3,30 (br s, 2H),
2,88 (dd, J=7,0, 7,0, 2H), 2,60 (dd, J=8,3, 8,3, 2H),
2,55 (br s, 2H), 2,44 (br s, 2H).

Mpuknap 320
O
% O
N = N
0

(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-nipuanH-4-in-mMmeTaHoH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto Ana Mpuknagy 317, 3 BUKOPUCTaHHAM i30HIKO-
TWMHOBOI kucnotu. MC (ESI): TouHa po3pax. maca ansi
C25H24N40O52S, 444,2; m/z 3HangeHo, 445,4 [M+H]+. H
AMP (400Mly, CDCls): 8,74 (dd, J=4,4, 1,6, 1H),
7,77 (dd, J=8,1, 0,5, 1H), 7,71 (dd, J=7,9, 0,8, 1H),
7,43 (dt, J=7,4, 1,3, 1H), 7,45-7,39 (m, 2H), 7,35-7,28
(m, 7H), 3,87 (br s, 2H), 3,44 (br t, J=3,9, 2H), 2,88
(dd, J=10,1, 6,9, 2H), 2,71 (dd, J=8,8, 5,5, 2H), 2,70-
2,64 (m, 2H), 2,54-2,49 (m, 2H).
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Mpuknag 321
S 0.
e
S Ty T
N
(o]

(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasuH-1-in)-(5-meTun-nipasvH-2-in)-MeTaHoH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana lNpuknagy 317, 3 BUKOPUCTaHHAM 5-
MeTun-nipasuH-2-kapooHoBoi  kucrnotn. MC  (ESI):
TovyHa pospax. Maca ans CasHzsNs0.S, 444,2; m/z
3HaiigeHo, 4454 [M+H]". "H AMP (400Mry, CDCls):
8,89 (d, J=1,4, 1H), 8,45 (d, J=1,0, 1H), 7,76 (dd,
J=8,1, 0,5, 1H), 7,70 (dd, J=8,0, 0,8, 1H), 7,43 (dt,
J=7,4, 1,3, 1H), 7,33-7,28 (m, 5H), 3,90 (br t, J=4,7,
2H), 3,77 (br t, J=4,8, 2H), 2,92 (dd, J=10,5, 6,5, 2H),
2,80-2,72 (m, 2H), 2,69-2,64 (m, 2H), 2,66 (s, 3H).

Mpuknap 322
C.
SR SN
ALY
o)

(R)-(4-{2-[4-(6eH30Tiazon-2-inokcu)-ceHin]-
eTun}-ninepasvH-1-in)-(TeTparigpodypaH-2-in)-
METaHOH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 317, 3 BuKopucTaHHAM 5-(R)-
TeTparigpo-dypaH-2-kapboHoBoi kucnotn. MC (ESI):
TovyHa pospax. Maca ans CaaH27N3OsS, 437,2; m/z
3HaiigeHo, 438,5 [M+H]". "H AMP (400Mry, CDCls):
7,77 (d, J=7,3, 1H), 7,71 (dd, J=7,8, 0,8, 1H), 7,42 (dt,
J=7,3, 1,2, 1H), 7,33-7,26 (m, 5H), 4,65 (dd, J=7,0,
5,3, 1H), 3,99 (ddd, J=7,1, 6,7, 6,7, 1H), 3,92-3,86 (m,
1H), 3,82-3,72 (m, 2H), 3,76 (s, 1H), 3,70-3,58 (m,
2H), 2,90 (dd, J=10,3, 7,3, 2H), 2,70 (dd, J=8,6, 5,6,
2H), 2,64-2,54 (m, 3H), 2,38-2,28 (m, 1H), 2,14-1,90
(m, 4H).

Mpuknag 323

T

50y
o

(S)-(4-{2-[4-(6eH30Tia3on-2-inokcm)-deHin]-
eTun}-ninepasvH-1-in)-(TeTparigpodypaH-2-in)-
METaHOH.

TWUTynbHY cnonyKy odepxyBarnu 3rigHo 3 npoLe-
aypoto ans lMNpuknagy 317, 3 BUKOpPUCTaHHAM 5-(S)-
TeTparigpo-dypaH-2-kapboHoBoi kucnotn. MC (ESI):
TovyHa pospax. Maca ans CaaH27N3OsS, 437,2; m/z
3HaiigeHo, 438,5 [M+H]". "H AMP (400Mry, CDCls):
7,77 (d, J=7,3, 1H), 7,71 (dd, J=7,8, 0,8, 1H), 7,42 (dt,
J=7,3, 1,2, 1H), 7,33-7,26 (m, 5H), 4,65 (dd, J=7,0,
5,3, 1H), 3,99 (ddd, J=7,1, 6,7, 6,7, 1H), 3,89 (ddd,
J=7,7, 7,5, 5,8, 1H), 3,82-3,72 (m, 2H), 3,76 (s, 1H),
3,70-3,58 (m, 2H), 2,90 (dd, J=10,3, 7,3, 2H), 2,70
(dd, J=8,6, 5,6, 2H), 2,64-2,54 (m, 3H), 2,38-2,28 (m,
1H), 2,14-1,90 (m, 4H).

Gy
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I'IpMKn;,q 324
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(4-{2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
ninepasawvH-1-in)-(TeTparigpo-gypaH-3-in)-MeTaHoH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana lNpuknagy 317, 3 BUKOPWUCTaHHAM 5-
TeTparigpo-dypaH-3-kapboHosoi kucnotu. MC (ESI):
TovyHa pos3pax. Maca ans CaaH27N3OsS, 437,2; m/z
3HaiigeHo, 438,5 [M+H]". "H AMP (400Mry, CDCls):
7,77 (dd, J=8,1, 0,5, 1H), 7,71 (dd, J=7,9, 0,8, 1H),
7,42 (dt, J=7,5, 1,3,1H), 7,33-7,26 (m, 5H), 4,06 (1,
J=8,2,1H), 3,97-3,87 (m, 3H), 3,77-3,67 (m, 2H), 3,59
(t, J=5,1, 1H), 3,35-3,24 (m, 1H), 2,88 (dd, J=10,2,
7,3, 2H), 2,79 (dd, J=8,5, 5,7, 2H), 2,60-2,50 (m, 4H),
2,29 (dddd, J=12,6, 7,6, 6,4, 6,4,1H), 2,17-2,08 (m,
1H).

Mpuknag 325

Q

S\l\/ \©\/\
o
K/N\[(\OH

o
1-(4-{2-[4-(6eH30Tiazon-2-inokcu)-deHinl-etnn}-
ninepasuH-1-in)-2-riapoKcu-eTaHoH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto anga lMpuknagy 317, 3 BUKOPUCTaHHAM [TIiKO-
nesoi kucnotu. MC (ESI): TouyHa pospax. maca gns
C21H23N303S, 397,2; m/z 3HaiigeHo, 398,3 [M+H]". 'H
AMP (400Mly, CDCls): 7,77 (dd, J=8,1, 0,5, 1H),
7,71 (dd, J=8,0, 0,7, 1H), 7,43 (dt, J=7,5, 1,3, 1H),
7,35-7,28 (m, 5H), 4,21 (s, 2H), 3,75 (t, J=5,0, 2H),
3,68 (br s, 1H), 3,35 (t, J=5,0, 2H), 2,88 (dd, J=10,1,
7,0,2H), 2,70 (dd, J=8,6, 5,6, 2H), 2,58 (ddd, J=8,4,
8,3, 5,2, 1H).

Mpuknag 326

& O
0

2-[2-(4-{2-[4-(6eH30Tia3on-2-inokcu)-deHin)-
eTun}-ninepasuH-1-in)-2-okco-eTUI]-LMKIONEHTaHOH.

TuTynbHY Cnonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa lMpuknagy 317, 3 BUMKOPUCTaHHAM 5-(2-
OKCO-LiMKIoneHTun)-outoBoi kucnotn. MC (ESI): Tou-
Ha po3pax. Maca ansa CosH2oN3O3S, 463,2; m/z 3Han-
AeHO, 464,4 [M+H]". "H AMP (400Mru, CDCls): 7,77
(d, J=7,7, 1H), 7,71 (dd, 5=1,9, 0,7, 1H), 7,42 (dt,
J=7,5, 1,2, 1H), 7,33-7,28 (m, 5H), 3,80-3,64 (m, 2H),
3,54 (dd, J=9,2, 3,9, 1H), 2,92-2,84 (m, 3H), 2,88 (dd,
J=10,1, 7,0, 2H), 2,68 (dd, J=8,5, 5,6, 2H), 2,60-2,25
(m, 2H), 2,15-2,06 (m, 1H), 1,93-1,80 (m, 1H), 1,78-
1,64 (m, 2H).

Mpuknap 327

5 O

K/N\/\COQH
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3-(4-{2-[4-(6eH30Tia3on-2-inokcu)-teHinl-etnn}-
ninepasuH-1-in)-nponioHoBa KucroTa, TpudTopome-
TaHcynbdOHaTHa Cinb.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 262, ctagisa A, 3 BUKOPUCTaH-
HAM  3-ninepasuH-1-in-nponioHoBoi  kucrotn. MC
(ESI): TouHa pospax. maca ana Cz1H23N303S, 411,2;
m/z 3HanpeHo, 412,4 [M+H]+. "H amp (400MTwu,
CDCl3): 11,25 (br s, 1H), 7,76 (dd, J=8,0, 0,5, 1H),
7,69 (dd, J=7.8, 0,6, 1H), 7,42 (dt, J=7,4, 1,2, 1H),
7,35-7,28 (m, 5H), 3,76 (s, 1H), 3,04 (t, J=6,4, 4H),
2,91 (dd, J=10,3, 5,4, 4H), 2,86-2,79 (m, 2H), 2,63 (t,
J=6,4, 1H), 2,08 (s, 4H).

Mpuknap 328

d’ {j\@o

3-(1-{2-[4-(6eH30Tia3on-2-inokcu)-eHinl-etnn}-
ninepuanH-4-in)-okcasonignH-2-0oH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana lMpuknagy 262, ctagis A, 3 BUKOpUCTaH-
HAM  3-ninepnaunH-4-in-okcasoniguH-2-oH  XIopuUcTo-
BoAHeBoi coni Ta lMpuknagy 259, ctagia A. MC (ESI):
ToyHa po3pax. maca ana CasHzsN303Sq, 423,2; m/z
3HaiigeHo, 424,4 [M+H]". "H AMP (400Mry, CDCls):
7,77 (dd, J=8,1, 0,5, 1H), 7,69 (dd, J=7,9, 1,1, 1 H),
7,41 (dt, J=8,5, 1,2, 1H), 7,35-7,28 (m, 5H), 4,36 (1,
J=7,8, 2H), 3,72 (t, J=4,8, 2H), 3,86-3,76 (m, 1H),
3,57 (t, J=8,1, 2H), 3,11 (br d, J=11,8, 2H), 2,86 (dd,
J=11,0, 7,6, 2H), 2,66 (dd, J=8,6, 5,2, 2H), 2,18 (dt,
J=11,7, 2,7, 2H), 1,89-1,72 (m, 4H).

Mpuknap 329

4-(1-{2-[4-(GeH30Tiazon-2-inokcu)-ceHin}-etnn}-
ninepuaunH-4-in)-mopdoniH-3-oH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 262, ctagis A, 3 BUKOPUCTaH-
HAM ninepnanH-4-in-mopdoniH-3-oHy Ta [lpuknagy
260, ctagia A. MC (ESI): ToyHa pospax. maca gns
C24H27N303S4, 437,2; m/z 3HangeHo, 438,4 [M+H]+.
'H AMP (400Mru, CDCls): 7,76 (d, J=8,0, 1H), 7,70
(dd, J=1,9, 0,7, 1H), 7,42 (dt, J=7,4, 1,2, 1H), 7,33-
7,28 (m, 5H), 4,57 (tt, J=11,9, 4,3,1H), 4,23 (s, 2H),
3,91 (t, J=4,9, 2H), 3,34 (t, J=5,1, 2H), 3,12 (br d,
J=11,6, 2H), 2,87 (dd, J=10,9, 7,6, 2H), 2,67 (dd,
J=8,7, 5,2, 2H), 2,23 (ddd, J=11,7, 11,6, 2,5, 2H),
1,82 (ddd, J=24,1, 12,1, 3,8, 2H), 1,76-1,70 (m, 2H).

Mpuknag 330

S, o

4-(1-{2-[4-(6eH30Tiazon-2-inokcu)-eHokcu]-
eTun}-ninepnanH-4-in)-mopdorniH-3-oH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa Mpuknagy 17, ctagia A, 3 BAKOPUCTaHHAM
ninepnanH-4-in-mopdonin-3-oHy Ta [lpuknagy 260,
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ctagia A. MC (ESI): TouyHa po3pax. maca AN
C24H27N304S1, 453,2; m/z 3HaiigeHo, 454,4 [M+H]".

'H AMP (400Mru, CDCls): 7,76 (dd, J=8,1, 0,5, 1H),
7,68 (dd, J=7,9, 0,7, 1H), 7,40 (dt, J=7,4, 1,3, 1H),
7,31-7,28 (m, 3H), 7,02-6,96 (m, 2H), 4,57 (i, J=12,1,
4,2, 1H), 4,22 (s, 2H), 4,14 (t, J=5,6, 2H), 3,90 (t,
J=5,0, 2H), 3,33 (1, J=5,1, 2H), 3,12 (br d, J=11,7,
2H), 2,87 (t, J=5,7, 2H), 2,32 (ddd, J=11,8, 11,8, 2,4,
2H), 1,82 (dddd, J=12,1, 12,1,12,1, 3,8, 2H), 1,75-
1,68 (m, 2H).

Mpuknap 331

Na O ’1:‘(\0
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3-(1-{2-[4-(6eH30Tia3on-2-inokcm)-cheHokcu]-
eTun}-ninepuaunH-4-in)-okcasoniamH-2-oH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa Mpuknagy 17, ctagia A, 3 BAKOPUCTaHHAM
3-ninepuanH-4-in-okcasonignH-2-oHy  XNOpUCTOBOA-
HeBol coni Ta lMpwuknagy 259, cragis A. MC (ESI):
To4Ha pospax. mMaca Ars ngH25N304S1, 439,2; m/z
3HaiigeHo, 440,5 [M+H]". "H AMP (400Mry, CDCls):
7,76 (dd, J=8,1, 0,7, 1H), 7,69 (dd, J=8,0, 0,7, 1H),
7,42 (dt, J=8,6, 1,3, 1H), 7,35-7,26 (m, 3H), 7,02-6,97
(m, 2H), 4,36 (dd, J=8,7, 7,3, 2H), 4,14 (t, J=5,7, 2H),
3,80 (ddd, J=16,4, 11,0, 5,6, 1H), 3,60-3,53 (m, 2H),
3,12 (br d, J=12,0, 2H), 2,87 (d, J=5,7, 2H), 2,28
(ddd, J=11,7,11,6, 3,8, 2H), 1,90-1,74 (m, 4H).

e
Uy

1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTm}-
ninepuanH-4-kapboHoBa k1cnoTa, 6eH3unokcx-amia,.

PosunH  1-{2-[4-(6eH30Tia3on-2-inokcu)-geHin-
eTnn}-ninepuaunH-4-kapboHoBoi  kucnotuk, [MNpuknag
34, crapia A (383wmr, 1,0mmonb) y CH.Cl, (10mn)
06pobnanu N-meTunmopdoniHom (0,24mn,
2,2mMMonb)  Ta  uiaHypoBuMm  xropugom  (61wr,
0,3MMoMb), | YTBOpPEHWUI B pesynbTaTi po3yuH nepe-
MiLLlyBanu npotaroM 1 roguHu, nicnst Yoro peakuinHy
cymiw obpobnanu O-6eH3un rigpokcunamiHoM Ta
nepemiwyBanu npotarom 16 roauH. PeakuinHy cymiw
(inbTpyBanu yepes OiaTOMOBY 3eMIt0, KOHUEHTPY-
BanM Ta ouuwanu Ha SiO; (12r; 0-10% 2M
NH3/MeOH/CH2Cl) 3 ogepaHHAM TUTYbHOI Criony-
ku (81mr, Buxig 17%). MC (ESI): TouHa po3pax. maca
ansa  CosH29N3O3S4, 487,2; m/z 3HanpgeHo, 488,5
[M+H]". "H SAMP (400Mru, CDCls): 8,43 (br s, 1H),
7,76 (dd, J=8,1, 0,5, 1H), 7,70 (dd, J=7,9, 0,7, 1H),
7,45-7,39 (m, 6H), 7,34-7,28 (m, 4H), 4,96 (br s, 2H),
3,05 (br d, J=11,6, 2H), 2,85 (dd, J=10,6, 7,6, 2H),
2,63 (dd, J=8,5, 5,5, 2H), 2,04 (ddd, J=11,0, 11,0, 2,8,
2H), 1,91-1,76 (m, 2H).

Mpuknap 333

@*QAOV

(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etun}-
ninepuauH-4-in)-ouToBa Kucrnora.
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TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana lMpuknagy 262, ctagis A, 3 BUKOpUCTaH-
HAM ninepuanH-4-in-ouToBOI KWACMOTW, €TUNOBOro
edipy, Ta MNpuknagy 250, ctagis D. MC (ESI): TouHa
pospax. maca ans CH24N203S+, 396,2; m/z 3Hange-
Ho, 397,4 [M+H]". "H AMP (400Mr'u, CDs;OD): 8,34
(br s, 1H), 7,82 (dd, J=7,9, 0,6, 1H), 7,67 (dd, J=8,1,
0,5, 1H), 7,53-7,33 (m, 6H), 3,78-3,66 (m, 2H), 3,46-
3,38 (m, 2H), 3,22-3,14 (m, 2H), 3,14-3,07 (m, 2H),
2,39 (br d, J=6,1, 1H), 2,20-2,08 (br s, 1H), 2,11 (brd,
J=13,5, 7,6, 2H), 1,72-1,54 (m, 4H).

Mpuknap 334
L
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C

(R)-1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-
eTun}-ninepmaunH-4-in)-4-rigpokcu-niponiamH-2-oH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 262, ctagisa A, 3 BUKOPUCTaH-
HAM (R)-4-rigpokcu-1-ninepuamnH-4-in.-niponiguH-2-oH
ouToBokMcroi coni, Ta Mpuknagy 261, cragis A. MC
(ESI): TouHa po3pax. maca Ans Cz4H27N30381, 437,2;
m/z 3HangeHo, 4384 [M+H]". 'H SIMP (400Mru,
CDCls): 7,77 (dd, J=8,1, 0,5, 1H), 7,66 (dd, J=7,9,
0,7, 1H), 7,40 (dt, J=7,7, 1,3, 1H), 7,28-7,24 (m, 5H),
4,52 (ddd, J=8,5, 5,9, 2,4, 1H), 4,11-4,00 (m, 1H),
3,60 (dd, J=10,7, 5,6, 1H), 3,31 (dd, J=10,7, 2,2, 1H),
3,12-3,04 (m, 2H), 2,83 (dd, J=9,7, 6,5, 2H), 2,72 (dd,
J=17,2, 6,6, 1H), 2,63 (dd, J=9,8, 6,4, 2H), 2,72 (dd,
J=17,2, 2,6, 1H), 2,21-2,12 (m, 2H), 1,85-1,67 (m,

4H).
N H
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Mpuknapg 335
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1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTmn}-
ninepuauH-4-kapOoHoBa K1CNoTa, rigpokcmamia,.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 262, ctagisa A, 3 BUKOPUCTaH-
HAM ninepuanH-4-kapboHOBOT KUCNOTK, rigpokcuami-
agy. MC (ESI): ToyHa pospax. Maca AN
C21H23N305S1, 397,2; m/z 3HangeHo, 398,4 [M+H]".
'H AMP (400Mru, CDCls): 7,73-7,60 (m, 2H), 7,40-
7,30 (m, 1H), 7,30-7,16 (m, 5H), 3,48-3,36 (br s, 2H),
3,10-2,95 (m, 4H), 2,80-2,50 (br m, 3H), 2,23-1,96
(brm, 5H).

Mpuknap 336

(8)-1-(1-{2-[4-(6eH30oTiazon-2-inokcu)-deHin]-
eTun}-ninepuauH-4-in)-4-rigpokcu-niponiamH-2-oH.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 262, ctagisa A, 3 BUKOPUCTaH-
HAM (S)-4-rigpokcu-1-ninepnanH-4-in.-niponignH-2-oH
ourtoBokucrnoi coni, Ta lNpuknagy 261, crtagia A, 3
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BUKOPUCTaHHAM (S)-4-6pomo-3-rigpokcndyTmpary.
MC (ESI): To4yHa pospax. maca Ans C24H27N30381,
437,2; m/z 3nHaiigeHo, 438,44 [M+H]". 'H AMP
(400Mrlu, CDCl3): 7,77 (dd, J=8,1, 0,5, 1H), 7,66 (dd,
J=7,9, 0,7, 1H), 7,40 (dt, J=7,7, 1,3, 1H), 7,28-7,24
(m, 5H), 4,52 (ddd, J=8,5, 5,9, 2,4, 1H), 4,11-4,00 (m,
1H), 3,60 (dd, J=10,7, 5,6, 1H), 3,31 (dd, J=10,7, 2,2,

H), 3,12-3,04 (m, 2H), 2,83 (dd, J=9,7, 6,5, 2H), 2,72
(dd, J=17,2, 6,6, 1H), 2,63 (dd, J=9,8, 6,4, 2H), 2,72
(dd, J=17,2, 2,6, 1H), 2,21-2,12 (m, 2H), 1,85-1,67
(m, 4H).

Mpuknap 337

) \@/\& n

(1-{2-[4-(6eH30Tia3zon-2-i IJ'IOKCI/I )-cbeHin]-etun}-
ninepuanH-4-in)-kapbamiHosa Kucnorta, Tpert-
6yTunosui edip.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 262, ctagis A, 3 BUKOPUCTaH-
HAM ninepuauH-4-in-kapb6amiHOBOi  KMCNOTKU, TpeT-
6ytunosoro edipy. MC (ESI): ToyHa po3pax. maca
ansa  CasH31N3O3S4, 453,2; m/z 3HangeHo, 4544
[M+H]". "H AMP (400Mru, CDCls): 7,73 (dd, J=8,2,
0,6, 1H), 7,65 (dd, J=7,9, 0,7, 1H), 7,39 (dt, J=7,4,
1,3, 1H), 7,29-7,23 (m, 5H), 4,47 (br d, J=6,6, 1H),
3,55-3,45 (m, 1H), 2,93 (br d, J=11,3, 2H), 2,82 (dd,
J=11,0, 7,7, 2H), 2,60 (dd, J=8,6, 5,3, 2H), 2,16 (t,
J=11,3,2H), 1,97 (br d, J=11,1, 2H), 1,45 (s, 9H).

Mpuknap 338
AT 0
IRAES!
E
2-{4-[2-(4-cpTOpO-ninepuanH-1-in)-etnn]-
deHokcn}-6eH30Tiason.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 262, ctagis A, 3 BUKOPUCTaH-
HAM 4-dpTopo-ninepuanHy. MC (ESI): TouHa po3spax.
maca ans CyoH21F1N3O1S4, 356,1; m/z 3HangeHo,
357,3 [M+H]". "H AMP (400Mry, CDCls): 7,73 (dd,
J=8,1, 0,5, 1H), 7,65 (dd, J=8,0, 0,7, 1H), 7,41-7,36
(m, 1H), 7,28-7,24 (m, 5H), 4,70 (dm, J=48,6, 1H),
2,85 (dd, J=10,9, 7,7, 2H), 2,71-2,63 (m, 2H), 2,62
(dd, J=8,3, 5,4,2H), 2,52-2,44 (m, 2H), 2,03-1,86 (m,
4H).

Mpuknap 339

2-{4-[2-(4,4-gudpTopo-ninepuanH-1-in)-etunj-
deHokcn}-6eH30Tiason.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana lMpuknagy 262, ctagis A, 3 BUKOpUCTaH-
HAM 4,4-aucbTopo-ninepuanyy. MC (ESI): TouHa pos-
pax. Maca Aans CooHF2N304S1, 374,1; m/z
3HaiigeHo, 375,3 [M+H]". 'H AMP (400Mru, CDCls):
7,73 (dd, J=8,1, 0,6, 1H), 7,65 (dd, J=8,0, 0,7, 1H),
7,41-7,36 (m, 1H), 7,28-7,24 (m, 5H), 2,82 (dd,
J=10,2, 6,4, 2H), 2,71-2,60 (m, 6H), 2,09-1,97 (m,
4H).
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Mpuknap 340
5 Q/\

(R)-1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHin]-etmn}-
niponignH-3-on.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana Mpuknapy 262, ctagis A, 3 BUKOpUCTaH-
HAM (R)-3-rigpokcuniponiguHy. MC (ESI): TouHa pos-
pax. maca gnsa CqoHzoN202S, 340,1; m/z 3HanaeHo,
341,1 [M+H]". "H AMP (400Mry, CDCls): 7,73 (dd,
J=8,0, 0,4, 1H), 7,66 (dd, J=7,9, 0,8, 1H), 7,39 (dt,
J=7,4,1,2, 1H), 7,31-7,24 (m, 5H), 4,36 (dddd, J=7,3,
4,8, 2,2, 2,2, 1H), 2,96 (ddd, J=8,5, 8,5, 5,1, 1H),
2,90-2,83 (m, 2H), 2,79-2,70 (m, 3H), 2,58 (dd,
J=10,0, 5,2, 2H), 2,36 (ddd, J=8,8, 8,8, 6,5,1H), 2,21
(dddd, J=13,7, 8,6, 7,2, 5,1, 1H), 1,82-1,73 (m, 1H).

Mpuknap 341
Ne 8]
0,8
o,

N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepuanH-4-in)-copmamig.

TutynbHy cnonyky ogepxxysanu i3 MNpuknagy 337

3rigHo 3 npoueaypoto anga lMNpuknagy 266, ctagia B,
Ta [Npuknagy 317. MC (ESI): TouHa po3pax. maca Ana
C21H23N30281, 381,2; m/z 3HangeHo, 382,4 [M+H]".
'H AMP (400Mlu, CDCl3): 8,16 (s, 1H), 7,72 (d,
J=8,6, 1H), 7,65 (dd, J=7,9, 0,7, 1H), 7,42-7,36 (m,
1H), 7,31-7,23 (m, 5H), 4,03-3,93 (m, 1H), 3,13-3,03
(m, 2H), 2,90 (dd, J=11,1, 7,2, 2H), 2,75-2,69 (m, 2H),
2,34 (t, J=9,2, 2H), 2,08-2,00 (m, 2H), 1,72-1,60 (m,
2H).

Mpuknap 342

N;‘/O
Q’s O\/\Qﬁ JENH

(1-{2-[4-(6eH30Tia3on-2-inokcu)-cpeHinl-etun} ni-
nepuanH-4-in)-ce4oBuHa.

1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTmn}-
ninepuavH-4-inamin rigpoxnopua ogepxysanu i3 (1-
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
ninepuanH-4-in)-kapbamiHoBoi KNCIOTN, TpeT-
6ytunosoro ecdipy Mpuknaagy 337 3rigHo 3 npoueay-
poto ansa lMpuknagy 266, ctagis B. YTBopeHun B pe-
3ynbTati amiH rigpoxnopua (227wmr, 0,58mmonb) y
CHCl, (5mn) obpobnsnu  nipugmHom  (0,14mn,
1,7MMonb), TpumeTunisouiaHaTom (0,09mn,
0,64mmonb) Ta TpuetunamiHom (0,08mn, 0,58mmonsb),
i AaHy peakuiiHy cymiw nepemiysanu npotsarom 16
roguH. PeakuiviHy cymiw possogunn CH2Cly (25mn)
Ta npomuBanu NaHCOs; (30mn). OpraHiyHui wap
ocywyBamm Hag NaxSOs, dinbTpyBanu Ta KOHLEHT-
pyBanu nig 3HWKEHUM TUCKOM. HeouwnlleHnn matepi-
an niggasanu ouuweHHo Ha SiO» (12r; 0-10% [2M
NH3z] CH30OH/CH2Cl,) 3 ogepxaHHAM TUTYnbHOI Cro-
nykn (134wmr, Buxig 58%). MC (ESI): TouHa pospax.
Maca /J,J'Iﬂ C21H24N40,S+, 396,2; m/z 3HarngeHo, 397,4
[M+H]*. 'H AMP (400Mru, CDCls): 7,72 (d, J=8,7,
1H), 7,65 (dd, J=7,9, 0,7, 1H), 7,42-7,36 (m, 1H),
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7,31-7,23 (m, 5H), 4,93 (d, J=8,0, 1H), 4,78 (s, 2H),
3,93 (br d, J=11,7, 1H), 2,82 (dd, J=10,7, 7,6, 2H),
2,60 (dd, J=8,5, 5,4, 2H), 2,16 (t, J=11,3, 2H), 1,97
(dd, J=12,7, 3,1, 2H), 1,47 (dddd, J=12,8, 12,6, 12,6,

3,7, 2H).
Mpuknapg 343
N Oy
\Sr !/ CN
L0
NAO

H

1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepuanH-4-in)-3-uiaHo-2-deHin-isoce4oBmHa.

1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTu}-
ninepuavH-4-inamid rigpoxnopua ogepxysanu i3 (1-
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
ninepuanH-4-in)-kapbamiHoBoi KNCIOTN, Tper-
6yTunosoro edipy MNpuknagy 337 WAAXOM BUIyYeH-
HA Boc rpynu 3srigHo 3 lMpuknagom 266, crapia B.
BinbHy ocHOBY ogep)XyBanu LUASAXOM CycrneHAYyBaHHs
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTmn}-
ninepuaunH-4-inamin rigpoxnopuay (1,3r, 3,3Mmornb) y
CHCl, (20mn) Ta npoMmBany po34MHOM Hacu4eHoro
NaHCO3 (20mn). OpraHiyHun wap ocylwyBanu Hag
Na>SO., dinbTpyBanu Ta KOHUEHTPYBanu Mig 3Huxe-
HUM TucKOoM 3 ogdepkaHHam 1,0r (Buxig 83%) 1-{2-[4-
(6eH3oTiason-2-inokcn)-derin]-eTun}-ninepnanH-4-
inaminy, BiflbHOI ~ OCHOBMW. Po3sunH 1-{2-[4-
(6eH3oTiason-2-inokcn)-derin]-eTun}-ninepnanH-4-
inaminy (145mr, 0,4mMMonb) B eTaHoni (5mn) obpob-
nanu - gudpeHin  uiaHokapbogiivigatom (319w,
1,34mMonb) Ta HarpiBanu go 80°C nmpotdrom 16 ro-
OVWH. PeakuinHy cyMmill KOHLEeHTpyBanu nig 3HWKeHUM
TUCKOM Ta nigaaBanu oumnweHHo Ha SiO; (12r; Ol 0%
[2M NHs; CH3OH]/CH2Cl,) 3 ogepaHHAM TUTYMbHOI
cnonyku (173wmr, Buxig 85%). MC (ESI): TouHa pos-
pax. maca ans CogH27NsO2S+, 496,2; m/z 3HangeHo,
4984 [M+H]". '"H SIMP (400Mru, CDCl): 7,73 (d,
J=8,7, 1H), 7,66 (dd, J=7,9, 0,7, 1H), 7,45-7,36 (m,
4H), 7,31-7,24 (m, 5H), 7,08 (d, J=7,8, 2H), 6,36 (br
d, J=6,5, 1H), 3,87-3,76 (m, 1H), 3,02 (br d, J=11,2,
2H), 2,83 (dd, J=8,4, 7,3, 2H), 2,64 (dd, J=8,6, 5.4,
2H), 2,21 (t, J=11,1, 2H), 2,07 (d, J=11,0, 2H), 1,76
(dd, J=20,7, 10,4, 2H).

Mpuknap 344
N‘}(O\@\/\
o BN
NAS/
H
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-ceHinl-etnn}-
ninepmanH-4-in)-3-LiaHo-2-MeTun-i3oTioce4oBMHa.
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTm}-
ninepuavH-4-inamin rigpoxnopua ogepxysanu i3 (1-
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
ninepuanH-4-in)-kapbamiHoBoi KNCIOTN, Tper-
6yTunosoro edipy MNpuknagy 337 WAAXOM BUIyYeH-
HA Boc rpynu 3srigHo 3 lMpuknagom 266, ctapia B.
BinbHy ocHOBY opepxyBanu 3rigHo 3 [lpuknagom
343. Pos3unH 1-{2-[4-(6eH30Tiazon-2-inokcn)-deHin]-
eTun}-ninepuaunH-4-inaminy (145wmr, 0,4MMone) B eTa-
Honi (5mn) obpobnanm anmeTnn-N-
uiaHoguTioimiHokapboHaTtom (180mr, 1,34mmonb) Ta
HarpiBanu go 80°C npotarom 16 roguH. PeakuiniHy
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CyMiLLl KOHLIeHTpyBanu nig 3HWKEHUM TUCKOM Ta nia-
JaBann ouuweHHi Ha SiOz (12r; 0-10% 2M
NH3/CH30H/CH2Cly) 3 ogepxaHHsIM TUTYNbHOI Cro-
nykn (143wmr, Buxig 69%). MC (ESI): TouHa pospax.
maca ans Ca3H2sNs01S2, 451,2; m/z 3HapeHo, 452,3
[M+H]". "H AMP (400Mry, CDCls): 7,73 (dd, J=8,1,
0,5, 1H), 7,66 (dd, J=7,9, 0,7, 1H), 7,41-7,36 (m, 2H),
7,29-7,24 (m, 5H), 6,13 (br d, J=196, 1H), 2,97 (br d,
J=12,0, 2H), 2,82 (dd, J=10,3, 7,3, 2H), 2,62 (dd,
J=8,5, 5,5, 2H), 2,60-2,44 (br s, 3H), 2,18 (t, J=11,5,
2H), 2,03 (d, J=13,5, 2H), 1,7-1,55 (m, 2H).

Mpuknapg 345
N"ﬁ/G
@’S \©\/\N o
Q%
N
H
N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepuanH-4-in)-meTaHcynsgoHamia.
1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTm}-
ninepuavH-4-inamin rigpoxnopua ogepxysanu i3 (1-
{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
ninepuanH-4-in)-kapbamiHoBoi KNCIOTN, Tper-
6yTunosoro edipy MNpuknagy 337 WASAXOM BUMyYeH-
Ha Boc rpynu srigHo 3 lNpuknagom 266, ctagia B.
BinbHy ocHOBY opepxyBanu 3rigHo 3 [lpuknagom
343. [aHy BinbHy ocHoBy (240wmr, 0,68mMmMonb) vy
CH2Cly (7mn) obpobnsinu TpuetunamiHom (142mkn,
1,0mMmonb) i MOTIM  MeTaHCynb(OoHINXnIopnaom
(77mkn, 1,0Mmonb), | 4aHWA PO3YMH MepemillyBanm
npotaron 16 roawH. PeakuinHy cymiw po3sogunu
CH2Cl, (20mn) Ta npomuBanu po3divHoMm NaHCOs
(30mn). OpraHiyHun Wwap ocyllyBanu Ta KOHLEHTPY-
Banu Mif 3HWKEHUM TWUCKOM, MOTIM niggaBann o4u-
weHHto Ha SiO2 (12r; 0-10% 2M NH3/MeOH:CH.Cl) 3
ofepXaHHAM TUTYNbHOI cnonyku (168mr, Buxig 57%).
MC (ESI): To4yHa pospax. maca ans Co1HzsN303S,,
431,1; m/z 3HangeHo, 432,3 [M+H]+. H AmP
(400Mly, CDCl3): 7,73 (d, J=8,0, 1H), 7,65 (dd,
J=7,9, 0,7, 1H), 7,42-7,36 (m, 1H), 7,29-7,24 (m, 5H),
4,45 (d, J=7,6, 1H), 3,42-3,31 (m, 1H), 2,99 (s, 3H),
2,93 (br d, J=12,0, 2H), 2,81 (dd, J=10,6, 7,5, 2H),
2,60 (dd, J=8,5, 5,4, 2H), 2,18 (t, J=11,0, 2H), 2,02 (d,
J=12,5, 2H), 1,47 (dddd, J=11,2, 11,1, 11,1, 3,7, 2H).

Mpuknap 346

N:(O\@/\

@,S '\O\ rsf’CN
N/LN/
H H
1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepuanH-4-in)-3-LiaHo-2-MeTun-ryaHigumH.

Po3unH 1-(1-{2-[4-(6eH30Tiazon-2-inokcu)-
deHin]-etun}-ninepngnH-4-in)-3-uiaHo-2-eHin-
izocevoBuHY, MNpuknag 343 (76wmr, 0,15mMmonb) B €Ta-
Homi (3mn) obpobnsanu po3unHoM 40% mMeTunamiHy y
Boai (0,2mn), i QaHUA poO34YMH nepemilyBanu npu
Temnepatypi 80°C npotdrom 1 roguHu. Peakuiiny
cymiww oxonomkysanu o 23°C Ta KoHUEeHTpyBanu nig
3HDKEHUM TUCKOM 3 OAEPXKaHHAM HEOYMLLIEHOT TBep-
0Oi pevyoBMHK, KOTPY MigaaBany ouneHHo Ha SiO;
(4r; 0-10% 2M NH3/MeOH:CHCly) 3 ogepXaHHAM
50wmr (Buxig 76%) TutyneHoi cnonykn. MC (ESI): Tou-
Ha po3pax. Maca Ans CxsH2sNeO1S1, 434,2; m/z
3HaiigeHo, 435,4 [M+H]". "H AMP (400Mry, CDCls):
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7,72 (d, J=8,1, 1H), 7,67(dd, J=7,9, 0,7, 1H), 7,42-

7,36 (m, 2H), 7,29-7,24 (m, 5H), 5,67 (br s, 1H), 4,75

(br s, 1H), 3,63 (br s, 1H), 2,94 (br d, J=11,9, 2H),

2,86 (d, J=4,9, 2H), 2,82 (dd, J=10,4, 7,4, 2H), 2,61

(dd, J=8,5, 5,5, 2H), 2,18 (t, J=11,4, 2H), 2,05-1,96

(m, 2H), 2,61 (dddd, J=12,3, 12,3, 12,3, 3,6, 2H).
Mpuknap 347

SR OPNR S
Cr ok

N
H

8-{2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etnn}-1-
denin-1,3,8-Tpnasa-cnipo[4.5)aekaH-4-oH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 262, ctagis A, 3 BUKOpUC-
TaHHAM 1-deHin-1,3,8-Tpnasa-cnipo[4.5]aekaH-4-0oHy.
MC (ESI): To4yHa pospax. maca ans CogHzsN4O2S+,
484,2; m/z 3HanpgeHo, 4854 [M+H]+. H AmP
(400Mru, CDCIs) 7,74 (dd, J=8,0, 0,5, 1H), 7,66 (dd,
J=7,9, 0,7, 1H), 7,52 (s, 1H), 7,42-7,36 (m, 1H), 7,34-
7,24 (m, 6H), 6,91 (d, J=8,0, 1H), 6,87 (t, J=7,3, 1H),
4,75 (s, 2H), 2,95-2,85 (m, 4H), 2,76-2,66 (m, 4H),
1,76 (d, J=13,9, 2H).

Mpuknapg 348
N_T(O\@\/\
O
N
=0
d N
H 174

8-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
1,3,8-Tpuasa-cnipo[4.5]aekaH-2,4-AioH.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 262, ctagis A, 3 BUKOpUC-
TaHHaM 1,3,8-Tpuasa-cnipo[4.5]aekan-2,4-gioHy. MC
(ESI): TouHa pospax. maca ans CooH2oN4O3S4, 422,1;
m/z 3HanpeHo, 423,4 [M+H]+. H amp (400MTwu,
CDCls): 7,73 (dd, J=8,1, 0,5, 1H), 7,67 (dd, J=7,9,
1,1, 1H), 7,42-7,36 (m, 1H), 7,34-7,24 (m, 5H), 3,0
(ddd, J=9,2, 4,3, 4,3, 2H), 2,86 (dd, J=10,6, 6,9, 2H),
2,69 (dd, J=9,0, 5,3, 2H), 2,72 (t, J=10,2, 2H), 2,19-
2,10 (m, 2H), 1,75 (d, J=13,6, 2H).

Mpuknap 349

N o

@:’s/ LGN
O
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(1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
ninepuauH-4-in)-vetun-kapbamiHoBa KucnoTa, TpeT-
6yTunosui edip.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 262, ctagis A, 3 BUKOpUCTaH-
HAM  MeTun-ninepuanH-4-in-kapb6amiHoBOi  KMCIOTH,
TpeT-0yTunosoro edipy. MC (ESI): TouHa po3spax.
maca ans CasH23N3O3S1, 467,2; m/z 3HageHo, 468,4
[M+H]". "H AMP (400Mry, CDCls): 7,73 (dd, J=8,1,
0,5, 1H), 7,66 (dd, J=7,9, 0,7, 1H), 7,41-7,36 (m, 1H),
7,29-7,25 (m, 5H), 4,10-3,95 (br m, 1H), 3,07 (d,
J=11,6, 2H), 2,83 (dd, J=11,1, 7,8, 2H), 2,75 (s, 3H),
2,61 (d, J=8,6, 5,2, 2H), 2,11 (t, J=10,9, 2H), 2,19-
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2,10 (m, 2H), 1,77 (dddd, J=12,1, 12,0, 12,0, 3,3, 2H),
1,70-1,64 (m, 2H), 1,47 (s, 9H).

Mpuknap 350

T
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N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepuauH-4-in)-N-metnn-auetamia,.

TutynbHa cnonyka Oyna ogepxaHa i3 lMNpuknagy
349 srigHo 3 lNMpuknagom 266, ctagia B, MNpuknagom
343 T1a lMpuknagom 345 3 BUKOPUCTaAHHAM aueTun-
xnopugy. MC (ESI): ToyHa pospax. maca pAns
C23H27N302S1, 409,2; m/z 3snaitgeHo, 410,4 [M+H]".
'H AMP (400Mru, CDCl3): 7,73 (dd, J=8,1, 0,6, 1H),
7,66 (dd, J=8,0, 1,1, 1H), 7,41-7,36 (m, 1H), 7,31-
7,25 (m, 5H), 4,53 (i, J=12,0, 4,2, 0,5H), 3,54 (i,
J=11,7, 4,0, 0,5H), 3,15-3,04 (m, 2H), 2,90-2,78 (m,
5H), 2,70-2,58 (m, 2H), 2,24-2,06 (m, 5H), 2,00-1,96
(m, 1H), 1,82-1,60 (m, 3H).

Mpuknap 351

N-_-O
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N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etnn}-
ninepuanH-4-in)-N-meTnn-meTaHcynboHamig,.

TutynbHa cnonyka byna ogepxaHa i3 lMNpuknagy
349 srigHo 3 lNMpuknagom 266, ctagia B, MNpuknagom
343 Ta lMpuknagom 345 3 BUKOPUCTaHHAM METaHCY-
nbdpoHinxnopuay. MC (ESI): TouyHa po3pax. maca ons
C25H29N304S4, 467,2; m/z 3HangeHo, 468,4 [M+H]+.
'H AMP (400Mru, CDCl3) 7,73 (d, J=8,1, 1H), 7,66
(dd, J=7,9, 0,7, 1H), 7,42-7,36 (m, 1H), 7,29-7,24 (m,
5H), 3,78 (tt, J=11,9, 4,2, 1H), 3,08 (dd, J=9,6, 2,1,
1H), 2,84 (s, 3H), 2,82 (s, 3H), 2,83-2,79 (m, 2H),
2,61 (dd, J=8,5, 5,3, 2H), 2,18 (ddd, J=11,8, 11,8, 2,2,
2H), 1,86 (dddd, J=12,2, 12,0, 12,0, 3,4, 2H), 1,76-
1,69 (m, 2H).

Mpuknap 352
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OuroBa Kucnota [(1-{2-[4-(6eH30Tia3on-2-
inokcu)-cpeHin]-eTun}-ninepuanH-4-in)-meTun-
kapbamoin]-meTtunosuii ecdip.

TutynbHa cnonyka Oyna ogepxaHa i3 lMNpuknagy
349 srigHo 3 lNMpuknagom 266, ctagia B, MNpuknagom
343 Ta MNpuknagom 345 3 BUKOPUCTaHHAM XIOpoKap-
6oHinmeTunosoro egipy ouTooi kucnotu. MC (ESI):
ToyHa po3pax. maca ana CasHz7N302S4, 467,2; m/z
3HaiigeHo, 468,4 [M+H]". "H AMP (400Mru, CDCls):
7,73 (dd, J=8,1, 0,5, 1H), 7,66 (d, J=7,9, 1H), 7,42-
7,36 (m, 1H), 7,29-7,24 (m, 5H), 4,76 (s, 0,6H), 4,71
(s, 1,4H), 4,48 (tt, J=12,0, 4,3, 0,7H), 3,36 (i, J=11,6,
4,4, 0,3H), 3,16-3,04 (m, 2H), 2,90-2,78 (m, 5H),
2,68-2,58 (m, 2H), 2,19 (s, 3H), 2,19-2,05 (m, 2H),
2,01-1,84 (m, 1H), 1,82-1,60 (m, 3H).



Mpuknapg 353

N-(1-{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-eTnn}-
ninepuauH-4-in)-N-auetamia.

TutynbHa cnonyka Oyna ogepxaHa i3 lMNpuknagy
337 srigHo 3 lNMpuknagom 266, ctagia B, MNpuknagom
343 T1a MNpuknagoMm 345 3 BUKOPUCTaAHHAM aueTun-
xnopugy. MC (ESI): ToyHa pospax. maca AN
025H29N304S1, 395,2; m/z 3HangeHo, 396,3 [M+H]".
'H AMP (400Mru, CDCls): 7,73 (d, J=8,0, 1H), 7,66
(dd, J=7,9, 0,6, 1H), 7,42-7,36 (m, 1H), 7,29-7,24 (m,
5H), 5,48 (d, J=7,8, 1H), 3,87-3,77 (m, 1H), 2,95 (dd,
J=11,6, 2H), 2,83 (dd, J=10,8, 7,6, 2H), 2,62 (dd,
J=8,5, 5,3, 2H), 2,18 (d, J=11,4, 2H), 2,00-1,94 (m,
2H), 1,98 (m, 2H), 1,49 (dddd, J=12,3, 12,2, 12,2, 3,6,
2H).

Mpuknap 354

OuroBa kucnota (1-{2-[4-(6eH30Tia3on-2-inokcu)-
deHin]-etun}-ninepuaunH-4-inkapbamoin)-MeTunoBsui
edip.

TutynbHa cnonyka byna ogepxaHa i3 lMNpuknagy
337 srigHo 3 lNMpuknagom 266, ctagia B, MNpuknagom
343 Ta lMNpuknagom 345 3 BUKOPUCTaHHAM XIOpoKap-
6oHinmeTunosoro egipy ouToBoi kucnotu. MC (ESI):
ToyHa pospax. maca Ans CaaHo7N3O4S, 453,2; m/z
3HaiigeHo, 454,3 [M+H]". "H AMP (400Mru, CDCh):
7,73 (dd, J=8,2, 0,6, 1H), 7,67 (dd, J=7,9, 0,7, 1H),
7,42-7,36 (m, 1H), 7,29-7,24 (m, 5H), 6,05 (d, J=8,0,
1H), 4,54 (s, 2H), 3,96-3,85 (m, 1H), 3,00 (d, J=8,2,
0,6, 2H), 2,85 (dd, J=10,6, 7,4, 2H), 2,85 (dd, J=10,6,
7,4, 2H), 2,66 (dd, J=8,6, 5,3, 2H), 2,23 (t, J=11,4,
2H), 2,18 (s, 3H), 1,98 (d, J=9,7, 2H), 1,57 (dddd,
J=12,4, 12,4, 12,3, 3,6, 2H).

Mpuknap 355

|

(S)-2-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-
eTun}-meTun-amiHo)-3-(1H-imigason-2-in)-nponioHosa
Kucnorta.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 262, ctagis A, 3 BUKOpUCTaH-
HAM (8)-3-(1H-imiga3on-2-in)-2-meTunamiHo-
nponioHoBoi kucrotun. MC (ESI): TouHa po3pax. maca
ansa  CooH2oN4O3S4, 422,1; m/z 3HangeHo, 423,3
[M+H]". 'H SMP (400Mru, CDsOD): 8,85 (s, 1H),
7,81 (dd, J=7,9, 0,6, 1H), 7,72 (dd, J=8,1, 0,5, 1H),
7,58-7,42 (m, 4H), 7,39-7,34 (m, 3H), 4,34 (dd, J=9,3,
4,9, 3H), 3,71-3,42 (m, 4H), 3,35-3,32 (m, 2H), 3,20
(d, J=8,6, 2H), 3,08 (s, 3H).

Mpuknap 356
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2-(4-{2-[4-(3-HiTpo-nipugnH-2-in)-[1,4]niazenan-1-
in]-eTun}-cpeHokcn)-6eH3oTiazon.

TuTynbHY CMonNyKy ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa MNpuknagy 262, ctagisa A, 3 BUKOPUCTaH-
HAM  1-(3-HiTpo-mipuanH-2-in)-[1,4]giasenany. MC
(ESI): TouHa pospax. maca Ans C25H25N50381, 475,2;
m/z 3uangeHo, 476,1 [M+H]". 'H SIMP (400Mru,
CDCls): 8,36 (dd, J=4,5, 1,7, 1H), 8,14 (dd, J=8,1,
1,7, 1H), 7,77 (dd, J=8,1, 0,5, 1H), 7,70 (dd, J=8,0,
0,7, 1H), 7,45-7,40 (m, 1H), 7,29-7,24 (m, 5H), 6,73
(dd, J=8,0, 4,4, 1H), 3,80-3,75 (br s, 2H), 3,47-3,40
(br s, 2H), 3,07-3,01 (br s, 2H), 2,95-2,88 (m, 2H),
2,86-2,79 (m, 4H), 2,20-2,10 (br s, 2H).

Mpuknap 357
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2-{4-ninepnanH-1-inmeTnn-ceHokcm)-
6eH3oTiazon.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ansa Mpuknagy 251, ctagis B, 3 BukopucTax-
HaM ninepuanHy. MC (ESI): pospax. maca Aans
C19H20N20S, 324,4; m/z 3naiineHo, 325,3 [M+H]". 'H
AMP (400Mry, CDCls): 7,75 (d, J=8,2, 1H), 7,73 (d
J=8,2, 1H), 7,36-7,42 (m, 3H), 7,24-7,32 (m, 3H), 3,49
(s, 2H), 2,39 (br s, 3H), 1,56-1,64 (m, 5H), 1,40-1,48
(m, 2H).

Mpuknap 358
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1-[4-(6eH30Tiazon-2-inokcu)-6eH3un]-4-geHin-
ninepnanH-4-on.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana lMpuknagy 251, cragis B, 3 BukopucTax-
HAM 4-cbeHin-ninepugnH-4-ony. MC (ESI): pospax.
Maca ,D,J'Iﬂ C25H24N20,S, 416,5; m/z 3HaaeHo, 417,4
[M+H]". 'H AAMP (400Mru, CDCl3): 7,75 (d, J=8,0,
1H), 7,66 (d, J=8,0, 1H), 7,55-7,51 (m, 2H), 7,47-7,25
(m, 39), 3,63 (s, 2H), 2,85-2,77 (m, 2H), 2,50 (dt,
J=11,8, 2,5, 2H), 2,18 (dt, J=13,0, 4,4, 2H), 1,80-1,74
(m, 2H), 1,55 (br s, 1H).

I'IpMKna,u, 359

atpeven

1-[4-(6eH30Tiazon-2-inokcu)-6eH3un]-ninepuanH-
4-on.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 251, ctagis B, 3 BukopucTax-
HAM 4-ninepuanHony. MC (ESI): pospax. maca ans
C19H20N20,S, 340,4; m/z 3HaiigeHo, 341,3 [M+H]". 'H
AMP (400MTl'u, CDCIs): 7,74 (d, J=8,0, 1H), 7,67 (d,
J=8,0, 1H), 7,42-7,36 (m, 3H), 7,32-7,24 (m, 3H),
3,68-3,64 (m, 1H), 3,46 (s, 2H), 2,81-2,25 (m, 2H),
2,20-2,15 (m, 2H), 1,95-1,90 (m, 2H), 1,67-1,58 (m,
3H).
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Mpuknap 360
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{1-[4-(6eH30Tia3zon-2-inokcu)-6eH3nn]-ninepuanH-
4-in}-meTaHon.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 251, ctagis B, 3 Bukopuctax-
HAM ninepuauH-4-in-metanony. MC (ESI): pospax.
maca ,D,J'Iﬂ C20H22N20,S, 354,5; m/z 3HangeHo, 355,3
[M+H]". 'H AIMP (400Mru, CDCl3): 7,74 (d, J=8,0,
1H), 7,67 (d, J=8,0, 1H), 7,42-7,37 (m, 3H), 7,32-7,25
(m, 3H), 3,54 (s, 2H), 3,51 (d, J=6,5, 2H), 2,97-2,90
(m, 2H), 2,01 (dt, J=11,6, 2,4, 3H), 1,73 (d, J=121,
2H), 1,58-1,47 (m, 1H), 1,37-1,26 (m, 2H).

Mpuknap 361
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N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuanH-4-in}-meTaHcynsgoHamia.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 253, ctagii A Tta B, i notim
Mpuknagy 258, ctagis C MC (ESI): po3spax. maca Ana
C20H23N30382, 417,6; m/z sHangeHo, 418,3 [M+H]".
'H AAMP (400Mry, CDCls): 7,74 (d, J=8,0, 1H), 7,68
(d, J=8,0, 1H), 7,42-7,36 (m, 3H), 7,35-7,25 (m, 3H),
4,32-4,5 (m, 1H), 3,58 (s, 2H), 3,43-3,32 (m, 1H),
2,99 (s, 3H), 2,87-2,80 (m, 2H), 2,18-2,10 (m, 2H),
2,04-1,96 (m, 2H), 1,64-1,54 (m, 2H).

Mpuknap 362
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N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuauH-4-inmeTun}-2-rigpokcu-aleramia.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans lMpuknagy 258, ctagii A Tta B, i notim
Mpuknagy 253, ctagisa C 3 BUKOPUCTaHHAM [MiKONEBOI
kucnotn. MC (ESI): pospax. maca gns szH25N3038
411,5; m/z 3nHaiigeHo, 4124 [M+H]". 'H AMP
(400Mrl'u, CDCl3): 7,74 (d, J=8,2, 1H), 7,67 (d, J=8,2,
1H), 7,42-7,37 (m, 3H), 7,32-7,25 (m, 3H), 4,11 (s,
2H), 3,51 (s, 2H), 3,24 (t, J=6,3, 2H), 2,88-2,94 (m,
2H), 2,20 (d, J=11,5, 1H), 2,02-1,92 (m, 2H), 1,72-
1,65 (m, 2H), 1,62-1,50 (m, 2H), 1,36-1,26 (m, 2H).

Mpuknap 363

{1-[4-(6eH30Tia3zon-2-inokcu)-6eH3nn]-ninepuanH-
4-in}-kapbamiHoBa KMcnoTa, MeTUIOBUIA edip.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans Mpuknagy 253, ctagii A Tta B, i notim
Mpuknagy 258, ctagis C, 3 BUKOPWUCTaHHAM MeETWI-
izoyiaHaty. MC (ESI): pospax. maca Aans
C21H23N303S, 397,5; m/z 3HaiigeHo, 398,3 [M+H]". 'H
AMP (400Mry, CDCls): 7,74 (d, J=8,0, 1H), 7,67 (d,
J=8,0, 1H), 7,42-7,36 (m, 3H), 7,32-7,24 (m, 3H), 4,57
(br s, 1H), 3,66 (s, 3H), 3,51 (s, 2H), 2,85-2,79 (m,
2H), 2,18-2,09 (m, 2H), 1,98-1,90 (m, 2H), 1,51-1,40
(m, 2H).
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Mpuknap 364

ST

{1-[4-(6eH30Tia3zon-2-inokcun)-6eH3nn]-ninepuanH-
4-inmeTnn}-ce4oBmHa.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 258, cragii A, B 1a C 3 Buko-
pucTaHHaAM Tpumetuncunin isouianaty. MC (ESI):
pospax. maca ans Cz1H24N4O-S, 396,5; m/z 3Harnge-
Ho, 397,4 [M+H]". "H AMP (400Mry, CDCl3): 7,74 (d,
J=8,0, 1H), 7,67 (d, J=8,0, 1H), 7,42-7,36 (m, 3H),
7,32-7,24 (m, 3H), 4,64 (br s, 1H), 4,35 (s, 2H), 3,50
(s, 2H), 3,07 (br t, J=6,3, 2H), 2,94-2,88 (m, 2H),
1,86-2,01 (m, 2H), 1,72-1,66 (m, 2H), 1,56-1,44 (s,
1H), 1,24-1,23 (m, 2H).

Mpuknag 365
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N-{1-[4-(6eH30Tia3on-2-inokcm0-6eH3unn]-
ninepuauH-4-inmetun}-2,2,2-tpucgpTopoaveramia,.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 258, cragii A Ta B, Ta MNpwukna-
ay 257, cragia C, 3 BUKOPUCTaHHAM TpudTOpooLTOo-
Boi kucnotu. MC (ESI): pospax. maca AN
C22H22F3N3028 449,5; m/z 3HaitgeHo, 450,4 [M+H]".
'H AIMP (400Mr'y, CDCls): 7,74 (d, J=8,0, 1H), 7,67
(d, J=8,0, 1H), 7,42-7,36 (m, 3H), 7,32-7,24 (m, 3H),
6,41 (br s, 1H), 3,51 (s, 2H), 3,28 (t, J=6,46, 2H), 2,92
(d, J=11,5, 2H), 2,02-1,94 (m, 2H), 1,74-1,54 (m, 3H),
1,38-1,27 (m, 2H).

Mpuknap 366
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{4-[4-(6eH30Tia3on-2-inokcu)-6eH3nn]-ninepasuvH-
1-in}-ouToBa kucroTa.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto and MNpuknagy 259, ctagii C ta D, i MNpuknagy
250, cragia D, 3 BukopucTaHHAM ninepasuH-1-in-
outoBoi kucrotn. MC (ESI): pospax. maca pans
Ca0H21N303S, 383,5; m/z 3HaiigeHo, 384,4 [M+H]". 'H
AMP (400MI'u, CD30OD): 7,77 (d, J=8,0, 1H), 7,62 (d,
J=8,0, 1H), 7,50-7,46 (m, 2H), 7,42-7,26 (m, 4H), 6,67
(s, 2H), 3,60 (s, 2H), 3,34 (br s, 4H), 2,77 (br s, 4H).

Mpuknap 367
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2-[4-(4-meTaHcynbgoHin-ninepasunH-1-inmetun)-
deHokcun]-6eH3oTiazon.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 257, ctagii A ta B, i MNpuknagy
258, cragia C MC (ESI): pospax. maca AN
C19H21N30382, 403,53; m/z 3HaiineHo, 404,3 [M+H]".

'H AAMP (400Mry, CDCls): 7,74 (d, J=8,0, 1H), 7,68
(d, J=8,0, 1H), 7,42-7,36 (m, 3H), 7,35-7,26 (m, 3H),
3,57 (s, 2H), 3,26 (br t, J=4,7, 4H), 2,79 (s, 3H), 2,58
(brt, J=4,7, 4H).
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Mpuknap 368

ST

1-{4-[4-(6eH30Tia3on-2-inokcu)-6eH3aunn]-
ninepasuH-1-in}-2,2,2-1puTopo-eTaHoH.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 257, cragii A, B 1a C 3 Buko-
puctaHHam TpudTopoouToBoi kucrnotn. MC (ESI):
pospax. maca ans CxoH1sF3N302S, 421,44; m/z 3Haw-
AeHo, 422,4 [M+H]". "H AMP (400Mru, CDCls): 7,74
(d, J=8,0, 1H), 7,68 (d, J=8,0, 1H), 7,42-7,27 (m, 6H),
3,74-3,70 (m, 2H), 3,65-3,60 (m, 2H), 3,57 (s, 2H),
2,56-2,50 (m, 4H).

I'IpMKna,u, 369
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2-(4-mopdooniH-4-inmeTun-geHokcu)-
6eH3oTiazon.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa Mpwuknagy 259, cragii C Ta D 3 Bukopuc-
TaHHaM MopdoniHy. MC (ESI): pospax. maca Ans
C18H18N2028 326,42; m/z aHaiigeHo, 327,4 [M+H]".

'H AMP (500Mry, CDCls): 7,74 (d, J=7,7, 1H), 7,67
(d, J=7,7, 1H), 7,42-7,37 (m, 3H), 7,33-7,25 (m, 3H),
3,72 (t, J=3,7,4H), 3,52 (s, 2H), 2,46 (br s, 4H).

Mpuknag 370
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{1-[4-(6eH30Tiazon-2-inokcu)-6eH3nn]-ninepuanH-
4-in}-kapbamiHoBa KucnoTa, deHinosun eqip.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 253, ctagii A Ta B, Ta MNpwukna-
Ay 258, ctagis C, 3 BUKOPMUCTaHHAM beHinisouiaHaTy.
MC (ESI): pospax. maca Ans C26H25N3038 459,57;
m/z 3HangeHo, 460,4 [M+H]". 'H SIMP (400Mru,
CDCls): 7,74 (d, J=8,0, 1H), 7,67 (d, J=8,0, 1H), 7,42-
7,10 (m, 1H), 4,95 (br d, J=7,8, 1H), 3,67-3,58 (m,
1H), 3,53 (s, 2H), 2,88-2,82 (m, 2H), 2,21-2,06 (m,
2H), 2,03-1,99 (m, 2H), 1,61-1,44 (m, 2H).

Mpuknap 371
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N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepugnH-4-in}-6eH3on cynboHamia.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 253, ctagii A ta B, Ta MNpwukna-
ay 258, ctagia C, 3 BukopuctaHHsam 6eH3orncynbdo-
Hinxnmopuay. MC (ESI): pospax. Mmaca AN
025H25N30382, 479,62; m/z 3naiineHo, 480,4 [M+H]".

"H AMP (400Mry, CDCls): 7,86-7,84 (m, 2H), 7,75 (d,
J=8,0, 1H), 7,67 (d, J=8,0, 1H), 7,60-7,48 (m, 3H),
7,41-7,24 (m, 6H), 4,56 (br d, J=7,8, 1H), 3,48 (s, 2H),
3,26-3,16 (m, 1H), 2,76-2,68 (m, 2H), 2,06-1,97 (m,
2H), 1,78-1,70 (m, 1H), 1,52-1,42 (m, 2H).

Mpuknap 372

87986 258

3-[4-(6eH3oTiazon-2-inokcn)-6eH3unnamiHol-
npomnioHoBa KuUcrnoTa, eTnnosun edip.

TuTynbHY CMonyky ogepXyBanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 251, cragii A Ta B, 3 Bukopuc-
TaHHAM  3-aMiHO-MPOMIOHOBOT  KMUCMOTWU, ETUITOBOro
ecipy. MC (ESI): pospax. maca gns C9H20N203S
356,45; m/z sHaitgeHo, 357,3 [M+H]". 'H amp
(400Mrl'u, CDCl3): 7,74 (d, J=8,0, 1H), 7,67 (d, J=8,0,
1H), 7,44-7,25 (m, 6H), 4,21 (br s, 1H), 4,15 (q, J=7,2,
2H), 3,87 (s, 2H), 2,95 (t, J=6,3, 2H), 2,58 (t, J=6,3,
2H), 1,26 (1, J=7,2, 3H).

Mpuknag 373

S\H/O ’
@N \Q\,N\/\EJOH

3-[4-(6eH3oTiazon-2-inokcn)-6eH3nnamiHol-
npomnioHoBa K1cnoTa.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ana Mpuknagy 372 Ta lMpuknagy 250, cragis
D. MC (ESI): pospax. maca ana Ci7H1sN203S,
328,39; m/z 3HampeHo, 329,3 [M+H]+ 'H amP
(400Ml'u, DMSO): 7,87 (d, J=8,0, 1H), 7,62 (d, J=8,0,
1H), 7,44-7,23 (m, 6H), 3,77 (s, 2H), 2,72 (t, J=6,6,
2H), 2,29 (t, J=6,6, 2H).

Mpuknap 374
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{(1-{2-[4-(©eH30Tia3on-2-inokcu)-cpeHokcn]-eTnn}-
ninepuanH-4-kapOoHin )-MeTun-amiHoJ-ouToBa Kucro-
Ta, eTnnosun eqip.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ans MNpuknagy 18, ctagia A, Ta MNpuknagy 20 3
BUKOPUCTaHHAM 3-MeTUIamiHO-MPOMiOHOBOI KUCIOTH,
etnnosoro ecpipy. MC (ESI): pospax maca ana
CzeH31N3058 497,62; m/z sHaiigeHo, 498,4 [M+H]".
'H AMP (400Mru, CDCl3): 7,73 (d, J=8,0, 1H), 7,65
(d, J=8,0, 1H), 7,41-7,35 (m, 1H), 7,28-7,23 (m, 3H),
6,99-6,94 (m, 2H), 4,28-4,08 (m, 5H), 3,12 (s, 3H),
3,10-3,04 (m, 1H), 2,98-2,81 (m, 4H), 2,62-2,53 (m,
1H), 2,24-2,12 (m, 2H), 1,97-1,83 (m, 2H), 1,81-1,64
(m, 2H), 1,32-1,24 (m, 3H).

Mpuknap 376

o

oL o

1'-{2-[4-(6eH30Tia3on-2-inokcu)-peHokeul-eTun}-
[1,416ininepnanHin-4-kap6boHoOBa KMcnoTa, €TUIOBUIA
edip.

TuTynbHY CMonyky ogepXysanu 3rigHo 3 mpoue-
aypoto ansa Mpuknagy 9 Ta MNpuknagy 24 3 Bukopuc-
TaHHAM [1,4']6ininepuanHin-4-kapboHOBOI  KMCMOTW,
etnnosoro ediipy. MC (ESI): pospax. maca AN
ngH35N304S 509,67; m/z aHaiigeHo, 510,4 [M+H]".
'H AMP (400Mru, CDCls): 7,73 (d, J=8,0, 1H), 7,65
(d, J=8,0, 1H), 7,41-7,35 (m, 1H), 7,29-7,23 (m, 3H),
6,99-6,92 (m, 2H), 4,16-4,08 (m, 4H), 3,10-3,04 (m,
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2H), 2,92-2,86 (m, 2H), 2,80 (t, J=5,9, 1H), 2,36-2,20
(m, 4H), 2,16-2,07 (m, 2H), 1,95-1,87 (m, 2H), 1,82-
1,57 (m, 7H), 1,24 (t, J=7,0, 3H).
Mpuknap 377
o

oo

1'-{2-[4-(6eH30Tia3on-2-inokcu)-gpeHokeul-eTun}-
[1,46ininepnaunHin-4-kap6oHoBa KncnoTa.

TuTynbHY Cnonyky ogepXyBanu 3rigHo 3 npoue-
aypoto ansa MNpuknagy 376 Ta MNpuknagy 250, crapis
D. MC (ESI): pospax. maca Aans CosH3z1N3O4S,
481,62; m/z 3HanpgeHo, 482,3 [M+H]+. H Aamp
(400Mrlu, CDCl3): 7,76 (d, J=8,0, 1H), 7,64 (d, J=8,0,
1H), 7,44-7,38 (m, 1H), 7,32-7,27 (m, 3H), 7,08-7,03
(m, 2H), 4,17 (t, J=5,4, 2H), 3,44-336 (m, 2H), 3,24-
3,19 (m, 2H), 3,05-2,84 (m, 5H), 2,40-2,20 (m, 3H),
2,14-2,04 (m, 4H), 1,86-1,72 (m, 4H).

Mpuknag 378

@LS\'EOQX\

{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
LMKNonponin-eTun-amix.

A. {2-[4-(6eH3oTiazon-2-inokcu)-deHin]-etun}-
umknonponin-amiH. Cymiw [4-(6eH3oTia3on-2-inokcu)-
deHin]-auetanbaerigy (Mpuknag 262, ctagia A, 4,2r,
15,6mMMonb), umknonponinamivy (5.4mn, 78,0mMmornb)
Ta ourtoBoi kucrnotn (4,5vn, 78mmonb) y CHaCl»
(156mn) nepemiwyBany nNpu KiMHaTHIA Temnepatypi
npotarom 1 roguHu. [Jo yTBOpeHO! B pe3ynbTaTi Cy-
miwi gopasanm NaBH(OAc)s (6,61r, 31,2mmonb).
JaHy cymiw nepemiwyBanu npu KiMHaTHIN Temnepa-
Typi npoTsaroMm 24 roguH, dinbTpyBanu yepes giato-
MoBy 3emnto, crnornickyBanm CH2Cly (200mn), npomu-
Bann 1N NaOH (3x50mn) Ta KoHuUeHTpyBanu nig
3HDKEHUM TUCKOM 3 OOEePXaHHAM HEeOYULLEHOro npo-
OYKTY Yy BUrMsAi )XoBTOro Macna. [aHnin HeounLLeHni
NpoAyKT nigaaeany ounweHHo Ha SiO, (330r; 0-10%
CH30H/CH.CI,) 3 opepxaHHAM nNpo3oporo macna,
KOTpe KpucTanidyBarocb npu BUCTOIOBaHHI (3,4r, BU-
xig 71%). MC (ESI): pospax. maca ans CigH1gN20S,
310,11; m/z 3HanpeHo, 311,2 [M+H]+. 'H amP
(400Mrlu, CDCl3): 7,76 (d, J=8,1, 1H), 7,62 (d, J=8,1,
1H), 7,46-7,27 (m, 6H), 3,41 (t, J=7,6, 2H), 3,08 (t,
J=7,6, 2H), 2,38-2,76 (m, 1H), 0,95-0,89 (m, 4H).

B. {2-[4-(6eH3oTiazon-2-inokcu)-deHin]-etun}-
LUKnonponin-eTun-ami. Cymiw aueTanbaerigy
(180mkn, 3,2mmonb), {2-[4-(6eH3oTia3on-2-inokcu)-
deHin]-etun}-umknonponin-amiHy (500mr, 1.6MMonb)
y CH2Cl, (32mn) nepemiwyBanu npy KiMHaTHIA TeM-
nepatypi npotsrom 1 roguHu. [o yTBOpeHOi B pe-
synbTati cymiwi pgogasanu  NaBH(OAc)s (1,02r,
4,8Mmonb). [aHy cymiw nepemilyBany npu KiMHat-
Hi TemnepaTypi nNpoTarom 24 roauH, dinbTpyBanu
Yepe3 giatomoBy 3emmto, cnonickyBanu CHyCl»
(100mn) Ta KOHUEHTpPyBanu Mg 3HWKEHUM TUCKOM 3
ofepXaHHAM HEeOYMLLIEHOrO NPOAYKTY Y BUIMSAI XKOB-
Toro macna. [laHun HeouMLeHWU NPOAYKT nigaasanu
oumwieHHo Ha S10; (40r; 0-10% CHsOH/CH.CIy) 3
ogepxXaHHAM npo3oporo macna (465wmr, Buxig 86%).
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MC (ESI): pospax. maca ans CpoH22N20S, 338,15;
m/z 3HanaeHo, 339,32 [M+H]+. H amp (400Mru,
CDCls): 7,66 (d, J=8,1, 1H), 7,58 (d, J=8,1, 1H), 7,31
(t, J=8,1, 1H), 7,23-7,175 (m, 5H), 2,80 (s, 4H), 2,72
(dd, J=7,3, 7,1, 2H), 1,78-1,70 (m, 1H), 1,05 (t, J=7,1,
3H), 0,50-0,36 (m, 4H).

Mpuknap 379

7

3-({2-[4-(6eHs0Tia3on-2-inokcu)-deHin]-etun}-
UMKONponifn-amiHo)-2-MeTUI-MNpornioHoBa  KUCIOTa,
TpudTOpOMETaHCYNbOHOKUCNA Ciflb.

A. 3-({2-[4-(6eH30Tiazon-2-inokcu)-deHin1-eTnn}-
UMKONponifn-amiHo)-2-MeTUr-MpornioHoBa  KUCIOTa,
meTunoBu ediip. o posunHy {2-[4-(6eH3oTia3on-2-
inokcm)-deHin]-eTun}-Luknonponin-amiHy (500mr,
1,6mmonb) y CH3CN (10mn) npu kiMHaTHIA Temnepa-
Typi popjasanm N,N-giisonponinetunamii  (349mkn,
2MMOrb), 3 HacTynHMM JofaBaHHAM  3-Opomo-2-
MEeTWUM-NPOMiOHOBOI  KACMOTK, METUIOBOro  eqipy
(362mr, 2mMMonb).YTBOpPEHyY B pesynbTaTi CyMill Ha-
rpisanu npu 60°C npoTarom Houi. [laHy cymiw oxono-
OXyBanu Ta po3unHsanu y CHyClz (100mn), npommsa-
nn Hacuyennm BogHum NaHCOs (1x25mn) Ta Bogoto
(2x25mn), ocywysBanmm (Na1SO4) Ta KOHUEHTpyBanu
nig 3HWKEHNUM TUCKOM 3 OOEepXaHHAM HEeo4MLLEHOro
npoaykty y Burnsgi 6inysaTtoi TBepAOi PeYOBUHM.
OdaHunin HeoumLleHMn NpodyKT niggaBany OYULLEHHIO
Ha SiOz (40r; 0-10% CH3OH/CH2Cl,) 3 ogepxaHHAM
6inysaToi TBepaoi pedoBuHu (158mr, Buxig 39%). MC
(ESI): pospax. maca ana Ci3HeN203S, 410,17; m/z
3HaiigeHo, 411,3 [M+H]". "H SSMP (400Mru, CD;0OD):
7,73 (d, J=8,3, 1H), 7,65 (d, J=8,3, 1H), 7,38 (t, J=8,1,
1H), 7,28-7,23 (m, 5H), 3,66 (s, 3H), 3,01 (dd, J=8,8,
3,8, 1H), 2,89-2,76 (m, 5H), 3,60 (dd, J=6,6, 6,1, 1H),
1,84-1,78 (m, 1H), 1,12 (t, J=7,1, 3H), 0,51-0,30
(m,4H).

B. 3-({2-[4-(6eH3oTiason-2-inokcu)-eHin]-etun}-
UMKIONponifn-amiHo)-2-MeTUI-NpornioHoBa  KUCIOTa,
TpudTopoMeTaHCynbOHOKUCNA Cinb. [10 po3unHy 3-
({2-[4-(6eH3oTia3on-2-inokcu)-eHin]-etun}-
UMKIONpOonifn-amiHO)-2-MeTUI-MPoMiOHOBOI  KUCIOTH,
meTunosoro edipy, (158wmr, 0,38MMonb) y cCyMmiLi
3:1:1 THF/CH3OH (13mn) gogaBsanwu rigpokeug, niTito
(37mr, 1,54mmonb) y BoAi (3mn). PeakuiiHnii po3ymH
nepemillyBanu npu KiMHaTHIA TemnepaTypi NPOTArom
16 rogvH i NOTIM KOHUEHTpyBanu nNig 3HWKEHUM TUC-
koM. 3anuwok po3dnHsnu y CH3OH Ta ounwanu 3a
METOAOM BWCOKONPOAYKTMBHOI PiOUHHOI XpomaTor-
pacpii 3 obepHeHow hasow. MoTpibHa dpakuii 36u-
panu Ta KOHUEHTpyBanu Mig 3HWKEHUM TUCKOM 3
ofepXaHHAM TUTYNbHOI COMNYKW y BUrNAAi IPO30poro
macna (179wmr, Buxiga 92%). MC (ESI): pospax. maca
ansa  CaHo4N2O3S, 396,15; m/z 3HanpeHo, 397,3
[M+H]". "H AMP (400Mru, CD;OD): 7,78 (d, J=8,3,
1H), 7,64 (d, J=8,1, 1H), 7,51-7,27 (m, 6H), 3,83 (t,
J=12,4, 1H), 3,55 (t, J=8,1, 2H), 3,37 (d, J=13,1, 1H),
3,25 (t, J=8,8, 2H), 3,21-3,11 (m, 1H), 2,99-2,90 (m,
1H), 1,33 (d, J=7,3, 3H), 1,17-0,97 (m, 4H).
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Mpuknap 380
SYO
| \©\/\
( LN N/\/OH

2-({2-[4-(6eH30oTia3on-2-inokcn)-deHin]-eTnn}-
UMKIONpOoninMeTUn-amiHo)-eTaHor.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 378, cragis A, 3 BUKOpUC-
TaHHAM uuknonponin-metunamidy Ta lNMpuknagy 379,
ctagin A, 3 BMKOPWUCTaHHAM 2-6GpomoeTaHony.
MC(ESI): pospax. maca ans Cz1H24N20,S, 368,16;
m/z 3HanpeHo, 369,3 [M+H]+. H amp (400MTwu,
CDCls): 7,70 (d, J=8,1, 1H), 7,62 (d, J=8,1, 1H), 7,34
(t, J=7,3, 1H), 7,27-7,18 (m, 5H), 3,56 (t, J=5,3, 2H),
2,92-2,86 (m, 2H), 2,84-2,73 (m, 4H), 2,49 (d, J=6,6,
2H), 0,92-0,81 (m, 1H), 0,55-0,49 (m, 2H), 0,16-0,09
(m, 2H).

Mpuknap 381

@im':c’\@\/\ Q/O\/\OH

2-[2-({2-[4-(6eH30Tia3on-2-inokcn)-derin]-eTnn}-
UMKIONpPOoninMeTUn-amiHo)-eToKCU]-eTaHon.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
uenypoto ans Mpuknagy 380. MC(ESI): po3pax. maca
ansa  CasHasN2O3sS, 412,18; m/z 3HanpeHo, 413,3
[M+H]". "H SIMP (400Mry, CDCls): 7,64 (d, J=8,3,
2H), 7,41 (d, J=8,3, 2H), 7,31 (t, J=8,3, 1H), 7,25-7,17
(m, 3H), 4,08 (br s, 1H), 3,84-3,68 (m, 6H), 3,59-3,49
(m, 2H), 3,26-3,16 (m, 2H), 1,11-0,99 (m, 1H), 0,79-
0,70 (m, 2H), 0,55-0,48 (m, 2H).

Mpuknap 382

N,
kq

3-({2-[4-(6eHs0Tia3on-2-inokcu)-deHin]-etun}-
UMKIONponinMeTun-amiHo)-nponaH-1-on.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 378, cragis A, 3 BUKOpUC-
TaHHAM uuknonponin-metunamidy Ta lMpuknagy 379,
cTagia A, 3 BuUKopucTaHHaMm 3-6pomo-nponax-1-ony.
MC(ESI): pospax. maca ans CaH2sN20,S, 382,17;
m/z 3HanpgeHo, 383,3 [M+H]+. "H amp (400MTwu,
CDCls): 7,70 (d, J=8,1, 1H), 7,62 (d, J=8,1, 1H), 7,34
(t, J=8,1, 1H), 7,27-7,18 (m, 5H), 3,77 (t, J=5,3, 2H),
2,84-2,76 (m, 6H), 2,43 (d, J=6,6, 2H), 1,72-1,65 (m,
2H), 0,94-0,83 (m, 1H), 0,57-0,49 (m, 2H), 0,18-0,11
(m, 2H).

Mpuknag 383

O Q-
<

{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
umknonponinmeTun-(3-teTpason-2-in-nponin)-amiH,
TpudTOpOMEeTaHCYNbOHOKUCNA Ciflb.

Oo posunHy  3-({2-[4-(6eH30Tia3on-2-inokcu)-
deHin]-eTun}-umKnonponinMeTun-aMiHo)-nponax-1-
ony (Mpuknag 382, 220mr, 0,58mmonb) Ta 2H-

~N
Ny
N-:.-N
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Tetpasony (61mr, 0,87mMmonb) y CH2Cl> (12mn) po-
pasanu TpudeHindocdiH (290mr, 0,87mMmonb) Ha
noniMepHoMy Hocii Ta Ou-TpeT-0yTun asofukapOok-
cunat (200mr, 0,87mmonb). [daHy peakuiiHy cymill
nepemillyBanu npu KiMHaTHIA TemnepaTypi NPOTArom
1 rogvHu, dinbTpyBanu, i 3idpaHi TBEpAi pPevyoBMHM
npomusanu CHCl, (10mn). PinbTpaT KOHUEHTPYBanu
nig 3HWKEHNUM TUCKOM 3 OOEepXaHHAM HeouMLLEHOro
NPoAyKTy Yy BUMNsSAI CBITNO-XKOBTOro mMacna. [daHun
HeounweHn npogyKT posunHanm y CH3OH Ta nigaa-
Banu OYMLLEHHIO 33 METOAOM BWCOKONPOOYKTUBHOI
piavHHOT xpomatorpadii 3 obepHeHow dasoto. [Mo-
TPiGHI chpakuii 36Mpann Ta KOHUEHTpyBanu nig, 3Hu-
KEHVM TUCKOM 3 OfEepPXaHHAM TUTYNbHOI CMOMyKn y
BUrNsgi npodoporo macrna (100mr, Buxia 40%).
MC(ESI): pospax. maca ana Cz3HzsNeOS, 434,19;
m/z 3HanpeHo, 435,3 [M+H]+. H amp (400MTwu,
CDCls): 8,75 (s, 1H), 7,75 (d, J=8,1, 1H), 7,60 (d,
J=8,1, 1H), 7,45-7,32 (m, 5H), 7,28 (t, J=8,1, 2H),
3,54-3,40 (m, 4H), 3,29-3,25 (m, 2H), 3,19 (d, J=7,3,
2H), 3,09 (t, J=8,6, 2H), 2,56-2,47 (m, 2H), 1,16-1,05
(m, 1H), 0,78-0,71 (m, 2H), 0,46-0,40 (m, 2H).
Mpuknap 384

TV s
A —

{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
umknonponin-(3-nipon-1-in-nponin)-amix.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 379, ctagis A, 3 BUKOpUC-
TaHHaM  1-(3-6pomo-nponin)-1H-nipony. MC(ESI):
po3pax. Mmaca anst CsHz7N3OS, 417,19; m/z 3Halige-
Ho, 418,3 [M+H]". "H AMP (400Mry, CDCl3): 7,65 (d,
J=7,6, 1H), 7,57 (d, J=8,1, 1H), 7,30 (t, J=8,1, 1H),
7,21-7,13 (m, 5H), 6,57 (t, J=2,0, 2H), 3,80 (t, J=7,1,
2H), 2,80-2,69 (m, 4H), 2,57 (t, J=7,1, 2H), 1,98-1,88
(m, 2H), 1,74-1,67 (m, 1H), 0,47-0,40 (m, 2H), 0,37-
0,31 (m, 2H).

Mpuknag 385

N,
<

4-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
UMKIONpPOmninIMeTU-amiHO)-0y TUPOHITpUI.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 378, ctagis A, 3 BUKOpUC-
TaHHAM umknonponin-metunamidy Ta lMpuknagy 319,
cTagia A, 3 BUKOPUCTaHHSM 4-6poMo-OyTUPOHITpUy.
MC(ESI): pospax. maca ana Cz3HzsN3OS, 391,17;
m/z 3HanpgeHo, 392,3 [M+H]+. "H amp (400MTwu,
CDCls): 7,70 (d, J=8,1, 1H), 7,63 (d, J=8,1, 1H), 7,35
(t, J=8,1, 1H), 7,27-7,20 (m, 5H), 2,77-2,73 (m, 4H),
2,64 (t, J=6,6, 2H), 2,39 (d, J=6,3, 2H), 2,29 (t, J=6,8,
2H), 1,74-1,66 (m, 2H), 0,89-0,78 (m, 1H), 0,55-0,48
(m, 2H), 0,13-0,08 (m, 2H).

Mpuknap 386

TTOL
O\“’N\/\CN

O
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1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTu}-
ninepuanH-4-kapboHoBa  kucrnota,  (2-uiaHo-eTwn)-
amig.

TuTtynbHa cnonyka Byna ogepxaHa 3rigHoO 3 npo-
ueaypoto ansa MNpuknagy 33, ctagia B, 3 BukopucTtax-
HAM 3-amiHo-nponioHiTpuny. MC(ESI): pospax. maca
ans Cz4H26N4OZS 434,18; m/z 3HampeHo, 435,3
[M+H]". 'H AAMP (400Mru, CDCl3): 7,74 (d, J=8,3,

H), 7,67 (d, J=8,1, 1H), 7,40 (t, J=8,1, 1H), 7,32-7,24
(m, 5H), 6,39 (t, J=6,6, 1H), 3,51 (dd, J=6,3, 6,1, 2H),
3,11-3,00 (m, 2H), 2,89-2,82 (m, 2H), 2,69-2,58 (m,
4H), 2,23-2,13 (m, 1H), 2,08 (t, J=12,1, 2H), 1,94-1,76

(m, 4H).
Mpuknap 387
S\I,O
I \©\/\
<j/—N N
N/\/\K H
~N

{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-
umknonponinmetun-[3-(2H-tetpason-5-in)-nponinj-
aMmiH.

0o  po3unHy  4-({2-[4-(6GeH30Tiazon-2-inokcu)-
deHin]-eTun}-UmKNonponinMeTun-aMiHo)-
6yTuponiTpuny (Mpuknag 385, 250mr, 0,6mMMonb) y
Tonyoni (32mn) npu KiMHaTHIN TemnepaTypi Aogasa-
M TpuMeTunaniominin  (2,0M posunH y Tonyoni,
1,53mn, 3,08MMonb) i moTiM a3ugoTpuMeTuricunaH
(404mkn, 3,08MMonb). YTBOpEHy B pe3ynbTaTi CyMmil
Harpisanu npu 80°C npotsarom 18 roamH. [aHy cymiw
oxonogXyBanu Ao KiMHaTHOI TemnepaTypu Ta po3Bo-
avrm CHoCl, (200mn1), npoMuBany HacuyeHuM BOA-
HuM NaHCO3 (1x25mn) Ta Bogoto (2x25mn), ocyLuy-
Bann (NaxSO4) Ta KOHUEHTpyBanmu Mg 3HWKEHUM
TUCKOM 3 OAepP>KaHHAM HEOYMLLIEHOrO NPOAYKTY Y BU-
maai Ginysatoi TBepaoi peqoBuMHU. HeouunieHuin
NPOAyKT nigaaesanu oudnweHHio Ha SiOz (40r; 0-20%
CH30H/CH.Cl2) 3 opepxaHHsam 6inysaTtoi TBepgoi
peyoBuHM (246mr, Buxig 88%). MC (ESI): pospax.
mMaca ansa CosH2eNsOS, 434,19; m/z 3HanaeHo, 435,5
[M+H]". "H AMP (400Mr'u, CDCls): 11,25 (br s, 1H),
7,54 (dd, J=7,8, 5,0, 2H), 7,23 (dd, J=8,1, 7,3, 1H),
7,19-7,09 (m, 5H), 3,23-3,11 (m, 4H), 3,01-2,90 (m,
4H), 2,83.

A. 4-({2-[4-(6eH3oTiason-2-inokcn)-deHin]-etun|-
UMKIonponinMeTu-amiHo)-0yTnpoimigHa Kucrnora,
eTunosun edip, XNOpUCToBOAHEBa Cinb. Po3unH 4-
({2-[4-(6eH3oTia3on-2-inokcu)-eHinl-etun}-
UMKonponinveTun-amiHo)-6ytnpoHiTpuny  (Mpuknag
385, 932wmr, 2,38mmonb) B abCOMOTHOMY eTaHoni
(5mn) Ta gietunosomy edipi (10Mn) obpobnsnu wns-
xoMm 6apboTyBaHHA rasyBaTOrO XMOPWUCTOrO BOAHIO
npotaroMm 1 roguHW. YTBOpPeHy B pesynbTaTi CycrneH-
3it0 inbTpyBanu Ta NnpoMmeanu AieTurnosumM edipom
3 ofepXaHHsM TuTynbHOI cnonyku (1,12r, BuXxia
92%). Yepes HeCTINKiCTb, AaHWUN HEOUMLLEHUI maTe-
pian BMKOPUCTOBYBABCS HEranHo 6e3 OYMLLEHHS.

B. {2-[4-(6eH30Tiazon-2-inokcu)-deHinl-etnn|-
umknonponinmetun-[3-(1H-[1.2.4]Tpuason-3-in)-
nponinj-amiH, TpUpTOpOMeTaHCYNbOHOKUCNA Cifb.
Jo posunHy 4-({2-[4-(6eH30Tiazon-2-inokcu)-geHin]-
€TUN}-LMKIoNpPOoninIMeTUN-amMiHo)-0y TMpoimMigHoT  Kuc-
noTn, eTunoBoro edipy, XrNopucTOBOAHEBOI COni
(511mr, 1Mmonb), B eTaHoni (4,5mn) goaaesanu Tpu-
etunamid (375mkn, 2,7MMonb) i NOTIM PO34MH Mypa-
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wuHoro rigpasugy (60mr, 1TMmonb) B etaHoni (4,5mn).
YTBOpeHy B pesynbTaTi Cymill nepemillyBanu npu
KiMHaTHIN TemnepaTtypi NPOTAroM 2 roauH i MOTiM
HarpiBanu 3i 3BOPOTHUM XONOAWbHUKOM MPOTSArom 1
roguMHu. JaHy cymil oxonogyBanu Ta po3BOSWUNU
CH2CI2 (1500mn), npoMuBany Hacu4eHVM BOLHUM
NaHCO3 (1x25mn) Ta Bogoto (2x25mn), ocyluyBanm
(Na2SO4) Ta KOHUEHTpyBanu nig 3HWKEHNUM TUCKOM 3
00EepOXaHHAM HEOUYMLLIEHOro MPOoAYKTY y Burnagi Oi-
nyeatoi TBepAoi peyoBuHW. [aHuin HeounLLeHWi
NPOAyKT nigaasanu oudnweHHio Ha SiOz (40r; 0-15%
CH30H/CH.Cl,) 3 opepxaHHam 6inysaTtoi TBepgoi
peyoBuHu (317wmr, Buxig 73%). MC (ESI): pospax.
Maca ,D,J'Iﬂ C24H27Ns0S, 433,19; m/z 3HanaeHo, 434,4
[M+H]*. "H AMP (400Mru, CDCl3): 7,91 (s, 1H), 7,68
(d, J=7.,8, 1H), 7,63 (d, J=8,1, 1H), 7,34 (t, J=8,1, 1H),
7,25-7,19 (m, 5H), 2,90-2,76 (m, 6H), 2,72 (t, J=6,3,
2H), 2,46 (d, J=6,6, 2H), 2,00-1,90 (m, 2H), 0,93-0,82
(m, 1H), 0,56-0,49 (m, 2H), 0,16-0,10 (m, 2H).
I'IpMKna,u, 392

gug m
O

{2-[4-(6eH30T|a30n-2-|n0Kcm) deHin]-etun}-
umknonponinmetun-[3-(5-metun-1H-[1,2,4]Tpnason-3-
in)-nponin]-amiH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 391, cragis B, 3 Bukopuc-
TaHHAM aueTrigpasvgy. MC(ESI): pospax. maca AN
025H29N508 447,21; m/z 3HangeHo, 448,4 [M+H]".
'H AMP (400Mru, CDCl5): 7,65 (dd, J=8,1, 8,1, 2H),
7,35 (t, J=8,1, 1H), 7,27-7,21 (m, 5H), 3,01-2,94 (m,
2H), 2,93-2,84 (m, 4H), 2,81 (t, J=6,6, 2H), 2,61 (t,
J=6,8, 2H), 2,37 (s, 3H), 2,07-1,97 (m, 2H), 1,01-0,89
(m, 1H), 0,62-0,53 (m, 2H), 0,25-0,17 (m, 2H).

I'IpMKna,u, 393

{2-[4-(6eH30Tiazon-2-inokcu)-deHin]-etun}-

umknonponinmetnn-[3-(5-genin-1H-[1,2,4]tpnason-3-
in)-nponin]-amiH.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 391, cragis B, 3 Bukopuc-
TaHHAM rigpasungy 6eH3onHoi kucnotn. MC(ESI): pos-
pax. maca ana CsoH31NsOS, 509,22; m/z 3HangeHo,
510,4 [M+H]". "H AMP (400Mry, CDCls): 8,06 (dd,
J=16,8, 0,5, 2H), 7,70 (d, J=8,1, 1H), 7,63 (d, J=8,1,
1H), 7,42-7,30 (m, 4H), 7,28-7,20 (m, 5H), 2,99-2,87
(m, 6H), 2,85 (t, J=6,6, 2H), 2,58 (d, J=6,8, 2H), 2,09-
2,00 (m, 2H), 1,00-0,89 (m, 1H), 0,61-0,53 (m, 2H),
0,23-0,16 (m, 2H).

Mpuknap 394

RN SN
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2-(4-{2-[4-(1-meTun-1H-TeTpason-5-in)-
ninepuauH-1-in]-etun}-deHokcun)-6eH3oTiazon,  Tpu-
(pTOPOOLITOBOKUCHIA Ciflb.

Oo posumHy  2-(4-{2-[4-(1H-TeTpa3on-5-in)-
ninepuguH-1-in]-etun}-deHokcun)-6eHsoTtiazony (Mpu-
knag 262, 80mr, 1,97mmones) y DMF (20mn) popaBa-
nn KoCO3 (256mr, 1.85Mmonb) Ta gumeTtunkapboHat
(360mKkn, 4,27mMmonb). JaHy peakuiiHy cymiw nepe-
MillyBanu npu KiMHaTHIN TemnepaTypi npotarom 18
roouvH, inbTpyBanu Ta KOHUEHTpyBanu nig 3Hwxe-
HAM TUCKOM. HeouuwieHui NPOAYKT PO3YUHANN Y
CH30OH T1a ounwanu 3a mMeTogoM BUCOKOMPOAOYKTUB-
HOI pianMHHOT xpomaTtorpadii 3 obepHeHow ¢as3oto.
MoTpibHi dpakuii 30Mpann Ta KOHLUEHTpyBanu nig
3HVKEHUM TUCKOM 3 OAEPXKaHHAM TUTYNbHOI CNOMyKM
y Burnsagi 6esbapsHoro macna (289wmr, Buxig 27%).
MC(ESI): pospax. maca ana CxH2sNeOS, 420,17;
m/z 3HanpgeHo, 421,3 [M+H]+. H amp (400MTwu,
CDsOD): 7,72 (d, J=7,8, 1H), 7,58 (d, J=7,8, 1H),
7,44-7,28 (m, 5H), 7,25 (t, J=8,1, 1H), 4,06 (s, 3H),
3,80 (d, J=12,1, 1H), 3,66-3,35 (m, 4H), 3,28-3,17 (m,
2H), 3,16-3,08 (m, 2H), 2,33-2,23 (m, 2H), 2,22-2,07
(m, 2H).

Mpuknag 395
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2-(4-{2-[4-(2-meTun-2H-TeTpason-5-in)-
ninepuauH-1-in]-etun}-deHokcu)-6eH3oTiazon.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ans Mpuknagy 394. MC(ESI): po3pax. maca
ansa  CaoHo4NeOS, 420,17; m/z 3HanpgeHo, 421,3
[M+H]". "H AMP (400MIy, CD;OD): 7,75 (d, J=7.8,
1H), 7,60 (d, J=7,8, 1H), 7,46-7,33 (m, 5H), 7,28 (t,
J=7,8, 1H). 4,31 (s, 3H), 3,79 (d, J=13,4, 1H), 3,62-
3,06 (m, 8H), 2,48-2,30 (m, 2H), 2,15-2,02 (m, 2H).

Mpuknap 396

x m@

1-{2-[4-(6eH30Tia3on-2-inokcn)-heHin]-eTm}-
ninepuanH-4-kapOoHiTpun.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ansa lMpuknagy 262 3 BUKOPUCTaAHHAM nine-
puanH-4-kapboHitpuny. MC(ESI): pospax. maca ans
C21H21N30S, 363,14; m/z 3HainaeHo, 364,3 [M+H]+.
'H AMP (400Mru, CDCls): 7,63 (d, J=7,6, 1H), 7,55
(d, J=7,6, 1H), 7,28 (t, J=8,1, 1H), 7,20-7,12 (m, 5H),
2,71 (dd, J=7,1, 3,3, 2H), 2,68-2,55 (m, 3H), 2,52 (dd,
J=7,1, 3,3, 2H), 2,37-2,25 (m, 2H), 1,91-1,73 (m, 2H).

Mpuknap 397

i NH

Nz
2-(4-{2-[4-(1H-[1,2,3]Tpnason-4-in)-ninepuaunH-1-
in]-eTun}-cpeHokcn)-6eH3oTiazon.
[o posunHy Tpumetuncuningiazometady (1,8mn,
3,6mMmonb) y aietunosomy edipi (30mn) npn O°C nig

~
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aTMocdepolo  asoTy No Kpannax Agogasanu  n-
oytunnitin (2,5M y rekcani, 1,44mn, 3,6MMmoOnb), i
AaHy cymiw nepemiwysarmv npu 0°C npotarom 20
XBUMUH. [JO yTBOpPEHOro B pesynbTaTti PO34MHy Mo
Kpannsx gofdaBanu po3dnH  1-{2-[4-(6eH3oTia3on-2-
inokcu)-deHin]-etun}-ninepuanH-4-kapboHiTpuny
(Mpuwknag 396, 1,09r, 3,0mmonb) y THF (10mn) npwm
0°C. YTBOpeHy B pesynbTaTi CyMilWl MnepemillyBanm
npu 0°C npotsrom 3 roguH. Cymiw ob6pobnanu Hacu-
yeHnMm BogHum NH4Cl Ta ekctparyBamm  CHaCl
(2x100mn). EkcTpaktn npomuBanu Boaoto (2x25mn),
ocywyBanu (NaxSO4) Ta KOHUeHTpyBanwu nig 3HwKe-
HUM TUCKOM 3 OOEPXaHHAM HEOUYULLEHOrO NMPOAYKTY Y
Burnagi 6inyesatoi TBepAol pevyoBuHW. [daHuii Heouu-
LLeHWIA NPOAYKT niaaaBany ouuileHHo Ha SiO (40r;
0-10% CH3OH/CH2Cly) 3 opepxaHHAM Ginysatoi
TBepaoi peyoBuHn (768wmr, Buxig 54%). MC (ESI):
po3pax. Mmaca anst CoH23NsOS, 405,16; m/z 3Haiige-
Ho, 406,3 [M+H]". "H AMP (400Mry, CDCl3): 7,63 (d,
J=8,1, 1H), 7,56 (d, J=8,1, 1H), 7,42 (s, 1H), 7,29 (t,
J=7,8, 1H), 7,23-7,14 (m, 5H), 4,67 (br s, 1H), 3,04 (d,
J=11,9, 2H), 2,84-2,70 (m, 3H), 2,63-2,56 (m, 2H),
2,16 (t, J=11,1, 2H), 1,97 (d, J=12,6, 2H), 1,82-1,70
(m, 2H).
Mpuknap 398
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4-{2-[4-(6eH30Tia3on-2-inokcu)-geHin]-
eTnnamiHo}-mMacrnsiHa Kucnora, eTunosuii edip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 378, cragis A, 3 BUKOpUC-
TaHHAM 4-aMiHO-MacnsHOI KACNOTW, eTUNOBOro eqi-
py. MC(ESI): pospax. maca pana Ci1H2N203S,
384,15; m/z 3HanpeHo, 385,3 [M+H]+: H Aamp
(400Mrlu, CDCl3): 7,73 (d, J=8,1, 1H), 7,66 (d, J=8,1,
1H), 7,38 (t, J=8,1, 1H), 7,31-7,22 (m, 5H), 6,67 (br s,
1H), 4,12 (dd, J=7,3, 7,1, 2H), 2,95-2,80 (m, 2H), 2,69
(t, J=6,8, 2H), 2,35 (t, J=7,3, 2H), 2,29 (t, J=7,3, 2H),
1,86-1,77 (m, 2H), 1,25 (t,J=7,1, 3H).

Mpuknag 399
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4-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
LMKNonponinMeTunamMiHo)-macnsiHa KucrnoTa, eTuno-
BUIA eqoip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 378, ctagis A, 3 BUKOpUC-
TaHHAM umknonponinvetTunamivy Ta lMpuknagy 379,
cTagia A, 3 BUKOPUCTaHHAM 4-BpOMO-MacnsiHOi Kuc-
notn, etunosoro edipy. MC(ESI): po3pax. maca gns
C25H30N203S, 438,20; m/z sHageHo, 439,4 [M+H]".
'H AMP (400Mru, CDCl3): 7,71 (d, J=8,1, 1H), 7,63
(d, J=8,1, 1H), 7,35 (t, J=8,1, 1H), 7,27-7,20 (m, 5H),
6,67 (br s, 1H), 4,10 (dd, J=7,1, 7,1, 2H), 2,83-2,71
(m, 4H), 2,60 (t, J=7,1, 2H), 2,40 (t, J=6,6, 2H), 2,31
(t, J=7,3, 2H), 1,81-1,72 (m, 2H), 1,23 (t, J=7,1, 3H),
0,88-0,79 (m, 1H), 0,52-0,45 (m, 2H), 0,13-0,07 (m,
2H).
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Mpuknag 400
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2-[3-({2-[4-(6eH30Tia3on-2-inokcm)-deHin]-etnn}-
UMKonponinMeTun-amiHo)-nponinl-izoinaon-1,3-4ioH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans lMpuknagy 378, cragis A, 3 BUKOpUC-
TaHHAM uuknonponin-metunamidy Ta lMpuknagy 379,
ctagia A, 3 BUKOPUCTaHHAM 2-(3-6pomo-nponin)-
isowaon-1,3-gioHy. MC(ESI): pospax. maca ans
C30H20N303S, 511,19; m/z 3HangeHo, 512,3 [M+H]+.
'H AMP (400Mry, CDCls): 7,84-7,77 (m, 2H), 7,72-
7,63 (m, 3H), 7,60 (d, J=7,8, 1H), 7,34 (t, J=8,1, 1H),
7,27-7,18 (m, 5H), 3,71 (t, J=7,1, 2H), 2,82-2,70 (m,
4H), 2,65 (t, J=7,6, 2H), 2,39 (d, J=6,6,2H), 1,88-1,79
(m, 2H), 0,87-0,76 (m, 1H), 0,50-0,42 (m, 2H), 0,12-
0,06 (m, 2H).

Mpuknap 401
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4-({2-[4-(6eH30Tiazon-2-inokcu)-geHin]-etun}-
LMKNonponinMeT1n-aMiHo)-MacnsHa KucnoTa.

TutynbHa cnonyka byna ogepxaHa i3 lMNpuknagy
399, i noTim 3a npoueaypoto Ans Mpuknagy 379, cta-
aia B. MC(ESI): pospax. maca ana Cz3HzsN203S,
410,17; m/z 3HaunpgeHo, 4114 [M+H]+. 'H amp
(400Mluy, CDsOD): 7,42 (d, J=7,8, 1H), 7,31 (d,
J=7,8, 1H), 7,16-7,10 (m, 2H), 7,07 (t, J=7,8, 1H),
7,04-7,00 (m, 2H), 6,96 (t, J=7,8, 1H), 3,23-3,11 (m,
2H), 3,07 (t, J=7,8, 2H), 2,91-2,77 9m, 4H), 2,19 (t,
J=7,1, 2H), 1,78-1,68 (m, 2H), 0,91-0,82 (m, 1H),
0,49-0,41 (m, 2H), 0,20-0,13 (m, 2H).

Mpuknap 402
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1-(3-{2-[4-(6eH3oTiazon-2-inokcn)-cpeHin]-
eTunamiHo}-nponin)-niponignH-2-oH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 378, ctagis A, 3 BUKOpUC-
TaHHAM 1-(3-amiHo-nponin)-niponignH-2-oHy.
MC(ESI): pospax. maca ans CaH2sN30,S, 395,17;
m/z 3HanpeHo, 396,4 [M+H]+. H amp (400MTwu,
CDCls): 7,67 (d, J=8,1, 1H), 7,60 (d, J=8,1, 1H), 7,32
(t, J=7,8, 1H), 7,28-7,15 (m, 5H), 5,61 (br s, 1H),
3,34-3,25 (m, 4H), 2,94-281 (m, 4H), 2,65 (1,
J=7,3,2H), 2,32 (t, J=7,8,2H), 1,94 (t, J=7,3,2H), 1,79-
1,69 (m, 2H).

Mpuknapg 403
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N-1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
N1-umknonponinmetun-nponan-1,3-aiamix.

Oo posunHy 2-[3-({2-[4-(6eH30Tia3on-2-inokcu)-
deHin]-eTun}-umknonponinMeTun-amiHo )-nponinj-
izoingon-1,3-gioHy (Mpuknag 400, 3,0r, 5,86mmornb) y
EtOH (12mn) pogasanu  rigpasuH  (220mkn,
7,03mmonb). [laHy peakuinHy cymiw nepemilysanm
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npu KiMHaTHIn TemnepaTypi npoTtsarom 24 roguH. Cy-
Miw po3unHsnu y CH2Clz (200mn1), npomuBanu Hacu-
yeHM NaHCOs3 (2x20mn), Bogoto (1x20mn), ocyuly-
Bann (NaxSO4) Ta KOHUEHTpyBanu Mg 3HWKEHUM
TUCKOM 3 OAEepXKaHHAM HEOYMLLEHOro NPOAYKTY y BU-
rnsaai 6inysaToi TBepAoi pevoBuHN. [JaHun HeounLe-
HWUIA NPOAYKT niadaBanu ouunileHHo Ha SiO; (330r; 0-
10% 2M NH3z y CH3OH/CHCl3) 3 ogepxxaHHsIM npo-
3oporo macna (2,13r, suxig 96%). MC(ESI): pospax.
maca ansa CooHo7N3OS, 381,2; m/z sHanpeHo, 382,4
[M+H]". "H SSMP (400Mry, CDCls): 7,68 (d, J=8,1,
1H), 7,58 (d, J=8,1, 1H), 7,31 (t, J=8,1, 1H), 7,24-7,16
(m, 5H), 2,79-2,71 (m, 4H), 2,67 (t, J=6,8,"2H), 2,59 (1,
J=6,8, 2H), 2,37 (d, J=6,6, 2H), 2,07 (s, 2H), 1,62-
1,52 (m, 2H), 0,87-0,77 (m, 1H), 0,50-0,44 (m, 2H),
0,12-0,06 (m, 2H).

Mpuknap 404
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5-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
LIMKNOMNponif-aMiHO)-NeHTaHoBa K1croTa, MeETUNOBUIA
edip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 379, ctagis A, 3 BUKOpUC-
TaHHAM 5-6pOMO-NEHTaHOBOI KUCMOTU, METUITOBOrO
ecipy. MC(ESI): pospax. maca ans CaaH2sN2OsS,
424.18; m/z 3HaunpgeHo, 425,3 [M+H]+. H Aamp
(400Mrlu, CDCl3): 7,72 (d, J=8,1, 1H), 7,63 (d, J=8,1,
1H), 7,36 (t, J=8,1, 1H), 7,27-7,20 (m, 5H), 3,65 (s,
3H), 2,85-2,80 (m, 4H), 2,66 (t, J=1,6, 2H), 2,33 (4,
J=1,6, 2H), 1,81-1,75 (m, 1H), 1,67-1,50 (m, 4H),
0,52-0,40 (m, 2H), 0,43-0,37 (m, 2H).

Mpuknapg 405
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N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
UuKnonponinveTun-amiHo)-nponinj-auetamig,.

HOo posunHy N-1-{2-[4-(6GeH30Tiazon-2-inokcu)-
deHin]-etun}-1H-uuknonponinmeTun-nponax-1,3-
giaminy (Mpwuknag 403, 180mr, 0,47mmonb) y CH2Cl
(10mn) pogasanu Tpuetunamid (131mkn, 0,94mmonb)
3 HaACTyMHUM [oAaBaHHsAM aueTaHrigpuay (76Mmkn,
0,71mmonb). [aHy peakuinHy cymiw nepemiluyBanm
npy KiMHaTHIM TemnepaTypi NPOTAroM 24 rOAVHW.
Cymiw posumHanu y CHoCl, (100mn), npomuBanu
HacuyeHum NaHCO; (2x15mn), Bogoto (1x15mn),
ocywyBanu (NaxSO4) Ta KOHUeHTpyBanwu nig 3HwKe-
HUM TUCKOM 3 OOEpPXaHHAM HEOUULLEHOrO NMPOAYKTY Y
Burnagi 6inyesatoi TBepAol pevyoBuHW. [daHuii Heouu-
LLeHWIA NPOAYKT MiaaaBany ouuileHHo Ha SiO, (12r;
0-10% CH3OH/CHCl>) 3 ogepxaHHsaM 6inoi TBepgoi
peyoBuHu (154mr, Buxig 77%). MC (ESI): pospax.
mMaca ansa CosHo9gN3OS, 423,2; m/z 3HangeHo, 424.,4
[M+H]". "H AAMP (400Mru, CDCls): 9,69 (br s, 1H),
7,67 (d, J=8,1, 1H), 7,62 (d, J=8,1, 1H), 7,33 (t, J=8,1,
1H), 7,27-7,17 (m, 5H), 3,27 (dd, J=6,6, 5,6, 2H),
2,96-2,89 (m, 2H), 2,87-2,81 (m, 2H), 2,78 (t, J=6,8,
2H), 2,53 (d, J=6,8, 2H), 1,88 (s, 3H), 1,76-1,67 (m,
2H), 0,94-0,83 (m, 1H), 0,60-0,53 (m, 2H), 0,21-0,15
(m, 2H).
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MopdoniH-4- Kap60HOBa Kucnora [3-({2-[4-

(6eH3oTiason-2-inokcn)-herin]-eTmn}-
UMKonponinMeTun-amiHo)-nponinj-amig.

TuTtynbHa cnonyka Byna ogepxaHa 3rigHO 3 Mpo-
uenypoto ans lMpuknagy 405 3 BUKOPUCTaAHHAM MOp-
doniH-4-kapboHin xnopugy. MC(ESI): pospax. maca
ansa  CasH3aN4O3S, 494,24; m/z 3HainpeHo, 495,4
[M+H]". "H AMP (400Mry, CDCls): 7,69 (t, J=8,5,
2H), 7,41-7,23 (m, 6H), 6,85 (br s, 1H), 3,68-3,60 (m,
4H), 3,51-3,40 (m, 6H), 3,39-3,27 (m, 4H), 3,26-3,17
(m, 2H), 3,09-3,01 (m, 2H), 2,19-2,06 (m, 2H), 1,25-
1,14 (m, 1H), 0,85-0,76 (m, 2H), 0,53-0,45 (m, 2H).

Mpuknap 407
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N-[3-({2-[4-(6etooTiazon-2-inokcun)-ceHin]-etun}-
UuKnonponinveTun-amiHo)-nponinj-
MeTaHCynboHaMmia.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ansa MNpuknagy 405 3 BUKOPUCTAHHAM MeTa-
HcynbdoHin xnopuay. MC(ESI): pospax. maca Ans
C23H29N30382, 459,17; m/z 3naiineHo, 460,3 [M+H]".

'H AIMP (400Mru, CDCls): 7,67 (t, J=8,6, 2H), 7,39-
7,17 (m, 6H), 7,06 (br s, 1H), 3,43-3,09 (m, 8H), 3,07-
2,98 (m, 2H), 2,96 (s, 3H), 2,20-2,07 (m, 2H), 1,23-
1,11 (m, 1H), 0,79-0,67 (m, 2H), 0,49-0,41 (m, 2H).

Mpuknap 408
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5-({2-[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
LIMKNOMNpOonif-aMiHO)-NeHTaHoBa KucnoTa.

TutynbHa cnonyka byna ogepxaHa i3 lMNpuknagy
379 1a 3a npoueanypoto ans MNpuknagy 404, ctagis B.
MC(ESI): pospax. maca ans ngHzeNZOe,S 410,17;
m/z sHangeHo, 411,3 [M+H]". 'H SMP (400Mru,
CDCls): 12,39 (br s, 1H), 7,71 (d, J=7,8, 1H), 7,62 (d,
J=7,8, 1H), 7,35 (t, J=7,8, 1H), 7,31-7,20 (m, 5H),
3,04-2,90 (m, 4H), 2,82 (t, J=7,8, 2H), 2,30 (t, J=6,8,
2H), 1,98-1,91 (m, 1H), 1,72-1,54 (m, 4H), 0,83-0,76
(m, 2H), 0,63-0,55 (m, 2H).

I'IpMKna,u, 409

gue ©\AN/\/\ A

1-[3-({2-[4- (6eH30T|a30r| -2-inokcu)-erin]-eTun}-
isonponin-amiHo)-nponin]-niponignH-2-oH.

Cymiw  1-(3-{2-]4-(6eH30Tiazon-2-inokcu)-deHin]-
eTunamiHo}-nponin)-niponignH-2-oHy (Mpuknag 402,
500wmr, 1,26mmonb), auetoHy (185mkn, 2,52Mmonb) y
CHCl, (25mn1) nepemiwyBanu npu KiMHaTHii Temne-
paTypi npotsarom 1 rognHn. [1o yTBOpeHOi B pe3yrb-
Tati cymiwi pgogasanu NaBH(OAc); (536w,
2,52mmonb). [daHy cymill nepemillyBany npy KiMHaT-
Hin TemnepaTtypi npoTarom 16 roguH, dinbTpysanu
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Yyepes giatomoBy 3emnio, npomunsanm CH2Clz (100mn)
Ta KOHLUEHTPYBanu nig 3HWKEHUM TUCKOM 3 odepKaH-
HSIM HEOYMLLIEHOrO MPOAYKTY Y BUMMSAAI )KOBTOro Mac-
na. [JaHuin HeouuleHWA MpoAyKT nigdaBanu oyu-
weHHo Ha SiO2 (40r; 0-10% CHsOH/CH.CIy).
MoTpiGHi dpakuii NnoegHyBanu Ta KOHLEHTpyBanu nig
3HKEHUM TUCKOM 3 OepXXaHHAM Npo30oporo mMacna,
KOTpe KpucTanisyBanocb npu BigcTooBaHHi (290mr,
Buxig 53%). MC(ESI): pospax. maca AN
025H31N3028 437,21; m/z sHaiigeHo, 438,4 [M+H]".
"HAMP (400Mru, CDCls): 7,73 (d, J=8,3, 1H), 7,66
(d, J=8,3, 1H), 7,38 (t, J=8.3, 1H), 7,28-7,23 (m, 5H),
3,35 (t, J=6,8, 2H), 3,27 (t, J=7,3, 2H), 3,05-2,95 (m,
1H), 2,78-2,70 (m, 2H), 2,69-2,61 (m, 2H), 2,47 (t,
J=7,3, 2H), 2,37 (t, J=8,1, 2H), 2,04-1,94 (m, 2H),
1,69-1,58 (m, 2H), 0,99 (d, J=6,8, 6H).
Mpuknap 410

OO S
o

1-[3-({2-[4-(6eH30Tia3on-2-inokcwu)-eHin]-eTun}-
UMKonponinMeTun-amiHo)-nponin]-niponiaMH-2-oH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto aAna lMpuknagy 409 3 BUKOPUCTAHHAM LMK-
nonponaHkapbanegeriny. MC(ESI): pospax. maca
ans CzeH31N3028 449,21; m/z 3HampeHo, 450,4
[M+H]*. 'H AAMP (400Mru, CDCl3): 7,70 (d, J=7,8,

H), 7,64 (d, J=8,1, 1H), 7,36 (t, J=7,8, 1H), 7,32-7,21

(m, 5H), 3,38 (t, J=7,1, 2H), 3,31 (t, J=7,1, 2H), 3,09-
3,02 (m, 2H), 2,95-2,83 (m, 4H), 2,72 (d, J=7,1, 2H),
2,37 (t, J=7,8, 2H), 2,05-1,95 (m, 2H), 1,92-1,82 (m,
2H), 1,02-0,91 (m, 1H), 0,66-0,59 (m, 2H), 0,29-0,23
(m, 2H).

Mpuknag 411

TE T
A

1-[3-({2-[4-(6eH3oTia3on-2-inokcwu)-eHin]-eTun}-
UMKonponin-amiHo)-nponin]-niponiamH-2-oH.

Oo posunHy 1-(3-{2-[4-(6eH30Tia3on-2-inokcu)-
deHin]-eTunamiHo}-nponin)-niponiguH-2-ody  (Mpw-
knag 402, 500wmr, 1,26mmonb) y EtOH (20mn) popa-
Banu ouToBy kucrnoty (716mkn, 1,26MMorb), MOneky-
napHi cuta (500Mr, 3A), (1-eTOKCM-LMKNONPONoKeK)-
TpumeTun-cunat (1,51mn, 7,58mMmonsb) Ta uiaHobopo-
rigpug Hatpito (357wmr, 5,69Mmonb). JaHy peakuiniHy
CyMiLLl HarpiBanu 3i 3BOPOTHUM XOSOAWIIbHUKOM Mpo-
TArom 16 roguH, oxonoaxysanu Ta (pinbTpyBanu ye-
pe3 giatomoBy 3emnto, npomuBanu CH.Cl, (100mn)
Ta KOHLUEHTPYBanu nig 3HWKEHUM TUCKOM 3 oepKaH-
HSIM HEOYMLLEHOrO MPOAYKTY y BWINA4i NpoO30poro
mMacna. [daHui HeouuwweHWn npoaykT niggasanu
oumwieHHo Ha SiOz (40r; 0-10% CH3OH/CHCly).
MoTpiGHi dpakuii noegHyBanM Ta KOHLEHTpyBanu nig
3HWKEHUM TUCKOM 3 ofepkaHHsiM 6inoi TBepgoi pe-
YyoBuHM (434mr, Buxig 66%). MC(ESI): pospax. maca
ans 025H29N3028 435,2; m/z 3HanpeHo, 4364
[M+H]". 'H AMP (400Mru, CDCl3): 7,72 (d, J=7,8,

H), 7,64 (d, J=7,8, 1H), 7,36 (t, J=7,8, 1H), 7,28-7,19
(m, 5H), 3,36 (t, J=7,1, 2H), 3,28 (t, J=7,1, 2H), 2,87-
2,80 (m, 4H), 2,67 (t, J=7,3, 2H), 2,37 (t, J=7,8, 2H),
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2,03-1,94 (m, 2H), 1,82-1,70 (m, 3H), 0,53-0,47 (m,
2H), 0,43-0,38 (m, 2H).
Mpuknag 412

@’iﬁmw&
(-

1-[3-({2-[4-(6eH30Tia3on-2-inokcwu)-eHin]-eTun}-
nponin-amiHo)-Nponin]-niponignH-2-oH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans Mpuknagy 409 3 BUKOPUCTaHHAM Npo-
nionanbgerigy. MC(ESI): pospax. Maca Ans
025H31N3028 437,21; m/z sHaiigeHo, 438,4 [M+H]".
'H AAMP (400Mry, CDCls): 7,72 (d, J=8,1, 1H), 7,66
(d, J=8,1, 1H), 7,38 (t, J=8,1, 1H), 7,29-7,24 (m, 5H),
3,39 (t, J=7,1, 2H), 3,30 (t, J=7,1, 2H), 2,86-2,80 (m,
4H), 2,64 (1, J=7,6, 2H), 2,58 (t, J=7,6, 2H), 2,42-2,35
(m, 2H), 2,07-1,97 (m, 2H), 1,80-1,71 (m, 2H), 1,59-
1,47 (m, 2H), 0,92 (d, J=7,3, 3H).

Mpuknap 413

@ifO%Wo\/

Y

4-((1-aueTnn-ninepnamnH-4-in)-{2-[4-(6eH3oTiason-
2-inokcm)-beHin]-eTun}-amiHo)-macnsiHa Kncnora,
eTunosun edip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lNpuknagy 409 3 BukopucTaHHAM 1-
aueTtun-ninepnamn-4-ody. MC(ESI): pospax. maca
ansa ngH35N304S 509,23; m/z 3HanpgeHo, 510,4
[M+H]". 'H AMP (400Mru, CDCl3): 7,72 (d, J=8,1,

H), 7,65 (d, J=8,1, 1H), 7,38 (t, J=8,1, 1H), 7,29-7,23
(m, 5H), 4,69 (d, J=13,1, 1H), 4,13 (dd, J=7,8, 6,8,
2H), 3,85 (d, J=13,4, 1H), 3,09-2,98 (m, 2H), 2,79-
2,74 (m, 4H), 2,60 (t, J=6,8, 2H), 2,52-2,44 (m, 3H),
2,04 (s, 3H), 1,85-1,73 (m, 4H), 1,48-1,35 (m, 2H),
1,26 (t, J=7,1, 3H).

Mpuknag 414

Q/i\IJO\@\/E%vYO\/

N
I
4-((1-aueTnn-ninepnamnH-4-in)-{2-[4-(6eH3oTiazon-
2-inokcm)-beHin]-eTun}-amiHo)-macnsiHa KMcnora,
eTunosun edip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lNpuknagy 409 3 BukopucTaHHAM 1-
meTun-ninepnanH-4-ony. MC(ESI): pospax. maca gns
Ca7HasN303S, 481,2; m/z 3HaiigeHo, 482,4 [M+H]". 'H
AMP (400MTl'u, CDCIs): 7,72 (d, J=8,1, 1H), 7,65 (d,
J=8,1, 1H), 7,37 (t, J=8,1, 1H), 7,28-7,19 (m, 5H),
4,12 (dd, J=7,3, 7,1, 2H), 3,11 (d, J=12,1, 1H), 2,75-
2,69 (m, 4H), 2,58-2,50 (m, 3H), 2,38 (s, 3H), 2,29 (t,
J=7,21, 2H), 2,24-2,15 (m, 2H), 2,03-1,97 (m, 2H),
1,73 (t, J=6,3, 4H), 1,25 (t, J=7,1, 3H).

Mpuknap 415
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4-({2-[4-(6eH30Tia3on-2-inokcu)-geHin]-etun}-
MeTaHCyIbOHIM-aMiHO)-MacnsiHa KucnoTa.

TutynbHa cnonyka Oyna ogepxaHa i3 lMNpuknagy
398 asrigHo 3 npouenypoto ans lMNpuknagy 407 Ta
Mpuknagy 379, ctagis B. MC(ESI): po3pax. maca Ans
C20H22N205Sz, 434,1; m/z sHangeHo, 435,3 [M+H]'".
'H AAMP (400Mry, CDCls): 7,72 (d, J=8,1, 1H), 7,66
(d, J=8,1, 1H), 7,38 (t, J=8,1, 1H), 7,33-7,24 (m, 5H),
3,48 (t, J=7,6, 2H), 3,20 (t, J=7,6, 2H), 2,96 (d, J=7,3,
2H), 2,77 (s, 3H), 2,37 (t, J=6,6, 2H), 1,91-1,81 (m,
2H).

I'IpMKna,u, 416

gy O,WOH

({2-[4-(6eH30Tia3on-2- IJ'IOKCVI) deHin]-etnn}-
LMKNoMnponin-amiHo)-oLToBa KucnoTa.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMpuknagy 379, ctagii A Ta B, 3 Buko-
pucTaHHAM GpPOMO-OLTOBOI  KUCMOTW, METUIIOBOroO
ecipy. MC(ESI): pospax. maca gns ConzoNZOe,S
368,12; m/z 3HaitgeHo, 369,3 [M+H]". 'H amp
(400Mrlu, CDCl3): 7,70 (d, J=8,1, 1H), 7,64 (d, J=8,1,
1H), 7,37 (t, J=8,1, 1H), 7,31-7,22 (m, 5H), 3,64 (s,
2H), 3,26 (dd, J=7,6, 3,3, 2H), 2,98 (dd, J=7,6, 3,3,
2H), 2,50-2,43 (m, 1H), 0,84-0,79 (m, 2H), 0,71-0,65
(m, 2H).

Mpuknag 417

s\”,o
Q:'N Q/\E/\/\/\OI(O\/

6({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
UMKIONponifn-amiHo)-KanpoHoBa  KUCMoTa, €TUIOBUiA
edip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 379, ctagis A, 3 BUKOpUC-
TaHHAM 6-6pPOMO-KaNPOHOBOI  KMUCMOTW, ETUITOBOrO
ecipy. MC(ESI): pospax. maca gns CzengNZOe,S
452,21; m/z 3naiigeHo, 453,4 [M+H]". 'H amp
(400Mrl'u, CDCl3): 7,72 (d, J=8,1, 1H), 7,64 (d, J=8,1,
1H), 7,36 (1, J=8,1, 1H), 7,28-7,20 (m, 5H), 4,12 (dd,
J=7,3, 7,1, 2H), 2,87-2,81 (m, 4H), 2,65 (t, J=7,S,
2H), 2,30 (t, J=7,6, 2H), 1,81-1,74 (m, 1H), 1,69-1,60
(m, 2H), 1,59-1,50 (m, 2H), 1,37-1,27 (m, 2H), 1,24 (4,
J=7,1, 3H), 0,52-0,46 (m, 2H), 0,43-0,37 (m, 2H).

Mpuknag 418

@i\"f@v\g/\/\/\iof\

7-({2-[4-(6eH30Tia3on-2-inokcu)-eHin]-etun}-
UMKIONponifn-amiHO)-eHaHTOBa  KUCNOTa, ETUIOBUNA
edip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 379, ctagis A, 3 BUKOpUC-
TaHHAM  7-OpOMO-€HaHTOBOI  KUCMOTW, €TWUIOBOro
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ecipy. MC(ESI): pospax. maca ans Caz7H34N2OsS,
466,23; m/z 3HangeHo, 4674 [M+H]+. H ampP
(400Mrlu, CDCl3): 7,71 (d, J=8,1, 1H), 7,60 (d, J=8,1,
1H), 7,34 (t, J=8,1, 1H), 7,27-7,18 (m, 5H), 4,10 (dd,
J=7,1,7,1, 2H), 2,86-2,79 (m, 4H), 2,63 (t, J=7,6, 2H),
2,28 (t, J=7,6, 2H), 1,80-1,74 (m, 1H), 1,67-1,58 (m,
2H), 1,57-1,47 (m, 2H), 1,38-1,25 (m, 4H), 1,23 (,
J=7,1, 3H), 0,50-0,44 (m, 2H), 0,43-0,37 (m, 2H).
Mpuknag 419

STO
©;N \Q\/\EX/\/\/\IJOH

6-({2-[4-(6eH30Tiason-2-inokcn)-eHin]-etun}-
LIMKNOMNponifn-amMiHO)-kanpoHoBa KucnoTa.

TutynbHa cnonyka byna ogepxaHa i3 lMNpuknagy
417 3rigHo 3 npoueaypoto ang Mpuknagy 379, cragis
B. MC(ESI): pospax. maca ans CosH2sN203S, 424,18;
m/z 3HanpeHo, 425,4 [M+H]+. H amp (400MTwu,
CDCI3): 11,17 (br s, 1H), 7.69 (d, J=8,1, 1H), 7,65 (d,
J=8,1, 1H), 7,39-7,21 (m, 6H), 3,35-3,28 (m, 2H),
3,24-3,10 (m, 4H), 2,53-2,45 (m, 1H), 2,31 (t, J=7,1,
2H), 1,92-1,81 (m, 2H), 1,70-1,61 (m, 2H), 1,44-1,34
(m, 4H), 0,91-0,83 (m, 2H).

Mpuknap 420

©:S_\INI/O\©\/\ /\/\/\)?\
g OH

7-({2-[4-(6eH30Tia3zon-2-inokcu)-eHin]-etun}-
LMKNOMNponin-amMiHO)-eHaHTOBa K1cnoTa.

TutynbHa cnonyka byna ogepxaHa i3 lMNpuknagy
418 3rigHo 3 npoueaypoto ang Mpuknagy 379, cragis
B. MC(ESI): pospax. maca gna CzsH3oN203S, 438,2;
m/z 3HanpeHo, 439,4 [M+H]+. H amp (400MTwu,
CDCls): 12,57 (br s, 1H), 7,72 (d, J=8,1, 1H), 7,64 (d,
J=8,1, 1H), 7,36 (t, J=8,1, 1H), 7,31-7,20 (m, 5H),
3,02-2,90 (m, 4H), 2,78 (t, J=7,8, 2H), 2,26 (4,
J=7,6,2H), 1,97-1,90 (m, 1H), 1,67-1,56 (m, 4H),
1,41-1,26 (m, 4H), 0,80-0,73 (m, 2H), 0,62-0,55 (m,
2H).

Mpuknag 421

@LSTOQ/XM%

N-1-{2-[4-(6eH30Tia3on-2-inokcu)-ceHin]-etun}-
N1-uyuknonponin-nponax-1,3-giamiH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypamu ana lMpuknagy 378, ctagia A, 3 BUKOpuC-
TaHHAM umknonponinaminy, MNpuknagy 379, ctagia A,
3 BUKOpUCTaHHAM 2-(3-6pomo-nponin)isoiHgon-1,3-
gioHy Ta lNMpuknagy 403. MC(ESI): pospax. maca gns
C21H25N30S, 367,17; m/z 3uaiigeHo, 468,4 [M+H]".
'H AMP (400Mru, CDCl3): 7,73 (d, J=7.6, 1H), 7,65
(d, J=7.,8, 1H), 7,38 (t, J=7,6, 1H), 7,29-7,23 (m, 5H),
2,89-2,82 (m, 4H), 2,71 (t, J=7,1, 4H), 1,83-1,77 (m,
1H), 1,72-1,64 (m, 2H), 1,55 (br s, 2H), 0,54-0,48 (m,
2H), 0,44-0,39 (m, 2H).

Mpuknapg 422
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N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
uuKnonponin-amiHo)-nponinj-aueTtamia.

TutynbHa cnonyka Oyna ogepxaHa i3 lMNpuknagy
421 3rigHo 3 npoueaypoto aAna [Mpuknagy 405.
MC(ESI): pospax. maca ans Cz3H27N3O,S, 409,18;
m/z 3HainpeHo, 410,4 [M+H]+. H amp (400MTwu,
CDCls): 7,71 (d, J=8,1, 1H), 7,64 (d, J=8,1, 1H), 7,36
(t, J=8,1, 1H), 7,28-7,21 (m, 5H), 6,77 (br s, 1H), 3,26
(dd, J=6,1, 5,8, 2H), 2,89-2,83 (m, 4H), 2,75 (t, J=6,8,
2H), 1,89 (s, 3H), 1,84-1,78 (m, 1H), 1,75-1,67 (m,
2H), 0,57-0,51 (m, 2H), 0,47-0,42 (m, 2H).

Mpuknap 423

T
Saat

N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
UMKonponin-amiHo)-nponinj-i3odyTupamia.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans Mpuknagy 421 3 BUKOPUCTAHHAM i300Y-
Tmpun xnopugy. MC(ESI): pospax. maca pgns
C25H31N302S, 437,21; m/z 3HangeHo, 438,4 [M+H]+.
'H AMP (400Mru, CDCl3): 7,72 (d, J=8,1, 1H), 7,66
(d, J=8,1, 1H), 7,37 (t, J=8,1, 1H), 7,30-7,23 (m, 5H),
6,54 (br s, 1H), 3,30 (dd, J=6,1, 5,8, 2H), 2,90-2,83
(m, 4H), 2,77 (t, J=6,3, 2H), 2,31-2,19 (m, 1H), 1,85-
1,78 (m, 1H), 1,75-1,67 (m, 2H), 1,12 (d, J=6,8, 6H),
0,58-0,52 (m, 2H), 0,45-0,40 (m, 2H).

Mpuknapg 424

SYO o
g QAAMAKQ

N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
uuknonponin-amiHo)-nponin]-6eH3amia,.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans MNpuknagy 422 3 BUKOPUCTaHHAM GeH-
3oin  xnopugy. MC(ESI): pospax. maca pgns
C2sH29N302S, 471,20; m/z 3HanpeHo, 472,4 [M+H]+.
'H AMP (400Mru, CDCls): 7,78-7,67 (m, 4H), 7,61 (d,
J=7,8, 1H), 7,44-7,39 (m, 1H), 7,38-7,31 (m, 3H),
7,25-7,13 (m, 5H), 3,50 (dd, J=6,1, 5,6, 2H), 2,89-
2,77 (m, 6H), 1,85-1,75 (m, 3H), 0,56-0,49 (m, 2H),
0,45-0,38 (m, 2H).

Mpuknap 425
]
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N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
UMKnonponin-amiHo)-nponinj-4-xnopo-0eH3amia.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa [lNpuknagy 422 3 BUKOPUCTaHHAM 4-
xropo-6eH3oin xnopugy. MC(ESI): po3spax. maca gns
C2sH2sCIN3O,.S, 505,16; m/z 3HampgeHo, 506,3
[M+H]". "H AMP (400Mry, CDCls): 7,80 (t, J=5,0,
1H), 7,68 (d, J=7,6, 1H), 7,65-7,59 (m, 3H), 7,37-7,29
(m, 3H), 7,25-7,15 (m, 5H), 3,47 (dd, J=6,1, 5,31, 2H),
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2,89-2,77 (m, 6H), 1,84-1,75 (m, 3H), 0,57-0,51 (m,
2H), 0,42-0,36 (m, 2H).
I'IpMKna,u, 426

X O\ANMN

N-[3-({2-[4- (6eH30T|a30n -2-inokcu)-derin]-eTnn}-
UMKonponin-amiHo)-nponinj-meTaHcynboHamia,.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ans Mpuknagy 422 3 BUKOPUCTaAHHAM MeTa-
HcynbdoHin xnopuay. MC(ESI): pospax. maca Ans
ngH27N30382, 455,15; m/z 3naiineHo, 446,3 [M+H]".
'H AAMP (400Mr'y, CDCls): 7,72 (d, J=7,8, 1H), 7,64
(d, J=7,8, 1H), 7,36 (t, J=7,8, 1H), 7,28-7,21 (m, 5H),
6,03 (br s, 1H), 3,15 (t, J=6,1, 2H), 2,88 (s, 3H), 2,87-
2,82 (m, 4H), 2,78 (t, J=6,1, 2H), 1,82-1,71 (m, 3H),
0,58-0,521 (m, 2H), 0,49-0,43 (m, 2H).

Mpuknapg 427
3.0
N N/\/\Nssfﬁ/
A H

MponaH-2-cynboHoBa Kucnota [3-({2-[4-
(6eH3oTia3on-2-inokcu)-geHinl-eTun}-yuknonponin-
aMiHo)-nponinj-amig, TpudTopoMeTaHCyNbOHOKUC-
na cine.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa [lMpuknagy 422 3 BUKOPUCTaHHAM 2-
cynbdoHin xnopugy. MC(ESI): pospax. maca Ans
C24H31N303Sz, 473,18; m/z aHaiineHo, 474,43 [M+H]".

'H AMP (400Mru, CDsOD): 7,65 (d, J=7,8, 1H), 7,53

(d, J=8,1, 1H), 7,39-7,16 (m, 6H), 3,44 (t, J=8,3, 2H),
3,37 (t, J=8,3, 2H), 3,24-3,19 (m, 2H), 3,16-3,03 (m,
4H), 2,87-2,78 (m, 1H), 2,07-1,94 (m, 2H), 1,67 (d,
J=4,04, 3H), 1,23 (d, J=6,1, 3H), 1,07-1,00 (m, 2H),
0,98-0,91 (m, 2H).

Mpuknapg 428
5.0
N N’\/\/\/YO\/
A 0

8-({2-[4-(6eH30Tia3zon-2-inokcu)-eHin]-etun}-
UMKIONpPOonif-amiHO)-OKTaHOBa  KWCIOTa, EeTUIIOBUIA
edip.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 379, ctagis A, 3 BUKOpUC-
TaHHAM 8-O0pOMO-OKTaHOBOI KMCMOTK, ETUIOBOrO edi-
py. MC(ESI): pospax. maca pana CogHisN203S,
480,24; m/z 3HanpeHo, 4814 [M+H]+. H ampP
(400Mrl'u, CDCl3): 7,72 (d, J=8,1, 1H), 7,63 (d, J=8,1,
1H), 7,36 (t, J=8,1, 1H), 7,27-7,20 (m, 5H), 4,11 (dd,
J=7,3, 7,1, 2H), 2,87-2,81 (m, 4H), 2,64 (t, J=7,3, 2H),
2,28 (t, J=7,1, 2H), 1,82-1,75 (m, 1H), 1,66-1,58 (m,
2H), 1,56-1,47 (m, 2H), 1,36-1,27 (m, 6H), 1,24 (t,
J=7,1, 3H), 0,51-0,45 (m, 2H), 0,43-0,38 (m, 2H).

Mpuknapg 429

@r°m£MNiN©
H H

1-[3-({2-[4-(6eH30Tia3on-2-inokcwu)-eHin]-eTnn}-
uMKnonponin-amiHo)-nponinj-3-ceHin-ce4oBuHa.
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TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMpuknagy 422 3 BUKOPUCTaHHAM 2-
deHin isouiaHaty. MC(ESI): pospax. maca Ans
ngH30N40282, 486,21; m/z 3naiineHo, 487,4 [M+H]".
'H AMP (400Mru, CDCl3): 7,61 (d, J=8,1, 1H), 7,57
(d, J=8,1, 1H), 7,28 (t, J=8,1, 1H), 7,20-7,09 (m, 10H),
6,89 (t, J=7,3, 1H), 5,64 (br s, 1H), 3,16-3,09 (m, 2H),
2,70-2,64 (m, 4H), 2,57 (t, J=7,1, 2H), 1,67-1,60 (m,
1H), 1,60-1,52 (m, 2H), 0,39-0,33 (m, 2H), 0,25-0,20

(m, 2H).
I'IpSMKnag 430
S5 e cUNUPP
A 0

8-({2-[4-(6eH30Tiazon-2-inokcu)-eHin]-etun}-
LIMKNOMNpOonif-aMiHO)-OKTaHOBa KUcroTa.

TutynbHa cnonyka Oyna ogepxaHa i3 lMNpuknagy
428 3rigHo 3 npoueaypoto ang Mpuknagy 379, cragis
B. MC(ESI): pospax. maca Ana CzengNZOe,S 452,21;
m/z 3HangeHo, 4534 [M+H]". 'H SIMP (400Mru,
CDCls): 12,76 (br s, 1H), 7,72 (d, J=7,6, 1H), 7,63 (d,
J=7,8, 1H), 7,36 (t, J=7,6, 1H), 7,30-7,21 (m, 5H),
3,01-2,88 (m, 4H), 2,77 (t, J=8,1, 2H), 2,27 (t, J=7,8,
2H), 1,96-1,88 (m, 1H), 1,66-1,54 (m, 4H), 1,38-1,23
(m, 6H), 0,77-0,70 (m, 2H), 0,61-0,54 (m, 2H)

Mpuknap 431

@WO\@/\NMNO <
JQRA,

Tetparigpo-dypaH-2-kapboHoBa kucrnota [3-({2-
[4-(6eH30Tia3on-2-inokcu)-deHin]-etun}-
uuKnonponin-amiHo)-nponinj-amig.

o posunHy N-1-{2-[4-(6GeH30Tiazon-2-inokcu)-
deHin]-etun}-N1-uuknonponin-nponin-1,3-giaminy
(Mpuknag 421, 330mr, 0,9mmonb) y CH.Cly (18mn)
JofdaBanu  2-TeTparigpodypaHkapboHOBY — KUCIOTY
(129mkn, 1,35Mmonb) Ta Si-kapbogiimig
(1,05mmonb/r, 1,71r, 1,8mmonb). JaHy peakuiiHy
CyMill nepemiwyBanu nNpu KiMHaTHIN Temnepatypi
NPOTAroM HoMi, iNbTpyBanu Ta KOHUEHTpyBanu.
HeounwweHun npoaykT nigaaBany ovmnileHHo Ha SiO2
(40r; 0-10% CH3OH/CH2CI2) 3 opepxaHHAM 6inoi
TBepAoi pevoBuHU (267mr, Buxig 64%). MC(ESI):
pospax. maca Ans. CzeH31N3038 465,21; m/z 3Hawn-
AeHo, 466,4 [M+H]". "H AMP (400Mru, CDCls): 7,72
(d, J=8,1, 1H), 7,64 (d, J=8,1, 1H), 7,36 (t, J=8,1, 1H),
7,32 (br s, 1H), 7,29-7,21 (m, 5H), 4,32 (dd, J=6,1,
2,3, 1H), 3,93-3,81 (m, 2H), 3,41-3,31 (m, 1H), 3,30-
3,21 (m, 1H), 2,90-2,80 (m, 4H), 2,75 (t, J=6,8, 2H),
2,32-2,21 (m, 1H), 2,08-1,97 (m, 1H), 1,92-1,77 (m,
3H), 1,76-1,67 (m, 2H), 0,56-0,49 (m, 2H), 0,48-0,41
(m, 2H).

Mpuknap 432

@IOO\ANMNLOH
H

N-[3-({2-[4-(6eH30Tia3on-2-inokcn)-deHin]-eTnn}-
uMKnonponin-amiHo)-nponinj-2-rigpokcu-aleTamia,.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto Ana Mpuknagy 431 3 BUKOPUCTAHHAM KO-
nesoi kmcnotn. MC(ESI): pospax. maca pgns
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ngH27N30382, 425,18; m/z 3HamgeHo, 426,3 [M+H]".
"H AIMP (400MIy, CDCls): 7,73-7,63 (m, 2H), 7,44 (br
s, 1H), 7,40-7,33 (m, 1H), 7,29-7,18 (m, 5H), 4,21 (s,
1H), 3,91 (s, 2H), 3,37-3,28 (m, 2H), 2,90-2,82 (m,
4H), 2,75 (t, J=6,1, 2H), 1,85-1,78 (m, 1H), 1,77-1,70
(m, 2H), 0,58-0,38 (m, 4H).

Mpuknapg 433

QL

4-({2-[4-(6eH30Tia30n-2-inoKcK)-peHOKCH]-eTUI}-
LMKNONponin-aMiHo)-MacnsiHa KucrnoTa.

A. {2-{4-(6eH30Tiazon-2-inokcu)-dpeHokcn]-eTnn}-
uuknonponin-amiH. [1o po3unHy, Wo nepemillyBaBscs,
2-{4-(2-6pomo-eTokcu)-dpeHokem]-6eHsoTiazony (Mpwu-
knag 9, 1,1r, 3,14mmonb) y CH3CN (31mn) gpoaaesanu
uyuknonponinamiH - (1,09mn, 15,7mmornb) T1a  N,N-
giisonponinetunamiH (1,1mn, 6,28mMmMons). OaHy cy-
Miw Harpieanu go 60°C npotsarom 16 roguH, oxono-
KyBanu A0 KiMHaTHOI TemnepaTtypu i NoTiM po3yu-
Hanm y CHCap (100mn). Po3unH npoMuBany BO4o
(2x20mn), ocywyBanu Ta KoHUueHTpyBanu. OgepxaHe
B pe3ynbTaTti Macno nigaaBany ouvumwieHHio Ha SiO;
(40r; 0-15% CH3OH/CHCI,) 3 ogep»aHHsM npo3opo-
ro macna (999wmr, Buxig 98%). MC(ESI): pospax. ma-
ca ansa C18H18N2028 326,11; m/z 3HangeHo, 327,2
[M+H]". 'H AIMP (400Mru, CDCl3): 7,71 (d, J=8,1,
1H), 7,59 (d, J=8,1, 1H), 7,33 (t, J=8,1, 1H), 7,27-7,17
(m, 3H), 6,95-6,89 (m, 2H), 4,03 (t, J=5,3, 2H), 3,06
(t, J=5,3, 2H), 2,20-2,14 (m, 1H), 2,02 (bs, 1H), 0,47-
0,41 (m, 2H), 0,39-0,34 (m, 2H).

B. 4-({2-[4-(6eH30Tia3on-2-inokcu)-heHoKeu]-
eTuN}-umKronponin-amiHo)-macnsiHa kucrnoTa, eTuno-
B edpip. o po3uuHy, o nepemiwyBascs, {2-[4-
(6eH3oTia3on-2-inokcu)-geHokeul-eTuny}-
umknonponin-amivy (950mr, 2,91mmonb) y CH3CN
(29mn) popnaeanu 4-6poMo-MacrisiHy KUCIOTY, eTUIo-
BuA edip (625mkn, 4,37mmonb), Ta  N,N-
giisonponinetunamid (1,0mn, 5,82mmons). OaHy cy-
Miw Harpieanu go 60°C npotsrom 16 roguH, oxono-
KyBanu A0 KiMHaTHOI TemnepaTtypu i noTiM po3yu-
Hamm y CH2Cly (100mn). Po3ymH npomuyBanu BOAO
(2x20mn), ocyllyBanu Ta KOHLEHTpyBanu. YTBopeHe
B pe3ynbTaTti Macno nigaasany ouvumwleHHio Ha SiO;
(40r; 0-50% EtOAc/rekcann) 3 ogepxaHHsm 6e3bap-
BHoro macna (1,0r, Buxig 78%). MC(ESI): pospax.
Maca ,D,J'Iﬂ C24H2sN204S, 440,18; m/z 3HangeHo, 441,3
[M+H]". 'H AMP (400Mru, CDCls): 7,71 (d, J=8,1,

H), 7,61 (d, J=8,1, 1H), 7,34 (t, J=8,1, 1H), 7,28-7,18
(m, 3H), 6,95-6,90 (m, 2H), 4,14-4,04 (m, 4H), 3,00 (t,
J=6,3, 2H), 2,71 (t, J=7,1, 2H), 2,31 (t, J=7,1, 2H),
1,90-1,80 (m, 3H), 1,23 (t, J=7,1, 3H), 0,51-0,44 (m,
2H), 0,43-0,38 (m, 2H).

C. 4-({2-[4-(6eH30Tiason-2-inokcu)-peHokcu]-
eTun}-umKnonponin-amiHo)-macnsiHa  kucrnota.  [o
po3unHy  4-({2-[4-(6eH3oTia3on-2-inokcu)-heHokcu]-
€TUN}-LMKIIONPOoNin-amiHo)-MacnsiHOi - KACIOTW,  eTu-
nosoro ediipy (970mr, 2,2mmornb), y 3:1 cymiLui
THF/CH3;OH (80mn) popaBanu  rigpokeua  niTito
(211wmr, 8,8mmonb) y Boai (20mn). daHni po3ynH ne-
pemiwyBanu npu KiMHaTHIA TemnepaTypi npoTarom 16
roguH, i notim pH BCcTaHoBMOBanNu Ha piBHi 7 3a Ao-
nomoroto 1N BogHoi HCI. [laHy cymiw ekcTparyBanu
CH2Cl, (2x100mn). OG'egHaHy opraHidHy a3sy KOoH-
LeHTpyBanu nig 3HWKEHUM TUCKOM. YTBOpEHe B pe-
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3ynbTaTi Macno nigaaeany o4vunwieHHo Ha SiO; (40r;
0-10% CH3OH/CHCI,) 3 ogepxaHHsAM 6inoi TBepgoi
pevoBuHu (877mr, Buxig 97%). MC(ESI): pospax.
mMaca ans CooH24N204S, 412,15; m/z 3HangeHo, 413,3
[M+H]". 'H AmMP (400Mru, CDCI3): 11,44 (br s, 1H),
7,68 (d, J=8,1, 1H), 7,62 (d, J=8,1, 1H), 7,35 (t, J=8,1,
1H), 7,27-7,20 (m, 3H), 7,01-6,95 (m, 2H), 4,44 (i,
J=5,0, 2H), 3,56 (t, J=5,0, 2H), 3,32 (t, J=8,1, 2H),
2,67-2,60 (m, 1H), 2,46 (t, J=6,8, 2H), 2,18-2,09 (m,
2H), 1,32-1,25 (m, 2H), 0,88-0,81 (m, 2H).
Mpuknap 434

X Ol

o
1-{3-[4-(6eH30Tiason-2-inokcu)-6eH3unnamiHo]-
nponin}-niponiamH-2-oH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 251, cragis B, 3 Bukopuc-
TaHHAM 1-(3-amiHo-nponin)-niponignH-2-oHy.
MC(ESI): pospax. maca ans Cz1H23N3028 381,15;
m/z 3HangeHo, 382,3 [M+H]". 'H SMP (400Mru,
CDCls): 7,71 (d, J=8,1, 1H), 7,64 (d, J=8,1, 1H), 7,45-
7,41 (m, 2H), 7,36 (t, J=8,1, 1H), 7,32-7,28 (m, 2H),
7,24 (t, J=8,1, 1H), 3,81 (s, 2H), 3,38-3,27 (m, 5H),
3,63 (t, J=6,8,2H), 3,35 (t, J=7,6, 2H), 2,02-1,93 (m
2H), 1,82-1,73 (m, 2H).

I'IpMKna,u, 435

SSREUIT»

1-(3-{[4-(6eH3oTiazon-2- IJ'IOKCVI) 6eH3un]-metun-
aMiHo}-nponin)-niponigunH-2-oH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto anga MNpuknagy 409 3 BUKopUCTaHHAM bop-
manbgerigy. MC(ESI):  pospax. Mmaca Ans
szstNsozs 395,17; m/z aHaiigeHo, 396,4 [M+H]".

'H AMP (400Mru, CDCl3): 7,71 (d, J=8,1, 1H), 7,64
(d, J=8,1, 1H), 7,43-7,27 (m, 5H), 7,24 (t, J=8,1, 1H),
3,54 (s, 2H), 3,32 (dd, J=7,1, 7,1, 4H), 2,43 (t, J=7,1,
2H), 2,34 (t, J=7,1, 2H), 2,23 (s, 3H), 2,00-1,91
(m,2H), 1,80-1,70 (m, 2H).

Mpuknap 436

IO

o]
1-(3-{[4-(6eH3oTiazon-2-inokcn)-6eH3un]-
izonponin-amiHo}-nponin)-niponiamH-2-oH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans MNpuknagy 409 3 BUKOpPUCTaHHAM ale-
ToHy. MC(ESI): pospax. maca pgns C24H29N3028
423,20; m/z 3naiigeHo, 424,4 [M+H]. 'H AMmP
(400Mrlu, CDCl3): 7,72 (d, J=8,1, 1H), 7,65 (d, J=8,1,
1H), 7,45-7,40 (m, 2H), 7,37 (t, J=7,8, 1H), 7,30-7,21
(m, 3H), 3,55 (s, 2H), 3,29-3,20 (m, 4H), 3,01-2,90
(m, 1H), 2,42 (t, J=7,1, 2H), 2,32 (t, J=7,8, 2H), 1,97-
1,83 (m, 2H), 1,63-1,53 (m, 2H), 1,02 (d, J=6,6, 6H).

I'IpMKna,u, 437

SSASVINw

1-(3-{[4-(6eH3oTiazon-2- IJ'IOKCVI) 6eH3un]-eTun-
aMiHo}-nponin)-niponignH-2-oH.
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TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto ans MNpuknagy 409 3 BUKOpPUCTaHHAM ale-
Tanbgerigy. MC(ESI): pospax. maca  ana
ngH27N3028 409,18; m/z sHaigeHo, 410,4 [M+H]".
'H AMP (400Mru, CDCl3): 7,72 (d, J=8,1, 1H), 7,66
(d, J=8,1, 1H), 7,43-7,34 (m, 3H), 7,32-7,23 (m, 3H),
3,56 (s, 2H), 3,30 (dd, J=7,1, 7,1, 4H), 2,53 (dd,
J=7,1, 7,1, 2H), 2,45 (t, J=7,1, 2H), 2,34 (t, J=7,8,
2H), 2,00-1,91 (m, 2H), 1,73-1,64 (m, 2H), 1,04 (t,
J=7,1, 3H).

Mpuknap 438

V0L

[4-(6eH30Tia3on-2-inokcun)-6eH3unn]-Lmknonponin-
aMmiH.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 251, cragis B, 3 Bukopuc-
TaHHSAM umknonponinamiHy. MC(ESI): pospax. maca
ans C17H16NZOS 296,10; m/z 3HampeHo, 297,3
[M+H]". 'H IMP (400Mru, CDCl3): 7,72 (d, J=8,1,
1H), 7,63 (d, J=8,1, 1H), 7,40-7,33 (m, 3H), 7,32-7,27
(m, 2H), 7,24 (t, J=8,1, 1H), 3,85 (s, 2H), 2,19-2,12
(m, 1H), 1,86 (br s, 1H), 0,48-0,35 (m, 4H).

Mpuknap 439

@KO\Q\,YV/\/ NH;

N-1-[4-(6eH30Tiazon-2-inokcn)-6eH3mn]-N1-
uuknonponin-nponax-1,3-giamix.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-

uenypoto ans MNpuknagy 421 3 BUKOPUCTAHHAM Cro-
nykun ans MNpuknagy 438. MC(ESI): pospax. maca Ans
Con23N308 353,16; m/z sHaiigeHo, 354,3 [M+H]".
'H AMP (400Mru, CDCl3): 7,73 (d, J=8,1, 1H), 7,65
(d, J=8,1, 1H), 7,41-7,32 (m, 3H), 7,30-7,23 (m, 3H),
3,75 (s, 2H), 2,67 (t, J=7,1, 2H), 2,58 (t, J=7,1, 2H),
1,80-1,73 (m, 1H), 1,72-1,64 (m, 2H), 1,19 (br s, 2H),
0,52-0,46 (m, 2H), 0,42-0,36 (m, 2H).

Mpuknap 440

gag Oﬂw%

N-3-{[4-(6eH30Tiazon-2- |n0|<cm) 6eH3un]-
UMKnonponin-amiHo}-nponin)-isobyTnpamia.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-

ueaypoto ans MNpuknagy 422 3 BUKOPUCTAHHSAM i300Y-
TaH xmopugy. MC(ESI): pospax. maca Ans
Cz4H29N3028 423,20; m/z sHaiigeHo, 424,4 [M+H]".
'H AMP (400Mru, CDCl3): 7,72 (d, J=8,1, 1H), 7,65
(d, J=8,1, 1H), 7,40-7,22 (m, 6H), 6,26 (br s, 1H), 3,73
(s, 2H), 3,23 (dd, J=6,3, 5,8, 2H), 2,61 (t, J=6,6, 2H),
2,29-2,18 (m, 1H), 1,79-1,68 (m, 3H), 1,09 (d, J=6,8,
6H), 0,54-0,47 (m, 2H), 0,43-0,37 (m, 2H).

Mpuknag 441

4SS 09PN o

1-(3-{[4-(6eH3oTiazon-2- IJ'IOKCVI) 6eH3un]-
LmKnonponin-amiHo}-nponin)-3-izonponin-ce4yoBuHa.
TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto anda lNpuknagy 422 3 BUKOPUCTAHHAM i30-
nponin isouiaHaty. MC(ESI): pospax. mMaca ans

87986 280

Cz4H30N4OZS 438,21; m/z sHaigeHo, 439,4 [M+H]".
'H AAMP (400Mry, CDCls): 7,69 (d, J=8,1, 1H), 7,63
(d, J=8,1, 1H), 7,38-7,29 (m, 3H), 7,27-7,20 (m, 3H),
5,44 (br s, 1H), 5,15 (d, J=7,8, 1H), 3,87-3,76 (m, 1H),
3,70 (s, 2H), 3,12 (dd, J=6,3, 6,1, 2H), 2,56 (t, J=7,1,
2H), 1,76-1,67 (m, 3H), 1,07 (d, J=6,3, 6H), 0,49-0,42
(m, 2H), 0,40-0,34 (m, 2H).
Mpuknapg 442

s=pelonas

1-{1-[4-(6eH30Tia3on-2-inokcn)-6eH3aunn]-
ninepuaunH-4-in}-3-isonponin-ce4oBmHa.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 mpo-
uenypoto ansa lMpuknagy 253, cragis C, 3 BMKopuC-
TaHHAM i3onponin isouiaHaty. MC(ESI): po3pax. maca
ans ngHng4OZS 424,19; m/z 3HampeHo, 425,3
[M+H]". ' AAMP (400Mru, CDCl3): 7,73 (d, J=8,1,
1H), 7,67 (d, J=8,1, 1H), 7,41-7,35 (m, 3H), 7,32-7,24
(m, 3H), 4,77 (dd, J=8,1, 7,8, 1H), 3,88-3,78 (m, 1H),
3,66-3,55 (m, 1H), 3,51 (s, 2H), 2,82 (d, J=11,6, 2H),
2,13 (t, J=10,9, 2H), 1,94 (d, J=11,9, 2H), 1,69 (br s,
1H), 1,48-1,36 (m, 2H), 1,14(d,J=6,6,6H).

Mpuknap 443

saprlons

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuanH-4-in}-okcamiHoBa  KMCNoTa, MeTUIIOBUN
edip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMpuknagy 253, cragia C, 3 BMKopuc-
TaHHSIM  XIOPO-OKCO-OLITOBOI  KUCINOTW, METUIOBOro
ecipy. MC(ESI): pospax. maca gns C22H23N304S
42514; m/z 3naiigeHo, 426,2 [M+H]". 'H AMmP
(400Mrl'u, CDCl3): 7,78 (d, J=8,1, 1H), 7,64 (d, J=8,1,
1H), 7,55-7,50 (m, 2H), 7,44-7,36 (m, 3H), 7,31 (t,
J=8,1, 1H), 3,84 (s, 2H), 3,81-3,72 (m, 1H), 3,41 (s,
3H), 3,11 (d, J=10,9,2H), 2,59-2,47 (m, 2H), 2,00-1,91
(m, 2H), 1,79-1,66 (m, 2H).

Mpuknapg 444

s=geUogy

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3unr]-
ninepuauH-4-in}-iso0ytupamia.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa Mpuknagy 253 3 BUKOPUCTaHHSM i300Y-
Tmn  xnopugy. MC(ESI): pospax Mmaca Ans
ngH27N3028 409,18; m/z sHaigeHo, 410,3 [M+H]".

'H AMP (400Mru, CDCl3): 7,84 (d, J=8,6, 2H), 7,69
(t, J=7,8, 2H), 7,44 (d, J=8,6, 2H), 7,41-7,33 (m, 2H),
7,27 (t, J=8,1, 1H), 4,33 (s, 2H), 4,16-4,00 (m, 1H),
3,567-3,42 (m, 2H), 3,31-3,16 (m, 2H), 2,58-2,45 (m,
H), 2,31-2,07 (m, 4H), 1,10 (d, J=6,8, 6H).
Mpuknap 445

H
5.0 N
O
N N o
TeTparigpo-dypaH-2-kapboHoBa kucnota {1-[4-
(6eH3oTia3on-2-inokcu)-6eH3nn]-ninepuanH-4-in}-
amia.
TutynbHa cnonyka Oyna ogepxaHa i3 lMNpuknagy

253, cragia D, srigHo 3 npoueaypoto ansa lNpuknagy
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431. MC(ESI): pospax. maca ana CpsH27N303S,
437,18; m/z 3naiigeHo, 438,3 [M+H]". *H AMP
(400Mrl'u, CDCls): 11,03 (br s, 1H), 7,73 (d, J=7,8,
1H), 7,67 (d, J=7,8, 1H), 7,46-7,42 (m, 2H), 7,41-7,32
(m, 3H), 7,27 (d, J=7,8, 1H), 4,31 (t, J=8,34, 1H),
3,98-3,89 (m, 1H), 3,84 (s, 2H), 3,19 (d, J=11,6,2H),
2,43 (t, J=10,4,2H), 2,34-2,21 (m, 2H), 2,08-1,69 (m,
8H).
Mpuknap 446
OH

QY &Q?

1-{1-[4-(6eH30Tia3on-2-inokcn)-6eH3aunn]-
ninepuanH-4-in}-4-rigpokcu-niponignH-2-oH.

TutynbHa cnonyka byna ogepxaHa i3 lMNpuknagy
253, cragia D, srigHo 3 npoueaypoto ansa lNpuknagy
254, cragia D. MC(ESI):: pospax. maca AN
ngH25N3038 423,16; m/z sHaigeHo, 424,3 [M+H]".
'H AMP (400Mru, CD3OD): 7,80 (d, J=8,1, 1H), 7,68-
7,62 (m, 3H), 7,53-7,49 (m, 2H), 7,42 (t, J=8,1, 1H),
7,32 (t, J=8,3, 1H), 4,44 (1, J=6,3, 1H), 4,38 (s, 2H),
4,25-4,15 (m, 1H), 3,68-3,57 (m, 3H), 3,33-3,13 (m,
3H), 2,71 (dd, J=10,9, 6,3, 1H), 2,28 (t, J=17,7, 1H),
2,13-2,02 (m, 2H), 2,01-1,92 (m, 2H).

Mpuknapg 447

e \@JJ?

1-{1-[4-(6eH30Tia3on-2-inokcn)-6eH3aunn]-
ninepuanH-4-in}-4-rigpokcu-niponignH-2-oH.

TutynbHa cnonyka Oyna ogepxaHa i3 lMNpuknagy
253, cragia D, srigHo 3 npoueaypoto ansa lNpuknagy
254, cragia D. MC(ESI):: pospax. maca AN
ngH25N3038 423,16; m/z sHaiigeHo, 424,3 [M+H]".
'H AMP (400Mru, CD30D): 7,80 (d, J=8,1, 1H), 7,68-
7,62 (m, 3H), 7,53-7,49 (m, 2H), 7,42 (t, J=8,1, 1H),
7,32 (t, J=8,3, 1H), 4,44 (1, J=6,3, 1H), 4,38 (s, 2H),
4,25-4,15 (m, 1H), 3,68-3,57 (m, 3H), 3,33-3,13 (m,
3H), 2,71 (dd, J=10,9, 6,3, 1H), 2,28 (t, J=17,7, 1H),
2,13-2,02 (m, 2H), 2,01-1,92 (m, 2H).

Mpuknapg 448

s=peVogy

{1-[4-(6eH30Tia3zon-2-inokcu)-6eH3nn]-ninepuanH-
4-in}-cevoBuWHa.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 253, cragis C, 3 BMKopuC-
TaHHSAM TpumeTuncunin isouiaHaty. MC(ESI): pospax.
Maca ,D,J'Iﬂ C20H2N40,S, 382,15; m/z 3HangeHo, 383,3
[M+H]". 'H AIMP (400Mru, CDCl3): 7,71 (d, J=7,8,
1H), 7,63 (d, J=7,8, 1H), 7,40-7,33 (m, 3H), 7,30-7,21
(m, 3H), 5,82 (d, J=7,8, 1H), 5,10 (d, J=4,6, 1H), 3,84
(s, 1H), 3,56 (br s, 1H), 3,49 (s,2H), 2,81 (d,
J=11,6,2H), 2,12 (t, J=11,1, 2H), 1,90 (d,J= 11,9, 2H),
1,51-1,39 (m, 2H).

Mpuknapg 449

VOO
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N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuanH-4-in}-okcamiHoBa Kucnora.

TutynbHa cnonyka byna ogepxaHa i3 lMNpuknagy
443 3rigHo 3 npoueaypoto anga Mpuknagy 433, cragis
C MC(ESI): pospax. maca Ans Cz1H21N304S 411,13;
m/z 3HangeHo, 412,3 [M+H]". 'H SMP (400Mru,
CDs;OD): 7,78 (d, J=8,1, 1H), 7,64 (d, J=8,1, 1H),
7,55-7,50 (m, 2H), 7,44-7,36 (m, 3H), 7,31 (t, J=8,1,
1H), 3,84 (s, 2H), 3,81-3,72 (m, 1H), 3,11 (d, J=10,9,
2H), 2,59-2,47 (m, 2H), 2,00-1,91 (m, 2H), 1,79-1,66
(m, 2H).

Mpuknapg 450

H
S._0O
S ROUSH S
N N 0

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3unr]-
ninepuauH-4-in}-2-rigpokcu-aueramia,.

TuTtynbHa cnonyka Byna ogepxaHa 3rigHoO 3 Mpo-
ueaypoto Ana Mpuknagy 431 3 BUKOPUCTAHHAM KO-
neeoi kucnotm  MC(ESI): pospax. Maca AN
Cz1H23N3038 397,15; m/z aHaiigeHo, 398,3 [M+H]".
'H AMP (400Mru, CDCl3): 7,71 (d, J=7,8, 1H), 7,65
(d, J=8,1, 1H), 7,40-7,35 (m, 3H), 7,31-7,23 (m, 3H),
6,83 (d, J=8,1, 1H), 5,33 (br s, 1H), 3,99 (s, 2H), 3,87-
3,75 (m, 1H), 3,50 (s, 2H), 2,85 (d, J=11,4, 2H), 2,14
(t, J=10,9, 2H), 1,92 (d, J=12,6,2H), 1,56-1,43 (m,
2H).

Mpuknap 451

sagelepe:

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3unr]-
ninepuanH-4-in}-2,2,2-tpudtopo-aLeTamis.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto Ana lMpuknagy 431 3 BUKOPUCTaHHAM Tpu-
dpTopoouToBoi kucnotu. MC(ESI): pospax. maca gnsi
Cz1H20F3N3028 43512; m/z 3HangeHo, 436,3
[M+H]". 'H AIMP (400Mru, CDCl3): 7,71 (d, J=8,3,
2H), 7,54 (d, J=8,6, 2H), 7,47 (d, J=8,8, 2H), 7,41 (t,
J=8,3, 1H), 7,34-7,28 (m, 1H), 4,24 (s, 2H), 4,15-4,02
(m, 1H), 3,59 (d, J=12,1, 2H), 3,40 (br s, 1H), 2,87 (1,
J=11,9,2H), 2,22-2,02 (m, 4H).

Mpuknap 452

s=aols,

2-[4-(1,1-piokco-116-TiomopdoniH-4-inmeTnn)-
deHokcu]-6eH3oTiazon.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto Ans lMpuknagy 251 3 BUMKOPUCTaHHAM Tio-
mopdonin-1,1-giokengy. MC(ESI): po3spax. maca Ans
C18H18N20382, 374,08; m/z sHaigeHo, 375,2 [M+H]".
'H AMP (400Mry, CDCl3): 7,72 (d, J=8,1, 1H), 7,67
(d, J=8,1, 1H), 7,42-7,31 (m, 5H), 7,27 (t, J=7,8,1H),
3,66 (s, 2H), 3,03 (d, J=26,3, 8H).

Mpuknapg 453

sageler

N-{1-[4-(6eH30Tia3on-2-inokcu 6eH3mn]
ninepuaunH-4-amiHocynbdoHin}-kapbamiHoBa  kucno-
Ta, TpeT-6yTnnoBun eqip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa MNpuknagy 253 3 BUKOPUCTaHHAM Kap-
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6amiHoBOi  kMcroTu, N-(cynbgoHin xnopua) TpeT-
6yTtunosoro edipy. MC(ESI): pospax. maca Ans
C24H30N405Sz, 518,17; m/z sHaigeHo, 519,5 [M+H]".
"H AAMP (400Mry, CDCls): 7,73 (d, J=8,2, 1H), 7,67
(d, J=8,2, 1H), 7,42-7,35 (m, 3H), 7,34-7,24 (m, 3H),
5,18 (br s, 1H), 3,55 (s, 2H), 3,39-3,29 (m, 1H), 2,83
(d, J=11,7, 2H), 2,31-2,18 (m, 2H), 1,98 (d, J=11,7,
2H), 1,72-1,59 (m, 2H), 1,47 (s, 9H).
Mpuknap 454

LY

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuaunH-4-in}-auetamig.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 253, cragis C, 3 BMKopuc-
TaHHsaM aueTunxnopugy. MC(ESI): po3spax. maca Ans
Cz1H23N3028 381,15; m/z aHaiigeHo, 382,4 [M+H]".
'H AAMP (400Mry, CDCls): 7,73 (d, J=7,8, 1H), 7,67
(d, J=8,1, 1H), 7,43-7,36 (m, 3H), 7,33-7,24 (m, 3H),
5,65 (br s, 1H), 3,87-3,76 (m, 1H), 3,54 (s, 2H), 2,86
(d, J=12,1, 2H), 2,17 (t, J=11,4, 2H), 1,97 (s, 3H),
1,93 (d, J=11,9, 2H), 1,56-1,44 (m, 2H).

Mpuknapg 455

|
5.0 N..-N
P

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3unr]-
ninepuanH-4-in}-N,N-gumeTtnncynscamia.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 253, cragis C, 3 BMKopuc-
TaHHAM N,N-anmeTtun-cynscamoin xnopuay.
MC(ESI): pospax. maca gns Cz1H26N40382, 446,14;
m/z 3HangeHo, 4474 [M+H]". 'H SMP (400Mru,
CDCls): 7,73 (d, J=8,1, 1H), 7,66 (d, J=8,1, 1H), 7,41-
7,35 (m, 3H), 7,32-7,23 (m, 3H), 4,37 (d, J=7,8, 1H),
3,49 (s, 2H), 3,28-3,17 (m, 1H), 2,81 (d, J=10,9, 2H),
2,78 (s, 6H), 2,11 (t, J=11,1, 2H), 1,98 (d, J=10,9,
2H), 1,61-1,50 (m, 2H).

Mpuknap 456

Sunolog ug

1-{1-[4-(6eH30Tia3on-2-inokcn)-6eHaunn]-
ninepuanH-4-in}-3-eTnn-ce4oBuHa.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 253, cragia C, 3 BMKopuC-
TaHHsAM eTun isouiaHaTy. MC(ESI): po3spax. maca Ans
ngH26N4OZS 410,18; m/z 3HaigeHo, 411,5 [M+H]".
'H AAMP (400Mry, CDCls): 7,72 (d, J=8,1, 1H), 7,66
(d, J=8,1, 1H), 7,42-7,34 (m, 3H), 7,32-7,23 (m, 3H),
4,54 (br s, 1H), 4,45 (d, J=7,6, 1H), 3,67-3,55 (m, 1H),
3,50 (s, 2H), 3,23-3,14 (m, 2H), 2,80 (d, J=11,9, 2H),
2,13 (t, J=11 A, 2H), 1,93 (d, J=12,6, 2H), 1,48-1,36
(m, 2H), 1,12 (t, J=7,3, 3H).

Mpuknap 457

s=gelogng

1-{1-[4-(6eH30Tia3on-2-inokcn)-6eH3aunn]-
ninepmanH-4-in}-3-eTnn-Tioce4oBmHa.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 253, ctagis C, 3 BMKopuc-
TaHHSAM eTun isoTiouiaHaty. MC(ESI): pospax. maca
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ans szH26N4OSZ, 426,15; m/z 3HampeHo, 427.,4
[M+H]". 'H amMP (400Mrlu, CDCls): 7,71 (d, J=7,8,
1H), 7,67 (d, J=8,1, 1H), 7,41-7,34 (m, 3H), 7,32-7,24
(m, 3H), 6,03 (br s, 1H), 5,74 (br s, 1H), 4,20-4,00 (m,
1H), 3,51 (s, 2H), 3,47-3,35 (m, 2H), 2,82 (d, J=11,6,
2H), 2,05 (t, J=11,1, 2H), 2,05 (d, J=11,9, 2H), 1,57-
1,45 (m, 2H), 1,21 (t,J=7,3, 3H).
Mpuknap 458

H
S..0 N,
s=geVerog

Mponax-1-cynbdoHoBa Kucrota {1-[4-
(6eH3oTia3on-2-inokcu)-6eH3nn]-ninepuanH-4-in}-
amig.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 mpo-
uenypoto ansa lMNpuknagy 253, ctagia C, 3 BMKopuC-
TaHHAM 1-nponaHcynbdoHin xnopugy. MC(ESI): pos-
pax. Maca Ans szH27N30382, 445,15; m/z 3HangeHo,
4464 [M+H]". 'H SIMP (400Mru, CDCls): 7,73 (d,
J=8,1, 1H), 7,65 (d, J=8,1, 1H), 7,40-7,34 (m, 3H),
7,32-7,22 (m, 3H), 4,85 (d, J=8,1, 1H), 3,48 (s, 2H),
3,36-3,24 (m, 1H), 3,02-2,94 (m, 2H), 2,81 (d, J=11,9,
2H), 2,11 (t, J=10,6, 2H), 1,95 (d, J=12,6, 2H), 1,89-
1,78 (m, 2H), 1,65-1,54 (m, 2H), 1,04(t,J=7,3, 3H).

Mpuknap 459

sageVers

Mponax-2-cynbdoHoBa Kucrota {1-[4-
(6eH3oTia3on-2-inokcu)-6eH3nn]-ninepuanH-4-in}-
amig.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 253, ctagis C, 3 BMKopuC-
TaHHAM 2-nponaHcynbdokin xnopuay. MC(ESI): pos-
pax. Maca Ans szH27N30382, 445,15; m/z 3HangeHo,
4464 [M+H]". 'H AMP (400Mry, CDCls): 7,73 (d,
J=8,1, 1H), 7,66 (d, J=8,1, 1H), 7,41-7,35 (m, 3H),
7,32-7,24 (m, 3H), 3,79 (d, J=5,6, 1H), 3,51 (s, 2H),
3,38-3,247 (m, 1H), 2,89-2,78 (m, 2H), 2,19-1,94 (m,
5H), 1,76 (d, J=30,8,6H), 1,69-1,55 (m, 2H).

Mpuknap 460

=g eUorey

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuanH-4-in}-cynedamia.

TutynbHa cnonyka byna ogepxaHa i3 lMNpuknagy
453 3rigHo 3 npoueaypoto ang Mpuknagy 253, cragis
B. MC(ESI): pospax. maca ana CigH2oN4O3S,,
418,11; m/z 3naiigeHo, 419,4 [M+H]". 'H AMmP
(400Mrl'u, CDCls): 10,68 (br s, 1H), 7,60 (d, J=8,3,
1H), 7,56 (d, J=8,3, 1H), 7,48-7,38 (m, 2H), 7,32-7,24
(m, 3H), 7,18 (t, J=7,8, 1H), 6,24 (br s, 2H), 4,10 (s,
2H), 3,80-3,66 (m, 1H), 3,57-3,10 (m, 2H), 3,04-2,61
(m, 2H), 2,41-1,61 (m, 4H).

Mpuknag 461

cugsVogy

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3unr]-
ninepuanH-4-in}-coopmamig.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMNpuknagy 431 3 BUKOPUCTAHHAM My-
pawwuHoi kucnotn. MC(ESI): pospax. maca ans
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Con21N3028 367,14; m/z anHaiigeHo, 368,4 [M+H]".
'H AMP (400Mry, CDCls): 12,28 (br s, 1H), 7,73 (d,
J=7,8, 1H), 7,68 (d, J=7,8, 1H), 7,47-7,24 (m, 6H),
6,33 (d, J=7,3, 1H), 4,05-3,94 (m, 1H), 3,80 (s, 2H),
3,14 (d, J=11,6, 2H), 2,41 (t, J=11,9, 2H), 1,99 (d,
J=13,1, 2H), 1,83-1,70 (m, 2H).

Mpuknapg 462

O

{1-[4-(6eH30Tiazon-2-inokcu 66H3I/IJ'I] ninepuanH-
4-in}-kapbamiHoBa kucnoTa, eTunosun edip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 253, ctagis C, 3 BMKopuC-
TaHHSAM eTun xnopodopmiaty. MC(ESI): pospax. ma-
ca ansa CooH2sN303S, 411,16; m/z 3HangeHo, 412,4
[M+H]". 'H AIMP (400Mru, CDCl3): 7,73 (d, J=8,1,
1H), 7,66 (d, J=8,1, 1H), 7,41-7,34 (m, 3H), 7,32-7,22
(m, 3H), 4,62 (br s, 1H), 4,10 (dd, J=7,3, 6,8, 2H),
3,59-3,51 (m, 1H), 3,49 (s, 2H), 2,80 (d, J=11,6, 2H),
2,12 (t, J=11,6, 2H), 1,93 (d, J=12,1, 2H), 1,51-1,39
(m, 2H), 1,23 (t, J=7,1, 3H).

Mpuknap 463

@*Q,CW\

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuanH-4-in}-nponioHamig.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uepypoto ansa lMpuknagy 253, ctagis C, 3 BMKopuC-
TaHHAM nponioHinxnopugy. MC(ESI): pospax. maca
ana  CxoHasN3O2S, 395,17; m/z 3HampgeHo, 396,4
[M+H]". 'H AMP (400Mru, CDCl3): 7,72 (d, J=8,1,
1H), 7,65 (d, J=8,1, 1H), 7,41-7,34 (m, 3H), 7,32-7,22
(m, 3H), 5,61 (d, J=8,1, 1H), 3,87-3,76 (m, 1H), 3,49
(s, 2H), 2,82 (d, J=11,9, 2H), 2,22-2,07 (m, 4H), 1,90
(d, J=13,1, 2H), 1,51-1,39 (m, 2H), 1,14 (t, J=7,6, 3H).

Mpuknapg 464

@’—“’@\/UW

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuauH-4-in}-6ytupamia.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa MNpuknagy 253, ctagis C, 3 BMKopuc-
TaHHAM OyTupunxnopugy. MC(ESI): pospax. maca
ana  Ca3H27N3O2S, 409,18; m/z 3HampgeHo, 410,4
[M+H]". 'H IMP (400Mru, CDCl3): 7,72 (d, J=8,1,
1H), 7,65 (d, J=8,1, 1H), 7,40-7,35 (m, 3H), 7,31-7,23
(m, 3H), 5,64 (d, J=8,1, 1H), 3,87-3,77 (m, 1H), 3,49
(s, 2H), 2,81 (d, J=11,6, 2H), 2,16-2,07 (m, 4H), 1,91
(d, J=12,9, 2H), 1,71-1,60 (m, 2H), 1,51-1,39 (m, 2H),
0,93 (t, J=7,3, 3H).

Mpuknap 465

ssgslogag
1-{1-[4-(6eH30Tia3on-2-inokcn)-6eH3aunn]-
ninepuanH-4-in}-nponin-ce4yoBuHa.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uepypoto ansa lMNpuknagy 253, cragis C, 3 BMKopuc-
TaHHSAM nponin isouiaHaty. MC(ESI): pospax. maca
ans CasHasN4O2S, 424,19; m/z 3HampgeHo, 425,5
[M+H]*. 'H AMP (400Mru, CDCl3): 7,70 (d, J=8,1,
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1H), 7,63 (d, J=8,1, 1H), 7,39-7,33 (m, 3H), 7,28-7,21
(m, 3H), 5,54 (br s, 1H), 5,37 (d, J=8,1, 1H), 3,66-3,56
(m, 1H), 3,48 (s, 2H), 3,11 (dd, J=7,1, 6,8, 2H), 2,80
(d, J=11,1, 2H), 2,11 (t, J=11,1, 2H), 1,91 (d, J=11,1,
2H), 1,54-1,38 (m, 4H), 0,91 (t, J=7,3, 3H).

Mpuknapg 466

s=psUogng

{1-[4-(6eH30Tia3zon-2-inokcun)-6eH3nn]-ninepuanH-
4-in}-kapbamiHoBa KMcrnoTa, NponinoBuii eqip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMpuknagy 253, cragis C, 3 BMKopuC-
TaHHAM nponinxnopodopmiaty. MC(ESI): pospax.
maca ans Ca3H27N303S, 425,18; m/z 3HanaeHo, 426,4
[M+H]*. 'H AIMP (400Mru, CDCl3): 7,72 (d, J=8,1,
1H), 7,63 (d, J=8,1, 1H), 7,39-7,33 (m, 3H), 7,31-7,21
(m, 3H), 4,83 (d, J=7,6, 1H), 4,00 (t, J=6,6, 2H), 3,58-
3,49 (m, 1H), 3,47 (s, 2H), 2,79 (d, J=11,6, 2H), 2,10
(t, J=10,9, 2H), 1,91 (d, J=11,1, 2H), 1,67-1,56 (m,
2H), 1,52-1,40 (m, 2H), 0,92 (t, J=7,6, 3H).

Mpuknap 467

s=geVogy

{1-[4-(6eH30Tiazon-2-inokcu 66H3I/IJ'I] ninepuanH-
4-in}-meTun-ce4oBuHa.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 253, ctagis C, 3 BMKopuC-
TaHHAM MeTunidouiaHaty. MC(ESI): pospax. maca
ansa Cz1H24N4OZS 396,16; m/z 3HanmgeHo, 397,4
[M+H]". 'H AIMP (400Mru, CDCl3): 7,71 (d, J=8,1,
1H), 7,65 (d, J=8,1, 1H), 7,45-7,34 (m, 3H), 7,33-7,22
(m, 3H), 5,71 (br s, 2H), 3,69-3,59 (m, 1H), 3,56 (s,
2H), 2,87 (d, J=11,9, 2H), 2,73 (d, J=4,8, 3H), 2,21 (t,
J=10,1, 2H), 1,93 (d, J=10,4, 2H), 1,58-1,45 (m, 2H).

Mpuknapg 469

sngolont
1-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3aunrn]-
ninepuanH-4-in}-1,3-4MMeTnn-cevoBmHa.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uegypoto ansa lMNpuknagy 255, cragis C, 3 BMKopuc-
TaHHAM MeTunidouiaHaty. MC(ESI): pospax. maca
ana CxoHeN4O2S, 410,18; m/z 3HanmpgeHo, 411,4
[M+H]*. 'H AMP (400Mru, CDCl3): 7,72 (d, J=8,1,
1H), 7,65 (d, J=8,1, 1H), 7,41-7,34 (m, 3H), 7,31-7,22
(m, 3H), 4,63 (dd, J=4,6, 4,6, 1H), 4,21-4,11 (m, 1H),
3,49 (s, 2H), 2,93 (d, J=11,9, 2H), 2,79 (d, J=4,8, 3H),
2,71 (s, 3H), 2,08 (t, J=11,9, 2H), 1,76-1,64 (m, 2H),
1,63-1,54 (m, 2H).

Mpuknap 470

sugeVoy e

1-{1-[4-(6eH30Tia3on-2-inokcn)-6eH3aunrn]-
ninepuanH-4-in}-1-metnn-ce4yoBunHa.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 255, cragis C, 3 BMKopuC-
TaHHAM TpumeTuncuninisouiaHaty. MC(ESI): pospax.
maca ans C21H24N40,S, 396,16; m/z 3HanaeHo, 397,4
[M+H]". 'H AMP (400Mru, CDCl3): 7,72 (d, J=8,1,
1H), 7,65 (d, J=8,1, 1H), 7,42-7,34 (m, 3H), 7,32-7,21
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(m, 3H), 4,93 (s, 2H), 4,16-4,03 (m, 1H), 3,50 (s, 2H),
2,94 (d, J=11,4, 2H), 2,76 (s, 3H), 2,09 (t, J=11,4,2H),
1,79-1,66 (tn, 2H), 1,65-1,56 (m, 2H).

I'IpMKna,u, 471

N-{1- [4 (6eH30T|a30n -2-inokcu)-6eH3un]-
ninepuauH-4-in}-N-metnn-auetamia,.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uepypoto ansa lMNpuknagy 255, cragisa C, 3 BuKopuc-
TaHHAM aueTunxnopugy. MC(ESI): po3pax. maca AN
szstNsozs 395,17; m/z aHaiigeHo, 396,4 [M+H]".
'H AMP (400Mru, CDCl3): 7,72 (d, J=8,1, 1H), 7,65
(d, J=8,1, 1H), 7,41-7,34 (m, 3H), 7,31-7,22 (m, 3H),
4,55-4,44 (m, 1H), 3,49 (s, 2H), 3,01-2,90 (m, 2H),
2,84 (s, 3H), 2,15-2,09 (m, 2H), 2,07 (s, 3H), 1,77-
1,65 (m, 2H), 1,64-1,53 (m, 2H).

Mpuknapg 472

QL O’N‘fo“

{1-[4-(6eH30Tia3zon-2-inokcu)-6eH3nn]-ninepuanH-
4-in}-meTun-kapbamiHoBa kucnoTa, MeTunoBui edip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
uepypoto ansa lMNpuknagy 255, cragisa C, 3 BuKopuc-
TaHHsaM xropodpopmiaty. MC(ESI): po3spax. maca Ans
Cz1H25N3038 411,16; m/z sHaigeHo, 412,3 [M+H]".
'H AIMP (400Mry, CDCls): 7,73 (d, J=8,1, 1H), 7,66
(d, J=8,1, 1H), 7,42-7,35 (m, 3H), 7,33-7,24 (m, 3H),
4,16-3,96 (m, 1H), 3,69 (s, 3H), 3,51 (s, 2H), 2,95 (d,
J=11,4, 2H), 2,78 (s, 3H), 2,08 (t, J=10,9,2H), 1,82-
1,69 (m, 2H), 1,65-1,57 (m, 2H).

Mpuknap 473

Xy O\,crf”

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuaunH-4-in}-N-meTun-okcamiHoBa KucroTta, Me-
TMnoBu eaqip.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 255, cragis C, 3 BMKopuc-
TaHHSIM  XIOPO-OKCO-OLITOBOI  KUCMNOTW, METUIOBOro
ecipy. MC(ESI): pospax. maca gns ngH25N304S
439,16; m/z 3naiigeHo, 440,4 [M+H]". 'H amP
(400Mrlu, CDCl3): 7,73 (d, J=8,1, 1H), 7,66 (d, J=8,1,
1H), 7,41-7,34 (m, 3H), 7,33-7,23 (m, 3H), 4,41-4,32
(m, 1H), 3,87 (s, 3H), 3,51 (s, 2H), 2,97 (d, J=11,9,
2H), 2,88 (s, 3H), 2,13 (t, J=11,9, 2H), 1,95-1,83 (m,
2H), 1,72-1,62 (m, 2H).

Mpuknag 474

LT

N-{1-[4-(6eH30Tia3on-2-inokcu)-6eH3ur]-
ninepuaunH-4-in}-N-meTun-okcamiHoBa KucrnoTa.

TutynbHa cnonyka Oyna ogepxaHa i3 lMNpuknagy
473 3rigHo 3 npoueaypoto ana Mpuknagy 433, ctagis
C MC(ESI): pospax. maca Ans szH23N304S 425,14;
m/z 3HangeHo, 426,3 [M+H]". 'H SMP (400Mru,
CDCls): 7,68 (d, J=8,1, 1H), 7,59 (d, J=8,1, 1H), 7,37-
7,28 (m, 3H), 7,27-7,16 (m, 3H), 4,27-4,16 (m, 1H),
3,43 (s, 2H), 2,93 (d, J=11,897, 2H), 2,75 (s, 3H),
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2,01 (t, J=11,9, 2H), 1,82-1,65 (m, 2H), 1,58-1,47 (m,
2H).
Mpuknap 475

H
OO

lyaHiguH, N-{1-[4-(6eH30Tia3on-2-inokcu)-
6eH3un]-ninepnanH-4-in}-N'-rigpokcu.

A. 1-[4-(6eH30Tiazon-2-inokcu)-6eH3un]-
ninepnanH-4-in-uiaHamia. o cycneHsii 1-[4-
(6eH3oTiazon-2-inokcu)-6eH3nn]-ninepuanH-4-inamiHy
(339wmr, 1,0mmonb) y CH3OH (2,0mn) gogasanu aue-
TaT HaTpito (180mr, 2,2MMonb) Npu KiMHaTHIN Temne-
patypi. CycneHsia nepeTBopunacb y npo3opuii pos-
4YnH. PosuuH oxonompxysanu go 0°C. lMo kpannsx
popasanu uiaHoreH6pomig  (159wr, 1,5Mmonb) 'y
CH3O0H (0,7mn). JaHy peakuiniHy cymill nepemillyBsa-
nv npu 5°C NpoTArom 2 roguH i NoTiM Npu KiMHaTHIN
Temnepatypi npoTsroM Hodi. Cymiw inbTpyBanu
yepes , i pinbTpat abcopbyBanu Ha cunikareni (40r)
Ta ounwamm (0-10% CHsOH/CH.CIy) 3 ogepxaHHAM
HecTinkoro macna (123wmr, Buxig 34%). MC(ESI): pos-
pax. maca ans CyoHxN4OS, 364,14; m/z 3HangeHo,
365,3 [M+H]".

B. TyanignH, N-11-[4-(6eH30Tia3on-2-inokcu)-
6eH3un]-ninepnanH-4-in}-N'-rigpokcu. o po3vuHy 1-
[4-(6eH30Tia3on-2-inokcu)-6eH3un]-ninepuanH-4-in-
uiaHamigy (123wmr, 0,34mmonb) y DMF (2mn) gogasa-
v rigpokeunamiH rigpoxnopug (41,5mr, 0,60mMmonb) i
noTiMm HeBenuvkuMy nopuismMym  kapboHaT HaTpito
(119wmr, 1,12mmonb). JaHy peakuinHy cymill nepemi-
WwyBanu npu KiMHaTHIN TemnepaTypi NpoTArom 2 ro-
AvH Ta posnoginamu mix EtOAc (20mn) Ta BoAgoto
(20Mn). OpraHiyHy a3y npomMmuBany po3conoMm, OCy-
LWyBanu Ta KOHUEHTPYBanu nig 3HWKEHUM TUCKOM 3
OoOepXaHHAM HeOYMLLLEHOro NPOAyKTY Yy BUIMA4i TBe-
pOoOI peyoBMHU CBITNOro Konbopy. [daHui HeouuLle-
HWIA NPOAYKT nianasBanu ounweHHo Ha SiO. (12r; O-
10% CHsOH/CH.CI,) 3 ogepxaHHAM 6inoi TBepaol
pevoBuHu (117mr, Buxig 86%). MC(ESI): pospax.
Maca ,D,J'Iﬂ C20H23N504S, 397,16; m/z 3HanaeHo, 398,4
[M+H]". 'H AIMP (400Mru, CDCl3): 7,71 (d, J=8,1,
1H), 7,63 (d, J=8,1, 1H), 7,38-7,32 (m, 3H), 7,28-7,21
(m, 3H), 4,69 (br s, 2H), 3,46 (s, 2H), 3,27-3,16 (m,
1H), 2,78 (d, J=10,9, 2H), 2,04 (t, J=11,1,2H), 1,92
(d,J=11,1, 2H), 1,51-1,38 (m, 2H).

Mpuknag 476

s=gslogy

{1-[4-(6eH30Tiazon-2-inokcu 66H3I/IJ'I] ninepuanH-
4-in}-kapbamiHoBa KucroTa, izonponinosun edip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
uenypoto ansa lMpuknagy 253, cragis C, 3 BMKopuC-
TaHHAM i3onponin isouyiaHaty. MC(ESI): po3pax. maca
ans ngH27N3038 425,18; m/z 3HampeHo, 426,4
[M+H]*. 'H AIMP (400Mru, CDCl3): 7,72 (d, J=8,1,
1H), 7,63 (d, J=8,1, 1H), 7,38-7,33 (m, 3H), 7,31-7,21
(m, 3H), 4,95-4,85 (m, 1H), 4,75 (d, J=7,1, 1H), 3,58-
3,49 (m, 1H), 3,47 (s, 2H), 2,79 (d, J=11,6, 2H), 2,09
(t, J=11,4, 2H), 1,91 (d, J=11,9, 2H), 1,50-1,39 (m,
2H), 1,21 (d, J=6,5, 6H).

Mpuknapg 477
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SaasUshs

3-{1-[4-(6eH30Tia3on-2-inokcm)-6eH3nr]-
ninepuauH-4-in}-1,1-gumMeTun-ce4oBmHa.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 253, ctagia C, 3 BMKopuc-
TaHHaM N,N-gumeTtunkapbamoin xnopugy. MC(ESI):
pospax. maca Ans. szH26N4OZS 410,18; m/z 3Haw-
AeHo, 411,4 [M+H]". 'H AMP (400MIu, CDCl3): 7,71
(d, J=8,1, 1H), 7,64 (d, J=8,1, 1H), 7,39-7,33 (m, 3H),
7,30-7,21 (m, 3H), 4,41 (d, J=7,8, 1H), 3,73-3,62 (m,
1H), 3,48 (s, 2H), 2,87 (s, 6H), 2,81 (d, J=11,6, 2H),
2,11 (t, J=11,9,2H), 1,93 (d, J=11,6, 2H), 1,50-1,38
(m, 2H).

Mpuknag 478

H O
5.0 N
T
N N O

OutoBa kucnota {1-[4-(6eH30Tia3on-2-inokcu)-
6eH3un]-ninepnanH-4-inkap6amoin}-meTunosui eqip.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa lMNpuknagy 253, ctagisa C, 3 BMKopuc-
TaHHAM XJl0pokapbamoiny ouTOBOI KUCNOTU, METUI-
osoro edipy. MC(ESI): pospax. maca Ans
ngH25N304S 439,16; m/z sHaiigeHo, 440,4 [M+H]".
'H AMP (400Mry, CDCls): 7,72 (d, J=7,8, 1H), 7,65
(d, J=8,1, 1H), 7,40-7,35 (m, 3H), 7,32-7,23 (m, 3H),
6,11 (d, J=8,3, 1H), 4,53 (s, 2H), 3,93-3,82 (m, 1H),
3,50 (s, 2H), 2,83 (d, J=11,9, 2H), 2,15 (s, 3H), 2,14
(t, J=11,9, 2H), 1,93 (d, J=12,1, 2H), 1,56-1,45 (m,
2H).

Mpuknag 479

OO

{1-[4-(6eH30Tiazon-2-inokcu)-6eH3nn]-ninepuanH-
4-in}-1,1-TiocevoBuHa.

A. 1-{1-[4-(6eH30Tia3on-2-inokcn)-6eH3aunn]-
ninepuauH-4-in}-3-6eH3oin-tioceyoBnHa.  TuUTynbHa
cnonyka byna ogepxaHa 3rigHO 3 mpoueayporo Ans
Mpuknagy 253, ctagia C, 3 BUKOPUCTaHHAM BeH30in
isoujaHary. MC(ESI): pospax. Maca  Ans
C27H26N40282, 502,15; m/z 3HainaeHo, 503,3 [M+H]".
'H AMP (400Mru, CDCl3): 10,80 d, J=8,1, 1H), 9,06
(s, 1H), 7,81 (d, J=8,3, 2H), 7,72 (d, J=8,3, 1H), 7,65
(d, J=7.,8, 1H), 7,59 (t, J=7,6, 1H), 7,50-7,45 (m, 2H),
7,42-7,34 (m, 3H), 7,33-7,22 (m, 3H), 4,40-4,29 (m,
1H), 3,53 (s, 2H), 2,80 (d, J=11,1, 2H), 2,26 (t,
J=10,1, 2H), 2,12 (d, J=11,9, 2H), 1,76-1,64 (m, 2H).

B. {1-[4-(6eH30Tiazon-2-inokcun)-6eH3un]-
ninepuanH-4-in}-tioce4yoBunHa. Ho 1-{1-[4-
(6eHzoTiason-2-inokcm)-6eH3nn]-ninepugnH-4-in}-3-
6eH3oin-TioceyoBuHu (300mr, 0,60mMMonb) goaasanum
10% BogHun rigpokeua Hatpito (10mn). JaHy peak-
LifHY CyMmill HarpiBanu 3i 3BOPOTHUM XONOAUNbHUKOM
npotarom 1 roguHu. PesynbTytody 6iny cycneHsiio
oxonogXyBanu OO KiMHaTHOI TemnepaTypu Ta eKkcT-
parysanun 10% CH3zOH/CHCl» (3x50mn). OpraHiuHun
wap ocywysann (NaxSO4) Ta KoHUeHTpyBanu nig
3HDKEHUM TUCKOM 3 OOEepXaHHAM HEeOYULLEHOro npo-
OyKTy y BUrnsiAi 6inyesartoi TBepaoi peqoBuHW. JaHui
HEeoUMLLEHUA NPOAYKT NigAaBany ouuneHHo Ha SiO;
(40r; 0-10% CH3OH/CHCl,) 3 ogepaHHSM TUTYrb-
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HOi cronykn y Burnsai 6inoi TBepgoi peqoBMHU
(219wvr, Buxia 92%). MC(ESI): pospax. maca Ans
C20H22N4082, 398,12; m/z aHaiigeHo, 399,3 [M+H]".
'H AAMP (400Mry, CDCls): 7,72 (d, J=8,1, 1H), 7,68
(d, J=8,1, 1H), 7,42-7,36 (m, 3H), 7,34-7,26 (m, 3H),
6,09 (m, 1H), 4,29-4,02 (m, 1H), 3,57 (s, 2H), 2,88 (d,
J=11,1, 2H), 2,29 (s, 2H), 2,20 (t, J=11,1, 2H), 2,04
(d, J=10,1, 2H), 1,60-1,45 (m, 2H).
Mpuknap 480

O

(1-{2-[4-(1 H-6GeH3oimiga3on-2-inokcu)-peHokcu]-
eTun}-ninepuanH-4-in)-meTaHon.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
uenypoto ansa MNpuknagy 37 3 BUKOPUCTaHHSAM nine-
puanH-4-in-metaHony. MC(ESI): pospax. maca ans
Ca1H2sN303, 367,19; m/z 3HailaeHo, 368,4 [M+H]". 'H
AMP (400Ml'u, DMSO-dg): 12,24 (s, 1H), 7,32 (s,
2H), 7,27 (d, J=8,9, 2H), 7,08 (s, 2H), 7,00 (d, J=8,9,
2H), 4,41 (s, 1H), 4,09 (s, 2H), 3,24 (s, 2H), 2,92 (d,
J=11,1, 2H), 2,68 (s, 2H), 1,98 (t, J=11,6, 2H), 1,62
(d, J=11,6,2H), 1,24 (br s, 1H), 1,11 (d, J=9,2, 2H).

Mpuknag 481

s T onas

2-[4-(2-mopdhoniH-4-in-eTokcu)-cheHoKkeu]-
6eH3o0kcason.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHO 3 Mpo-
ueaypoto anst Mpuknagy 11 3 BUKOpUCTaHHSM 4-(2-
xropo-etun)-mopdoniHy. MC(ESI): po3pax. maca ans
C19H20N204, 340,14; m/z 3HaitaeHo, 341,1 [M+H]". 'H
AMP (400MTl'u, CDCIs): 7,51 (d, J=7,1, 1H), 7,42 (d,
J=7,2, 1H), 7,36-7,30 (m, 2H), 7,03-6,95 (m, 2H), 4,14
(t, J=5,7, 2H), 3,80-3,72 (m, 4H), 2,83 (t, J=5,7, 2H),
2,60 (t, J=4,6,4H).

Mpuknapg 482

Ql JO0

2-[4-(2-mopdponiH-4-in- eTOKCM) deHokeu]-
6eH3oTiazon.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto anst Mpuknagy 12 3 BUKOpUCTaHHSM 4-(2-
Xnopo-eTun)-mopdoniHy Ta 2-xrnopo-6eH3oTiazony.
MC(ESI): pospax. maca 2 Ana C19H20N203S, 35; m/z
sHaiigeHo, 341,1 [M+H]". 'H AMP (400Mru, CDCls):
7,74 (d, J=7,6, 1H), 7,66 (d, J=7,3, 1H), 7,39 (t, J=7,3,
1H), 7,31-7,20 (m, 3H), 7,00-6,93 (m, 2H), 4,14 (t,
J=5,7, 2H), 3,80-3,72 (m, 4H), 2,83 (t, J=5,7, 2H),
2,60 (t, J=4,6, 4H).

Mpuknap 483

YHoaas

2-[4-(2-ninepnanH-1-in-etokcu)-cheHokeu)-
6eH3oTiazon.

TuTtynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto anst Mpuknagy 12 3 BUKOpUCTaHHSM 4-(2-
XNopo-eTun)-ninepuavHy T1a 2-xrnopo-b6eH3oTiazony.
MC(ESI): pospax. maca gns ConzzNzOzS 354,14;
m/z 3HangeHo, 3551 [M+H]". 'H SMP (400Mru,
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CDCls): 7,74 (d, J=8,1, 1H), 7,65 (d, J=8,0, 1H), 7,39

(t, J=7,3, 1H), 7,30-7,22 (m, 3H), 7,00-6,92 (m, 2H),

4,13 (t, J=6,0, 2H), 2,81 (t, J=6,0, 2H), 2,58-2,48 (br

s, 4H), 1,68-1,58 (m, 4H), 1,52-1,42 (m, 2H).
Mpuknapg 484

% Fonse

{2-[4-(6eH300KCa30m-2-inokcu)-peHokeul-eTun}-
aietTun-amiH.

TuTynbHa cnonyka Byna ogepxxaHa 3rigHoO 3 Mpo-
ueaypoto ans lMpuknagy 11 3 BUKOPUCTaHHAM (2-
xnopo-etun)-gietnn-amiHy. MC(ESI): pospax. maca
ansa  CygH2N20s, 326,16; m/z 3HanmpgeHo, 327,1
[M+H]". 'H AAMP (400Mru, CDCl3): 7,51 (d, J=7,6,
1H), 7,42 (d, J=7,2, 1H), 7,36-7,29 (m, 2H), 7,28-7,19
(m, 2H), 7,02-6,94 (m, 2H), 4,07 (t, J=6,3, 2H), 2,90
(t, J=6,3, 2H), 2,65 (q, J=7,2, 4H), 1,09 (t, J=7,1, 6H).

BionoriyHi npobu

3anpoBagkeHi TyT pesynbTath BionoriyHux npob
SABMNSIOTb CODOK iMOCTPaAPTUMBHI pe3ynbTaTy aHanisis,
wo 6ynn npoBegeHi 4N CNOMNyK AaHOro BUHAxoay.

Mpoba Ha iHribiTopHy akTnBHICTE LTA4 rigponasn
woao pekombiHaHTHOI LTA4 rigponasu nogumHn

Cnonyku pgaHoro BuHaxogy BuMpobyBanucb Ha
LTA4 rigponasHy iHriGiTOpHY aKTMBHICTb LLIOAO PeKo-
MGiHaHTHOI LTA4 rigponasn nmoauHn (rhLTA4H). By-
NV ofepXaHi BEKTOPU Ta BMKOPUCTaHi Ans eKcnpecy-
BaHHA rhLTA4H cyTTeBO Yy HacTynHUM CnoCib:
koaytoya LTA4 rigponady OHK 6yna amnnicikoBaHa
3a [J0noMOrolw nomniMepasHol NaHUtoroBoi  peakuii
(PCR) 3 BMKOpWUCTaHHAM MIOACLKOI NMaueHTapHoI
kOHK 6Gibniotekn sk matpuui. OniroHyKNeoTUaHi
npanmepu ana PCR peakuii 6a3yBanvce Ha 5'-KiHUi
Ta KommnemeHTi 3'-kiHua onybnikoBaHOi HykneoTua-
HOT MOCNIAOBHOCTI ANs KoAyoYyoi AinsHku reHa LTA4
rigponasu noguHmn (CD. Funk et al., Proc. Natl. Acad.
Sci. USA 1987, 84: 6677-6681). Koayrounn LTA4
rigponasy amnnigikosaHuin 1,9 1.n.H. AHK dparmeHT
O6yB BuaineHun Ta knoHoBaHwi y pFastBac1 BekTtop
(inBiTporeH). PekombiHaHTHMIA Bakynosipyc OyB reHe-
pOBaHWUM SIK OMUCAHO BMPOGHMKOM Ta 3aCTOCOBaHMMN
Ans iHdikyBaHHA kniTH Spodoptera fragiperda (Sf-9).
PekombiHaHTHWUI LTA4 rigponasHuin eH3nm 6yB ouun-
LLeHWI BiA iHdikoBaHMX Sf-9 KMiTWH, SK Le onucaHo y
poboti J.K. Gierse et al. (Protein Expression and
Purification 1993, 4: 358-366). OuuLLEHNI EH3NUMHWN
pO34MH roTyBanu y Takui cnocib, Wwo BiH MiCcTUB
0,29vr/mn  LTA4 rigponasu, 50mM Tris (pH8,0),
150mMM NaCl, 5MM gutioTtpewitony, 50% rniuepuHy Ta
MOBHWUIA NPOTEA3HWUN (HMBITOPHUIA KOKTEWNb, O He
mictutb EDTA (Roche). MNMuToma akTuBHicTb gaHoro
EeH3UMy cknagana npubnmaHo
3,8MKMONb/XBUMUHY/MT.

LTA4 cybecTpat OyB BUrOTOBMEHWI i3 METUITOBOIO
ecdipy LTA4 (dipma Cayman Chemical) wnsxom o6-
pobku 67 eksiBan. NaOH nig atmocdepoto a3oTy npu
KiMHaTHin TemnepaTypi npotarom 40 xBunvH. JaHuin
LTA4 cybetpaTt y chopMi BinbHOI kucnotu 3b6epirasca
y 3amMopoxxeHoMy cTaHi npu -80°C go noro Bukopwmc-
TaHHS. KoxHa crnornyka po3Bogunacb A0 Pi3HUX KOH-
LeHTpaui y npobHomy Bydepi (0,1M dpocdat kanito
(pH7,4), 5mr/mMn anbbymiHy Guuyavoi cmpoBaTkn 6e3
XMpHUX kncnoT), wo mictue 10% DMSO. 25-yn (ul)
anikBoTa pO3BEAEHHS KOXHOI Cronyku iHkyOyBanach
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npotarom 10 xBUNWH nNpu KiMHaTHIN TemnepaTypi 3
piBHUM 06'emomM npoGHoro Gydepa, Wwo MicTuB 36HT
pekombiHaHTHOI noacbkoi LTA4H. MoTim gaHuin pos-
YMH 3 gornomorot npobHoro Bydepa gosogunu Ao
200mkn. LTA4 (BinbHa KkucroTa) posTonmioBany Ta
po3BoauMnM B npobHomy Oydepi 00 KOHUeHTpauii
357Hr/mMn, | 4O AaHOI peaKuiiHOT CyMiLli y HYfbOBWN
MOMeHT yYacy gogasanu 25mkn (9Hr) LTA4 cybeTpaty
(saranbHun ob'em =225mkn). Yci peakuii nposoau-
nneb Npu KiMHaTHIM Temnepatypi npoTtsarom 10 xBu-
nvH. [aHy peakuito NPUMMHANW LUASIXOM PO3BedEeHHS
10mkn peakuiviHoi cymiwi 200mkn npobHoro Bydepa.
KinbkicHe BM3HayeHHs LTB4 y po3BeneHin npobi npo-
BOAMIOCH 3a [AOMOMOrol0 KOMEPUNHO [OCTYMHOro
depmeHTHOro  iMyHoaHanisy  (cpipma  Cayman
Chemical), sik pekoMeHgoBaHO BUPOGHMKOM. No3uTtu-
BHi KOHTPOIbHI BUMIPIOBAHHS, 3@ CYTTEBO iAEHTUYHMX
ymMoB, ane 06e3 [JofaBaHHA CMonyku-iHribiTopa, Ta
HeraTuBHI KOHTPOSbHI BUMIpIOBaHHS Ha 3paskax, Lo
MICTUMN YCi KOMMOHEHTW, 3a BUKIIOYEHHAM €EH3UMY,
NPOBOAWNUCL 3BUYAWHO Y KOXHOMY EKCMEePUMEHTI.
ICs0 3HaYeHHs BM3HAYanMCh LUNSAXOM MiAroHKWA AaHWX
Mo aKTMBHOCTI NPW Pi3HMX KOHLLEHTpaLisiX CromnyKkn Ao
4-napameTpUYHOrO PiBHSAHHS 3 BMKOPUCT@HHAM Mpo-
rpamu Grafit (nporpamHe 3abesneveHHs Erithacus).

HaBepeHi y Tabnuusax Huwk4ye 3HayeHHst 1Csp, siK
MOXHa OdiKyBaTW, BKIagaloTbCs Y TMNOBUA Ans npob
LUbOro TUMY TPUKpaTHWUA po3mMax BapitoBaHHs. MoaaHi
TYT 3HaYeHHs €, 3aranoMm, ycepegHeHUMHn i3 ogHoro-
TPbOX BMMIipIOBaHb.

Tabnuus 1
ICs0 ICs0 ICs0
Mpuknag (M) Mpuknag (M) Mpuknag (M)
11 6 45 15 94 1
13 2 46 17 135 92
14 9 59 5 136 25
27 7 77 10 271 2
36 14 78 3 481 55
44 8 92 1 484 19
Tabnuuga 2
ICs0 ICs0 ICso0
Mpuknag (M) Mpuknag (M) Mpuknag (M)
12 100 176 12 298 15
15 22 180 2 302 60
18 6 183 18 325 12
22 7 192 3 328 22
23 1 195 58 331 13
25 4 202 4 334 100
31 17 206 4 336 24
80 23 207 16 353 7
81 5 211 9 357 45
102 3 214 18 358 11
104 14 224 14 359 48
109 21 225 25 360 43
110 40 250 26 361 8
143 64 251 16 363 4
146 43 255 1 366 39
147 33 259 14 380 6
150 1 261 33 389 2
153 8 262 4 419 4
155 9 263 5 437 21
156 7 265 112 446 8
157 1 270 16 447 28
161 1 274 29 450 7
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163 9 285 76 454 4 23 93 207 81 336 1573
167 37 287 28 462 27 81 41 251 159 359 446
168 27 288 4 471 19 102 55 259 49 360 246
169 32 296 33 479 7 104 520 261 81 380 17
172 27 294 6 483 45 109 189 263 49 437 105
150 52 274 331 446 131
Tabnuus 3 155 127 288 57 447 240
156 2000 296 133 462 144
Mpuknan ICs0 (HM) Mpuknag ICs0 (HM) 161 100 298 69 483 161
37 10 134 110 180 15 302 212
123 4 230 36
127 29 231 18 Tabnuus 6
132 139 485 39
133 111 Mpuknag 1Cs0 (HM) Mpuknag 1Cs0 (HM)
127 376 133 290
MpoaykyBaHHa LTB4 cTuMynboBaHok ioHodo- 132 347 134 436

pOM KarnbLilo KpOB't0 MMLUEA BiAHOCHO iHriGiTOpHOI
aktusHocTi LTA4H

Mwuwi CD-I 6ynu ymepTBneHi, i kpoB 30upanu 3a
[OMOMOrol0 cepueBoi MyHKLUii y wApuui, Wo Mictunm
renapuvH. Kpos possoaunu 1:15 3a gornomoroto cepe-
posuwa RPMI-1640, i 200-mkn anikBoTu po3BegeHoi
KPOBi yBOAMMU Y KOMipKU 96-KOMIpKOBOro TUTpaLinHo-
ro MmikponnaHweTta. ¥ RPMI-1640 cepenosuLi, sike
mictnno 1% DMSO, npu pi3HUX KOHLEHTpaLjsx roTy-
Banu LTA4H inribiTopHi BUNpoGyBaHi cnonyku, i no
20MKN KOXHOI BMMpPOOyBaHOI Cronykn gogasanu Ao
KOMIpKM, L0 MiCTMINa po3BeneHy LinicHy KpoB (KiHue-
Ba KoHueHTpauis DMSO 0,1%). Micns Toro, sk BMICT
TUTPaUiHOro MiKponnaHweTa nigaaBaBcs iHKyOaLji
npotarom 15 xBunuH npu 37°C y 3BONOXEHOMY iHKY-
6aTopi, y KOXHY MpoOHY KOMipKy BBOAMMU iOHOGOP
kanbujto A23187 (dipma Sigma Chemical Co., St.
Louis, Mo.) (kiHueBa koHueHTpauis =20Hr/mMn). [HKy-
Gauisa npogoBxyBanack 3a TMX cCamux YMOB Lue npo-
Tarom 10 xBUnuH 3 yTBOpeHHAM LTB4. Peakuiio 3a-
BepLlyBanu LUMsSXOM UeHTpudyryBaHHa (833xg, 10
xBuUnuH npun 4°C), i cynepHataHTV aHanisyBanucb Ha
LTB4 3 BUKOPUCTaHHSIM KOMEPLINHO AOCTYMHOro de-
pMeHTHOro iMyHoaHanisy (dipma Cayman Chemical)
3riAHO 3 IHCTPYKLiAMU BUPODOHMKA. MNO3UTUBHI KOHTPO-
NbHi BUMIPIOBaHHS1, 3@ CYyTTEBO iAEHTUYHNX YMOB, ane
6e3 gogaBaHHA Cnonyku-iHribiTopa, Ta HeraTuBHI He-
CTUMYIbOBaHI KOHTPOMbHI BUMIPIOBaHHS Ha 3paskax,
LLIO MICTWUMKM YCi KOMMOHEHTK, 3a BUKITIOYEHHAM iOHO-
copy KarnbLilo, NPOBOAUMUCL 3BUYAMHO Y KOXHOMY
ekcnepumeHTi. ICsp 3HAYEHHS BU3HAYaNMChb LUMSXOM
NiAFOHKN OaHWMX MO aKTMBHOCTI MPU Pi3HUX KOHLEHT-
pauisx cnonykM Oo 4-napaMeTpuyHOro PiBHSIHHS 3
BMKOpWCTaHHAM nporpamu Grafit (nporpamHe 3abes-
neyeHHs Erithacus).

Tabnuusa 4
|Cso ICSO ICSO
Mpuknag (M) Mpuknag (M) Mpuknag (M)
11 44 27 143 94 72
13 41 44 23 481 264
14 89 46 29 484 11
Tabnuua 5
IC IC IC
Mpvknag (HSS Mpvknag (HSS Mpvknag (HSS
15 251 250 99 328 143
18 162 198 39 331 85
22 123 206 43 334 453

Mogenb 3ananeHHs y MuLLen, iHOyKoOBaHOro apa-
XiJOHOBOIO KMCIIOTOHO

LTA4H iHriGiTopHi cnonyku QaHoro BMHaxody
posunHanu y 20% uwmknogekctpaH/H,O npu KOHUEHT-
pauii 3mr/mn. [aHi po3uvHM yBogUNUcL nepoparsnso 3
BMKOPWCTaHHAM 30HAa camkam muwen Balb/c Baroio
npubnmaHo no 20r (0,2mn Ha muwy, 30mr LTA4H
iHriGiTopHOI cnonyku Ha kr). 3a 60 xBunuH nicns yse-
OeHHst LTA4 iHribiTopa koXHa Muwa oTpumysana
MicueBy annikauito 20MKn  apaxigOHOBOI KUCNOTU
(100mr/mn B aueToHi) y niBe Byxo Ta 20MKkn nuvwe
CcaMoro aueToHy y npase Byx0. 3a 3 roavMHu MuLlen
YMepTBMsM, KPOB BUTAryBanu y renapuvHU30BaHi
wnpui, i 6panu 8MmM Npobu BYLIHOI TKAHUHWU. ByLuHi
npobu 3BaxxyBanucb A4S BU3HaAYeHHs Habpsky i NoTiM
3amopoxysanucb npu -80°C go notpebu y Bu3Ha-
YeHHi NpunNnNuBy HenTpodinis.

100-mKn anikBoTK renapuHi3oBaHol KpoBi yBOAU-
NNy KOMIipKWM TUTPaLiMHOrO MiKponnaHLieTa CyMiCHO 3
piBHUMK 06'emamn RPMI-1640 cepegoBuia, i y KOX-
Hy npobOHy KOMipKy BBOAWM (OHOOP KanbLio
A23187 (kiHueBa KoOHUeHTpauia =20Hr/mn). Bwmict
TUTpaUiHOro MikponnaHweTa niggasany  iHKybauii
npotarom 10 xBunuH npu 37°C y 3BONOXEHOMY iHKY-
6aTopi. Peakuito 3aBepLuyBanu LUASXOM LEHTpUdYry-
BaHHA (833xg, 10 xBunuH npu 4°C). CynepHaTaHTK
aHanizysanucb Ha LTB4 3 BUKOPUCTaHHSM KOoMepLLin-
HO [OOCTYNHOro )epMeHTHOro iMyHoaHanisy (dipma
Cayman Chemical Co.) 3rigHO 3 iHCTpyKLUisiMy BUpOO-
HUKa. BigcoTok iHribyBaHHA €x Vivo CTUMYnbOBaHOro
LTB4 npogykyBaHHs1 (% iHri6. LTB4) BusHavaBcs
LUNSIXOM MOPIBHSAHHS 3 TBapuHamu, KOTpi nigaaBanuch
iAeHTWMYHIA 0OpoO6Li, 3a BUHSATKOM TOrO, LLO PO34YWH,
SIKMA YBOAMBCH MepopanbHO Yepe3 30HA, He MiCTUB
iHriGiTOpHOI cronyku.

Mpunnue HenTpodpinie BU3HAYanM  KinbkKicHO
LUNISIXOM BMMIPIOBaHHS akTMBHOCTI Miernonepokcnaasn
(MPO), HenTpogin-cneundgiyHoro eHsumy. [Mpobu
BYLLHOI TKQHWHW romoreHidysanu y 0,5mn ekctpakuin-
Horo 6ydepa (0,3M uykposu, 0,22% (Bara/o6'em)
rekcageumn TpumeTunamoHin 6pomigy (CTAB), i
2,5MM uutpaty, opgepxaHoro i3 0,5M wuuTpaTHOro
MaToyHoro po3umHy (pHS5,0)). CTOpoHHI peyoBUHM
BUMyYanu LWSXoM UeHTpudyrysaHHs npu 14000xg
npotsarom 10 xBunuH. AniksoTn 10MKN pesynbTyo4o-
ro cynepHaTaHTa yBOAMNW Y KOMIpKM TWUTpauUiiHOro
MikponnaHwieta cyMmicHo 3 90-Mkn anikBotamu po3pi-
OxyBanbHoro Oydpepa (10MM  umtpaty, 0,22%
CTAB), 3 HacTynHuM yBegeHHam 20mkn TMB piguH-
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Hoi cybcTpaTtHoi cuctemmn (Sigma Chemical Co.) y
KOXHY MpPOOGHY KOMipKy. BMiCT TuTpauiiHoro Mmikpo-
nnaHweTa BAUTPUMYBanNU Npu KiMHaTHIA Temnepatypi
npotarom 1 roauHW. Peakuilo MPUMMHAMK LUNSXOM
popasaHHs 100Mkn 1M HSO4 y KOXHY NPoBHY KOMi-
PKY, i aKTUBHICTb Mi€nonepokcnaasn y KOoXHin npobi
BMU3Ha4yanu i3 onTMYHoOI ryctHm npu 405HM. doHose
3HaYyeHHA Big NpaBoro Byxa, Lo obpobnsanock nvwe
aueToHOM, BigHIMaNocb BiA4 3Ha4YeHHs ONsa NiBOro
Byxa, Lo 06pobnanocb apaxijoHOBOK KWCIOTOK B
aLEeTOoHi, ANa KOXHOI TBapuHU. BiacoTok iHridyBaHHsI
npunnuey Hentpodinis (% iHri6. MPO) cnonykamu
AaHOro BMHaxody BM3HaYaBCH LUMSIXOM MOPIBHAHHS 3
TBapuHaMu, KOTpi MmigaaBanuch ifeHTUYHIN 06pobLyi,
3a BUHSATKOM TOrO, LLO PO3YMH, SKUA YyBOAMBCS Nepo-
parnbHO 4Yepes 30HA, HE MICTUB iHrGITOPHOI Cnonyku.
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Tabnuua 8
% iHri6. | % iHrio. % iHri0. | % iHrio.
Mpuknan | ° 1g4 " | \ypo | P8R |7 1Ry | PO

15 32 29 251 79 66
18 78 83 259 95 74
22 79 79 263 0 19
23 67 84 274 93 87
81 78 83 325 76 67
109 51 44 336 67 0
150 81 91 360 87 88
155 %6 93 361 86 90
180 87 87 446 64 43
250 80 o4 447 90 48
206 67 76 471 90 89
250 80 o4

I3 onucy AaHoro BuHaxogy, 3pobneHoro 3i cre-

Tabnuusa 7 UMdiYHMMKM  nogpobuusmM, Ta  NPOIMOCTPOBAHOIO
crnocoby Moro BNpoBaMKeHHS y NPaKTuKy axiBuesi y
Mpuknan % iHri6. LTB4 % iri6. MPO [aHili ranysi 3po3ymino, Lo Y1creHHi Bapiauii, 3acTo-
1" 83 95 cyBaHHs, Moaudikalii Ta po3LUMpeHHs 3agisHnx 6a-
14 81 56 30BMX MPUHLIMAIB MOXYTb ByTV 3pobrieHi 6e3 Biaxomy
27 50 72 Big voro cyTi Ta obcAry. Cnig po3ymiTu, Wwo nonepe-
OHE crnyrye nuuwe intocTtpadieto, i JaHUn BUHaxXIg He
mMae obmexyBaTucb cneundiyHnmm dopmoto  abo
po3TallyBaHHAM OMMCAHWUX Ta MOKa3aHWX TYT YacTUH.
Komn’'toTepHa BepcTka T. Yenenesa MipnucHe Tupax 28 npum.
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